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F 



4- (4-7;M-P7x~;P) - 6- {3 - [4- (tZ-JVZM-JV) 7x-;i/) 

-l-h'J^;P-lH-4-bf^yjJl/} *:M/'J> 

nMM2 4 3Tf#enfc4- (4-7Ma7xZJW -6- {3- [4- 

2 0 Omg^Sil 5 6 tm&Vtimz&QmtVT, Um^m 1 6 Omg? 
'H-NMRCCDClj) 

6:3.05(s, 3H), 7.08-7.15 (m, 2H), 7.20-7.25 (m, 6H), 7.32-7.38 (m, 9H), 7.50-7.55 (m, 
3H) , 7.66-7.69 (m, 2H) , 7.84-7.92 (m, 4H) , 8.12-8.17 (m, 1H) , 9.33 (s, 1H) 

mmm 245 



6- [3- (4-7Mn7xnJV) -l-HJ^;i/-l/f-4-b?^/'j;i/l - 
4- (2-b!U^) £±2/U_> 

MM 9 5T?&&ttfc{b£4&6- [3- (4-7MD7xz;W -l-MJ^ 
h 1 0 Omgt h'J-n-7*5 L ;K2-t!U^;i/)7N^^>8 5mg^6*Jfi0Hl 

5 4 tmm<Djjmz£v. mmit^mi 3m g^mn^y^^y 7 xtLrm^ 

'H-NMR (CDClj) 

5:6.90-6.96(m, 2H), 7.23-7.45 (m, 18H), 7.57(s, 1H), 7.78-7.88 (m, 2H), 7.97-8.01(m, 
2H), 8.52-8.55 (m, 1H), 8.59-8.60 (m, 1H), 9.34 (s, 1H) 
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MS m/e(ESD 610(MH + ) 
mSM 2 4 6 




F 



^ ft 2HC1 

6- [3- {4-7)V-*uyx.-)\,) -lH-4-fcf^/UJH -4- (2-^X 

6- [3- (4-7M07xrjV) -l-h«J9 i ;i/-lH-4-t!7V , U;U] - 
4- ^r^-V/U > 1 0 0mgi:5NJi^2. 2mL^f>H^Jl6 

'H-NMR (DMSO-dg) 

8 :7.09(t, J=4.2Hz, 1H), 7.24-7.32(m, 3H) , 7.48- 7.51 (m, 2H),7.92(d, J=4.2Hz, 1H), 
8.02 (d, J=8.8Hz, 1H), 8.08 (dd, J=8.8, 1.6Hz, 1H), 8.20 (d, J=1.6Hz, 1H), 8.23 (s, 1H), 
9.16 (s, 1H) 
«0iJ2 4 7 



6- (ih-4-\*7*jvm -4- (2-^x-;u) *^/u>- 2 nam 



^3 8mg 1 UTff fc. 

'H-NMR (DMSO-dj) 

6 :7.36-7.38(m, 1H) ,7.99(d, J=5.6Hz, 1H), 8.04 (d, J=9.2Hz, 1H),8.21 (d, J=4.0Hz, 1H), 
8.34-8.36 (m, 3H), 8.60-8.63 (m, 1H), 9.l6(s, 1H) 

mmm 2 4 8 




mm 241 -en^ntz*- ( 2 - 6 - ( 1 - h u ?jv- ih-a 



476 



WO 02/088107 



PCT/JP02/04156 




F 



F- 



4- (4-7MD7i^) - 6- f3- (4-7;i/^D7xZi;P) — 1 H— 4 

-hf7 *svm *^/u>. 2 mat 

^*W2 4 2T#6nfc4- (4-7MD7i-iW -6- [3- (4-7Jk* 
D7i^) -l-h'J^-l/f-4-tr^l/ , J;W ^!/»J>l 5 0mgj5»6 

'H-NMR (DMSO-cy 

5 :7.17-7.24(m, 4H), 7.38-7.42 (m, 2H), 7.56-7.60 (m, 2H) , 7.72-7.73 (m, 1H), 8.06-8.09 
(m, 2H) , 8.15 (s, 1H) , 9.27 (s, 1H) 

mtm 249 



4- (4-7MQ7x-;i/) -6- {3- T4- (^^XJl/7 7-^) 7i- 
jfej -IH-4- fc°^/'J ;H ^±'/'J > ; 2 

£%09 2 4 3T*f6nfc4- (4-7Jl/^n7x-;U) -6- {3- [4- 

ji/x;P7 7-;>) 7i-;W -i-HJ3 t ;w- i//-4-tf^v*u;n ^ % /U> 

2 5mg^e»HIS^Jl 6 3tra«©»f^*ffV>«H^«l lmg**filSSt 
'H-NMR (DMSO-dj) 

5:2.51(s, 3H), 7.14-7.37 (m, 6H), 7.53-7.62(m, 2H), 7.68-7.77 (m, 1H), 8.04-8.10(m, 
3H),9.26(s, 1H) 

mum 250 
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4- (4-7)l*U73i~)\,) -6 - {3 - [4- (t^Mbft-M 7xnjj/] 
-lff-4-^/'J M * j-'/U > . 2 j|M 

*JS^J2 4 4T#?>nfc4- (4-7Jl/^P7x-;W -6- {3 - [4- 

7i-jh -i-hu^;i/-i/f-4-tf^\/u;n^yu>i 

6 Omgd^HJKWl 6 3 irTO^&fcJ; DMIbttt 6 8mg^fMftt 
'H-NMR (DMSO-dg) 

5 :3.26(s, 3H), 7.18-7.25(m, 2H), 7.55-7.61 (m, 2H), 7.68-7.72(m, 2H), 7.73(d, J=1.6Hz, 
1H), 7.94-7.97(m, 2H), 8.05-8.12 (m, 2H) , 8.19(s, 1H), 9.29 (s, 1H) 
5 1 



6- [3- (4-7MD7x^) - lH-4-¥7VV)V] -4- (2-tf'J 

£Jfi0y2 4 5T#6*lfc6- [3- (4-7MP7I-JW 
/f-4-t?^/U;i/| -4- (2-fcT»J5>;W ^V r 'J>l 3mg*HJSMl 6 5 

'H-NMR (CDC1 3 ) 

5 :7.01-7.07 (m, 2H) , 7.40-7.48 (m, 3H) , 7.83-7.93 (m, 3H) , 8.02-8.09 (m, 2H) , 8.61- 
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8.64 (m, 1H), 8.74 (d, J=2.0Hz, 1H), 9.37 (s, 1H) 
MS m/e(ESI) 368 (MH + ) 



mm 2 5 2 




F 



O-S-0 



6- [3- (4-7;i/^-D7x-Jl/) -lH-4-\d7VV)V) -4- [4- 

m&\9 8T#e>nfc6-^P ; e-4- [4- (*3\>i/;*;Mw;w 7x~jh * 

±»/U>6 0mgt3- (4-7^tD7x-;W - 1 - H U?\N>- 1 H- 4 - tf 
77'J^#D>R («jft«2 5fls^«l) 9 Omg£:£|li&0U 6 8 iH«fciR«a 
it\ 6- [3- (4-7)V*uyx-)V) -1-HJ3\>1/-1 JJ-4-t?^l/U 

;W -4- [4- 7x-M ^/'J^nomgMfi 

^jwtbT#fc. cn**js«i 16 4 tmmojsmn* h v?)v&<DW.&m£m. 

'H-NMR (DMSO-dg) 

6 :3.28(s, 3H), 7.18-7.24(m, 2H), 7.39-7.43 (m, 2H), 7.69(s, 1H), 7.78-7.83(m, 2H), 7.90- 
7.97(m, 3H), 8.09 (s, 2H) , 9.33 (s, 1H) 
MS m/e(ESI) 477 (MH + MeOH adduct) 
5 3 



6- T3- (4-7JM-P7x-jP) - 1 if- 4 - £zVU 2k3 ~4- [5- (;* 
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m&Mi o imitate -Ju*- 4- [5- (*3=wx;n>-;w - 

+^»/U>6 0ragt3- (4-7MP7in;W - 1- HJ I /f 

-4-fcf^y»j;i/^a>^ (S&0!I2 5fc£«0 8 7mg^e>HMl 6 8£P3tt 
®^T6- [3- (4-7Mn7i^JW - 1 - h U 1 if- 4 - 1! ^ V 

U;W -4- [5- (pWK*^*-^) -2-fX-M.WJ>$#fc. 21 

fc&4&3 9mg*tfi»itU1»&. 
'H-NMR (DMSO-d 6 ) 

8 :3.45(s, 3H), 7.23-7.32 (m, 2H), 7.44(d, J=4.0Hz, 1H), 7.45-7.52 (m, 2H), 7.73(d, 
•J=4.0Hz, 1H), 8.06(s, 2H), 8.18 (s, 1H ), 8.25(s, 1H), 9.24 (s, 1H ) 
MS m/e(ESI) 483(MH + MeOH adduct) 

mmm2 5 4 




6- [3- (4-7MD7irj|/) - 1 f/-4-hr^/UJl/l -4- (4-^ h 

SHftttl 0 2t#5tlfc6-7*D ; E-4-(4-^ N+^7x^;i/)+^-yU>2 
5mgt3- (4-7;^P7x-Jl/) -1-h'Jf Jhl/f-4-tf7 1 /'JM 
a>M (3i^2 5M) 4 3mgj&>&£l«m 6 8£E»©#i£T6- [3- 

(4-7MD7iz;w -i-Hj3 L ;i'-i/f-4-fcf7yy;w -4- u- 

^ h+y7i-;W4t , ;U>m cn**i&0il 6 4 tinware- HJ5P 
'H-NMR (DMSO-d 6 ) 

<5 :3.83(s, 3H), 6.89-6.94 (m, 2H) ,7.22-7.28 (m, 2H) ,7.40-7.52 (m, 4H) ,7.78-7.81 
(ra, 1H) ,8.02-8.14(m,3H),9.22 (s, 1H) 
MS m/e (ESI) 397 (MH + ), 429 (MH + MeOH adduct) 
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mmm 255 




N 



6- (3-^^;i/-iH-4-bf^V > 'j;i/) -4- [5- {££]V2Jk£^M - 

W&Ml 0 lT#6tlfc 6-^^-4- [5- U^I/TJl/*-^) -2-^X 
-Jl/] ^/U>1 1 0mg£3-;Wl'-l-HJ^;l'-lH-4-fcr^/U;U 
#n>& (8jfi«9 3 0fls-&«) 1 3 Omg frZnmm 1 6 8 tH«©^tfelc «k 0 6 

- (3-^^;i/-i-hU^-iH-4-e^i/'j;i/) -4- [5- 

- 2 -^x~;P] *^-»/U >£#fc. zti&mmM l 6 4 tR«©Hi 

'H-NMR (DMSO-dg) 

5 :2.50(s, 3H), 3.47(s, 3H) , 7.94-7.98 (m, 1H) , 8.10-8.16 (m, 2H) , 8.21-8.23(m, 1H), 8.26- 
8.30(m, 1H), 8.41-8.44(m, 1H), 9.26 (s, 1H) 
H«0«2 5 6 



4- T5- -2-firji/] - 6- (l #-4-1^/11 ju) 

*^/U> • 2^m 

RjfiWi o nr#e,nfc6-ya ; E-4- [5- (^^;w^.;w^-;u) -2-3^x 

XJU] **-v"J>l 1 0mgtl-bU5 t JU-l//-4-lf7!/U;l'#P>i6l 3 
Omg^HMl 6 8tl^tt©^tJ:0, 4- [5- (^ftXft^-ft) - 
2 -^x-;u] - 6 - (l - h VJ-ft- l J/- 4- V5)/Vft)*i-\rv 
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mit&M 7 8 m g Zm&®i$k t LTfffeo 
'H-NMR (DMSO-dg) 

8:3.48(s, 3H), 7.95(d, J=4.2Hz, 1H), 8.07-8.11 (m, 1H), 8.29(d, J=4.2Hz, 1H), 8.39 (s, 
2H) ,8.40-8.42(m, 1H), 8.55(d, J=2.0Hz, 1H), 9.23 (s, 1H) 
H«J 2 5 7 



4- [5- (trfrxfrft-M - 6- [3- (HJ^jm-p* 

11^10 1x11^6-^-4- [5- 

^r^-V/U > 1 0 0mgi:3-hU7;i/^-p^5 1 ;P-l-hU5 1 ;l'- 1//-4 

- m v v u d >m m&&\ 3 1 4t&m 1 4 0 m g & zmmm 1 6 8 tmmo 

^&(CctO 4- [5- (pWlvUP*^) -2-5 1 I-JH -6- [3- (hU 
7)V-*U*?-)V) - l-hU^;i/-l//-4-t!^^UJH *^/'J>£#fc. £ 

n^s»j 1 6 4 ti5Uti<z)££T h 'j ^mo^um tmmm(Dm^m\ mm 

4 2 m g &m&%£& t LTffe. 
'H-NMR (DMSO-ds) 

5 :3.47(s, 3H), 7.97(d, J=3.8Hz, 1H), 8.14(d, J=3.8Hz, 1H), 8.15-8.21 (m, 2H), 8.49(s, 1H), 

8.53 (s, lH),9.32(s, 1H) 

MS m/e (ESI) 457(MH + MeOH adduct) 

ll»J 2 5 8 
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4- (4- <4- [5- {^±]V7JkM^M -6-WJr 
Sj|{»jiOR#^nfc6-yD ; e-4- [5- (*3MW7Ji/*x;i/) -2-^x 

XJl/] ^/U>10 0mgt3- (4-y7/7xZjl/) -I-h'J^-lH 
-4-tT7!/U^#P>« W3 2^|) 1 5 Omgj&^J&flll 6 8£N 

«fc D 4 - (4- (4- [5- (*^;K*;i//fe:;» -2-^x-;i/] - 
6-^/uxjw -i- hj 3^-1 h- 3- t^/y;w ^>\/xhj;i/&# 
fc 0 cn$^« i 6 4 trafiKD^js-c. h v?)v&om%tmm<DMf&*?i ^ 

mm<k&® 6 7 m g £3t£3£,§| t bT#fc. 
'H-NMR (DMSO-dj) 

5 :3.44(s, 3H), 7.58-7.66(ro, 3H), 7.78(d, J=4.0Hz, 1H), 7.87(d, J=8.0Hz, 2H), 7.99(dd, 
J=8.8Hz, 1.6Hz, 1H), 8.07(d, J=8.8Hz, IH), 8.23(d, J=1.6Hz, 1H), 8.31 (s, 1H), 9.27 (s, 
1H) 

mmm2 5 9 



3- (4- {4- [5- {^)V7,)VHr^)V) -2-^XXjl/] -6-WJ> 

mmtii 0 i-e#^nfc6-^DqE-4- [5- (pwi/x^x;!,) -2-^x 

XJU] WJ>12 0mgt3- (3-v'7;7i-;V) - 1- h U 3\H,- 1 H 
-4-¥?V0)V#n>Wt («iW3 3ft^«) 18 0mg))^WJ16 8t|^ 
K«fcD 3- (4- {4- [5- (*3\>l/7Jk*x;W - 2-^XXJU] - 

\,\ SHfc£tt8 4mg£|*6*gJifcbTf§fc. 
'H-NMR (DMSO-dfi) 
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8 :3.46(s, 3H), 7.52(d, J=3.6Hz, 1H), 7.58-7.64 (m, 1H), 7.72-7. .79 (m, 2H), 7.86-7.94 (m, 
2H), 8.01-8.09(m, 2H), 8.18-8.22(m, 1H), 8.33(s, lH),9.26(s, 1H) 

mmm2 6 o 



6 - [3- (4-^h^>7x^) -lff-4-b?7 > ./'JJH -4- [5- 

«3fiWl 0 0Tft6nfc6-^P^E-4- [5- T-)V) -2-3=- 

XXJH ^^-7U>6 0mg, 3- (4-^h^>7i^;W -1-hU^-l 
H-4-K5y»J;P#n>» (SSjg0lJ2 7fc£«) 1 1 Omg^HJgflll 6 8t 
H*©*j£t«kD, 6- [3- (4-^h^>7x"JW -1- MJ^-IH- 
-4- [5- W^*7r=^) -2-^x-;i/] *^/U 
> 9 4ragm cn*jWtHl 5 6tW*<D^rttfcJ:0Kfl:U 6- [3- 
(4-/h^>7x;Jl/) -l-hU^;i/-lH-4-tf7 % /U;W -4- [5- 
(^^;P^;i/^x;W -2-^XXJU] WJ>8 2mg £%0S 
16 4 £ffi«©:£8re h U ^MQNftl&iii®»j£^ V\ 3 1 

'H-NMR (DMSO-dg) 

6 :3.44(s, 3H), 3.79(s, 3H), 7.03(d, J=8.4Hz, 2H), 7.33(d, J=4.0Hz, 1H), 7.37(d, J=8.4Hz, 
2H), 7.64(d, J=4.0Hz, 1H), 8.05(d, J=8.8Hz, 1H), 8.11(dd, J=8.8Hz, 1.8Hz, 1H), 8.18(d, 
J=1.8Hz,2H), 9.22(s, 1H) 
MS m/e(ESI) 463 (MH + ) 
HBfll 2 6 1 
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6- [3- (3, b*z/y^-)l) -lff-4-tf^^/UJ|/] -4- [5 

mmz 6 1 o^xmizmmvx^vrzc m.m\ 1 o o-e#wc6-^Dt 

-4- [5- (^^7^7 7-;W -2-^xr:;p] ^VU>6 0mg<h3- 
( 3 , 4 - x-;W — 1 — h U 1 if- 4 - tf 7 V/ U □ >S? (tt 

ii2 9^«> 1 1 omzfrtmmmi 6 8tmm<D^mz^y). 6- [3- (3, 

4-^b^y7i-jW -\-YW)V-lH-4-\Z7W)V] -4- [5- 
(jWl^l^r^W -2-^X-;i/] *:?-*/'J>£#7c„ ^»J15 6 
t^©#^te«tOK'fkb, #^>nfc6- [3- (3, 4-^h^/7x"JW 
-1-HJ3\>1/- -4- [5- (pWWXJUfrnjW -2 

-fx-jn >&nmm 1 6 4 h u?;i*®jKftK&:HBK 

*®#J«&frK «^3 1mg$imtlT#&, 
'H-NMRO^MSO-ds) 

5 :3.45(s, 3H), 3.61(s,3H), 3.79(s, 3H), 6.94(dd, J=8.4, 1.6Hz, 1H), 7.00-7.05(m, 2H), 
7.36(d, J=3.8Hz, 1H), 7.62(d, J=3.8Hz, 1H), 8.06(d, J=9.0Hz, 1H), 8.15(dd, J=9.0, 1.8Hz, 
1H), 8.22(s, 1H ) , 8.24(d, J=1.8Hz, 1H), 9.22(s, 1H) 
MS m/e(ESI) 525 (MH + MeOH adduct) 
H»J 2 6 2 




4- {4- T3- (hU!7Jl/:f P*^;U) 7i-M bf^>>>- 1 — f JjJ -6 
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- ( l - HJ £Jkz iH-4-a!/U M %±2l2± > 

M0«J1 0 6T#^>nfc6-^O^E-4- {4- [3- ( h U 7 
x-M e^75^>-l— f;W ^7U>1 1 0mgfcl-HJ3\FW-lH-4 
-fcT77U;i/Jl?o>»l 2 Omg*&ftJK0ll 6 8 tR*©^rjfefcJ; 0, 
mi 7 4m g UT»fc. 
•H-NMROOMSO-d,;) 

5 :3.40-3.48(m, 4H), 3.92-4.05(m, 4H), 7.10-7.25(m, 9H), 7.30-7.38(m, 9H), 7.43(t, 
J=8.0Hz, 1H), 7.71(d, J=0.8Hz, 1H), 7.85(dd, J=8.8, 1.6Hz, 1H), 7.92(d, J=1.6Hz, 1H), 
7.95-8.04 (br, 1H), 8.02(d, J=0.8Hz, 1H), 8.72(s, 1H) 
6 3 



4- (4-^dp7x-;u) -l- [6- (i-m^;i/-i//-4-bf^'/'j;p) 

£££09 1 0 7T#£>ttfcl- (6-^Dt-4-WJ^) -4- (4-*D 
P7x"JW -4-H^Uvy-JH 0 Omgtl- h'J^JV- lH-4-tf^y 
JMP>il 1 Omg^Mlfijl 6 8t^«CD^j*fc«kO, ffHft^ttl 8 5 
mg£$3t@#£bT#fc. 
'H-NMR (DMSO-dg) 

5 :1.85-1.93(m, 2H), 2.19-2.29(m, 2H), 3.63-3.75(m, 2H), 4.26-4.37(m, 2H), 7.16-7.25(m, 
6H), 7.26-7.35(m, 9H), 7.39(dt, J=8.8, 2.0Hz, 2H), 7.48(dt, J=8.8, 2.0Hz, 2H), 7.68(d, 
J=0.8Hz, 1H), 7.82(dd, J=8.4, 2.0Hz, 1H), 7.87-7.95(m, 1H), 7.79(d, J=2.0Hz, 1H), 8.01(d, 
J=0.8Hz, 1H), 8.68(s, 1H) 
HJS0!|2 6 4 
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4- {l- [6- (i-m^;i/-iH-4-if^yj;i/) -4-^/u;n - 

ttjfiflU 0 8T#&tt&4- [1- (6-yo^E-4-^l/U-M -4-tf^ 

UvW] -i -;n oomgti-hU5 i ;w-iH-4-tf7yj>i^D 

'H-NMR (DMSO-dj) 

6 :1.32-1.70(m, 9H), 1.83-1.91(m, 2H), 3.09(t, J=14.0Hz, 2H), 3.66-3.73(m, 2H), 4.60- 
4.72(m, 2H), 7.19-7.25(m, 6H), 7.32-7.38(m, 9H), 7.69(d, J=0.8Hz, 1H), 7.78(dd, J=8.8, 
2.0Hz, 1H), 7.82-7.90(br 1H), 7.86(d, J=2.0Hz, 1H), 8.02(d, J=0.8Hz, 1H), 8.64(s, 1H) 
HiS^J 2 6 5 



6- (lH-4-fcf^./UJIO -4- {4- T3- (h'J^J^D^^) 
$m®\2 6 2T*tf £>ttfc4- {4- [3- ( h U 7;k:*P^3\>i/) 7i"JH tf^ 

?*jy-i-4M -6- (i-hU5 L ;i/-i/f-4-tf^y'j;w *^\/u>i 

6 0mgt5N^2mL^e,H^Jl 6 3 tiI^Th'J^S©M 
'H-NMR (DMSO-dg) 
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5 :3.62-3.68(m, 4H), 4.40-4.46(m, 4H), 7.09(d, J=8.0Hz, IK), 7.163(s, 1H), 7.21(dd, J=8.0, 
0.8Hz, IK), 7.48(t, J=8.0Hz, IK), 7.90(d, J=8.8Hz, IK), 8.30-8.35(m, 3H), 8.88(s, 1H) 



4- (4-^nP7i-^) -1- [6- (lH-4-hT^\/'JJP) 
U Jk3 ~ 4 - U -JP ; 2 jfeEftjft 

H«SM2 6 3T#en^4- (4-^DD7xnjU) -1- [6- (l-MWI" 

5N«i2mL*^»Jl 6 3^TO©^SThU^SM^«i:ig^0 
JStf&frK iHM7 7mg§g|^attT#fc. 
'H-NMR (DMSO-dg) 

5 :1.82-1.89(m, 4H), 2.15-2.30(m, 4H), 7.41(dt, J=8.8, 2.0Hz, 2H), 7.57(dt, J=8.8, 2.0Hz, 
2H), 7.86(d, J=9.2Hz, 1H), 8.26-8.32(m, 4H), 8.81(s, 1H) 
HM0O2 6 7 



4- {l - [6- (i H-4-h?7'/'j;v) -4-3rj-vj;w] -4-bf^'j>?;w) 
- 1 • 2jftgttt[ 

6 4T#£>tlfc4- {1- [6- (l-h'J?;i/-lH-4-k°7yjJW 
-4-*^-V/U;W -4-k°^'JvjU} -l-7*5';-JH6 0mgt5Ni|i2 

'H-NMR (DMSO-dj) 
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5 :1.23-1.48(m, 8H), 1.68-1.81(m, 1H), 1.90-1.99(m, 2H), 3.40(t, J=6.4Hz, 2H), 3.59(brs, 
2H), 7.77(brs, 2H), 7.87(d, J=8.8Hz, 1H), 8.18(d, J=1.6Hz, 1H), 8.27(s, 2H), 8.29(dd, J=8.8, 
1.6Hz, iH), 8.78(s, 1H) 
2 6 8 




4- (4-^^;wtf^7> ? >-i— OV) -6- (i //-4-br^^/'j;u) ^-j-y 

'J> 

6-ya^E-4-^DD^±^>J>2 Omg, 1 -;*3\n/tW>>> 1 Omg, 1- 
UX3\HO"S>l 5 ML, fh7tHD77>lmL<Z)M$llimL&. 

®M*%M%mxfo : &\s. mmz 1 - hu 3^- 1 h- 4 - tr^ p >M4 

Omg, T-h^^X (h'j7i^7^7^» /\'7y7A2mg, 2N» 
HJ^ATKig&lmL, X#y-JHmL, Wl/X> 1 mL£Jn*., S5X;~z&& 
mWVTco M£@£U gSSKv^PP/^O. 5mL, bV7fr*nmmO. 

5mL£JnA^M£7^;p*--eEfc*u iSijim^n^h^^^^- (wak 

O PAK MiTK/T-feh-hUJl'/O. l%hU7;^D@^ 

®?) T»»U «]g{fc£*l 1 6 . 3mg£#75:. 
MS m/e(ESI) 295 (MH + ) 

6 8£TO©#&cfcD, 6-yp ; &-4-^Pa^^V/ 1 J> 20mg £7S 
> 10mg£tBfg§m<fcL-T, «0iJ2 6 9 frZnMM 2 9 2 O^tl^^bfc. 

mmm 2 6 9 

6- (l/f-4-bf^'/'J^) -4- (1, 2. 3, 4-fh7bHD-2- 1*7 

*y-u;w *7^/'J> 
JR4 : 9 . Omg 
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nmw2 7o 

4- (4-^>y;i/b°^^y>- 1 — f )V) -6- (lff-4-fcf^/U;i/) 
>/'J> 

1. 4mg 
2 7 1 

1-T6- (l/f-4-bf^/UJU) -4-tf^'jy> 
iRH : 3 . 0 m g 
HJS^J 2 7 2 

i-T6- (i/f-4-tf7Vj;i/) -4-*±v"J~;i/l -3-fc?^'j>v-ju 

JRii : 7. lmg 
£AS#9 2 7 3 

4- (2-^^-l-7>?7-JP) -6- (lif-4-h°^VJJW) *?Vl)> 
JRit: 7. 8mg 
HJS0J2 7 4 

4-C4-(l. 3-^^^y-^-5-^/M^) hf^7> ? >- 1 --f ;H-6- 

(lH-4-b!77UJV) ^/U> 
J&Ji : 6. 7mg 
III 2 7 5 

4-[4-(2, 4-i>7yV^-P^^) tf^7>?>- 1 — r;P]-6- ( 1 H— 4 — bf ^ 
iRS : 6. Omg 

mmm2 7 6 

4- [4- (4-^ h^->^>vJl/) fcf^^^>- 1 — f -6- (lff-4- 

|RS : 6 . lmg 
MM 2 7 7 

4- [4- (4-7JW^P7x^^;U) bf^7V>- 1 — r;Ul - 6- (1H-4 
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iR* : 3 . 8 m g 

mmm 2 7 8 

2- {4- [6- (ltf-4-b!7';'Jjl/) -4-*:WJ-JH bf^DSV} 7 
-U> 

JRM 10. 2 m g 
HiS^I 2 7 9 

(4-^PP7x-;|/) {4- C6- (lH-4-¥?W)l) -4-^±^yu - 
JR* : 0. 4 lmg 

mmm 2 8 0 

1- [6- (1 i/-4-fcf^7'j;i/) -4-*:J-»./U~JU] -tf^'J>?JW7$> 
JR* : 1. 7 6mg 

mmm 2 8 1 

ATI — {1- [6- -4-^r/'JnjU] -4-bf^'J 

22kl ^>X75 H 
JR* : 4. 2mg 
Hi 2 8 2 

TV- (4-7MD7x^) — TV { 1 - [6- (1 ff-4-£^/'j;t/) -4- 

iRg : 2. 5 9mg 
H»2 8 3 

TV. TV-v^^U-TV' -1- [6- (lH-4-¥7VV)V) -4-^^'/'J ~ 
Jl/] -4-E^'jy;i/} 7JU7 7 5 K 
iR* :0.8 9mg 
£%0y 2 8 4 

4- (4-^>v^-2-*^jUtf^7y>-l-- i)V) -6- (ltf-4-tf^ 
iRft : 5 . lmg 
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mmm 2 8 5 

4- (4-y x.^)V\d^y^>- 1 —i M -6- (1 /f-4-bT^/'J )l) * 
±2/2} > 

JDUt : 6. Omg 

mam 2 8 6 

4- {4- [6- (l//-4-fcf^7U;» -4-^j-!/'J=JH bf^'Jf^y} 7 

JRM : 1. 6 2mg 
HJSfll 2 8 7 

4- [4- (2-^DD7x^) \j^^y-l-^)V\ -6- ( 1 //- 4 - tf 

JRM: 3. 2mg 
^SS^J 2 8 8 

ft/1, iVl-v^^;i/-4- [6- UJtLlAlZ^Z2ZJlM -4-*j-V*)-)ll 
- 1 -bf^^> ? >7,;P7^±$ H 
JRit : 4. 2mg 
8 9 

TV— C4-( {4- [6- (li/-4-lf77'J^) -4-^j-V'J-^] ^53* 

iR»: 8. 2mg 
«#12 9 0 

a/- [4-( (4- [6- (if/-4-bf^/'j;p) -4-4^-yu^;i/] 
>-i— <jH 7x~;u] ^^>t»>P7^±sk 

iRS : 2. 3 3mg 

mmm 291 

7-({4- [6- (l/f-4-fc??yu;i/) -4-*±*JV=i)V\ b?^7v?>-l 
-- OM ftJWafciJl/) -1. 2, 3, 4-fh7bFa-2A 6 , 1-^>V^7 
^>-2, 2-y^-> 
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iK* : 4. lmg 
$mW 2 9 2 

N- [4-( {1- [6- (!H-4-H^y > 'j;U) -4-^i-r/'J-JP1 -4-bf 

iRM : 6. 5mg 
H» 2 9 3 

4- (4-^;nf^7>?>- 1— op) -6- (3-;<^JU- 1 //-4-tf^/ 
UJU) 47^/'J> 

6-^D ; e-4-^aD^; , J>2 0mg, l-*^;Ut!^>>>l Omg, h 
•JX^75>1 fh7tHD77> 1 mL«|§ 1 «it^Ufe e 

$J«£g^«Pfc5!ijU ^Mfc 3 -t^P- 1 - h U ^Jl/- 1 H— 4 -fc!^/U 
;P#D>g£ (M0J3 (Hfc^) 4 0mg, fh7^ (hU7i^7^7^ 

;H>lmL£in;L> 8 S'CTiiMf^Lfco &$£@3cU MK^cm*^ 
>0. 5mL> b<)7)ls*nmmo. 5mL£;0nx., 2l$r4ftil / fc 0 iETO 

it&iii&ft^D^h^:^- (WAKO PAK ^jft : 7K/T-fe h 

xHJJU/O. l%hU7;i/^oB^m) If^Sb, 5mg$ifc. 
MS m/e(ESI) 309 (MH + ) 

§&&0!l2 9 3 tmm<Dl7m^Ki. 6-7nt-4-:?DDWJ> 20mg £75 
> 10mg£ffi581im£UT, ^Sfi0U 2 9 4^SHig0iJ3 1 3(Djb^*^bfco 
2 9 4 

6- (3-*7)l- 1 //-4-hf7'/U;i/) -4- (1, 2, 3, 4-rl-7kh' 

JRS : 5. 8mg 
HJgfll 2 9 5 

4- (4-^>v^b^y>-l — nV) -6- (3-*5MU- l//-4-fc!^ 
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iKit : 2 4. lmg 
£MM 2 9 6 

i-[6- (3-^5 L ;i/-iH-4-b°^!/u;u) -4-^yu-;i/i -4-tf^ 

JR* : 1 0. lmg 

nmm 297 

1-T6- (3-*9^-lH-4-bT^/'JJl/) -4-^yjnjl/l 
JRfi : 9. 6mg 

mmM2 9 8 

6- (3-*3-)l-iH-4-¥7*SV)l) -4- {4- [3- (h*)y)l*ax 

iRS : 2 1 . 9mg 
2 9 9 

4- (2-^^-1-7^7-;^) -6- (3-^^-1//- 4- h°^'/U;i/) 

JR» : 1 6. 3mg 
»3 0 0 

4-[4-(l, yu-5-^M^;u) fc?^y>- 1 — f jH-6- 

(3-/^l/-lH-4-b!7';'J^) *±VV> 
iRfi: 2. 9 4mg 
0 1 

4- C4- (2, 4->?7;i/^D^>>?;i/) faT^7> ? >- 1 — OH -6- (3- 
^^-lH-4-b?7'/'J^) *^/U> 
iR* : 7 . 5 m g 

mmm 302 

4- U- (4-* h^->^>vJl/) \i^i>y- 1 — fJU] -6 - (3-*^Jl/ 
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iRft: 7. lmg 
mi&M 3 0 3 

4- [4- U-yJVXny^^M bf^v>-l-^JH -6- (3-*5=- 
J&S: 8. 8mg 

mmm 304 

2- {4- [6- (3-*5 1 ;P-lH-4-tf5V'U;i/) -4-*±7'J-jl/] bf 
^s?>- 1 zzrLZki 7~'J> 
JR41. 30mg 
H» 3 0 5 

^WCfr] 77>-2-^jM4- [6- (3-^3MV- 1 H-4-tf^/'j;i/) 
-4-^^/iJ-Jt/] bf^i?>- 1 — OH **y> 
JRS: 3. 7mg 
MMM 3 0 6 

(4-^aP7x-jl/) {4- [6- (3 1 //- 4 - bf^/U;U) -4 

iRS : 0. 6 lmg 
%WS\ 3 0 7 

1- [6- (3-^^- 1 /f-4-bf7'/'J;P) -4-=fr:*-\/U~;i/l -bf^U 

iRil : 7 . 8mg 
H» 3 0 8 

N, N-V^^-N* -1- [6- (3-^^;W- 1 H-At-Mv'JVM -4 
JRM : 5. 4mg 

mmm 309 

4- [4- (1//-3-- OP'JJP) bi^'JSV] -6- (3-*^-lJf-4 
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JR* : 0. 9 lmg 

nnm 3 i o 

4- U-1>*?)V-2-*7J\,\m*J>- 1— f )V) -6- (3-^^;P-l 
ff-4-bf7 > /'J;i/) »^/U> 
JR* : 3. 6 8mg 
HJg^ 3 1 1 

6- (3-^5Ml/~ lH-4-tf^yj;i/) -4- (4-7x^;Hf^7S?>- 

iRJi : 2. 1 4mg 
MM 3 1 2 

4- [4- (2-£aP7x-JU) \j^=7V>-\-<i)V\ -6- (3-^^;P- 
lff-4-bf^/U^) ^±^U> 
JR* : 0. 4 9mg 
HUM 3 13 

N- [4-( {4- [6- (3-^5 1 ;P-l.ff-4-tf^^'j;t/) -4-^^/Ux 

iR*: 5. 8mg 
III 3 1 4 

4- (4-^5 1 jl/b!^7v ? >- 1— <)V) -6 - T3- (4 -7 )V*uy 
- 1 ff- 4 - ^ v/u ;n £t\/jj > 

'JIW3>1 5 ML, r h 7 k H □ 7 5 > 1 mL Ol^^ 1 ^PW Ufc. 

®m*mm$L$i~vfe3kL. ®mz 3 - (4-7Mo7x-jw -i-mj^u- 

l J Ff-4-k°7V*U;i/^D>M (82igM2 5fc£#0 .4 5mg, T-h^Z (hi) 
7i-^7*X7^» A7y7A2mg, 2 N&ft:*- h »J >7A7K^ 1 mL, X 
^-JUmL, hJl,X>lmL^ljn^ 8 S^T^Jt^Lfc. i»£g£U 
SII:^DP^^>0. 5mL, bV7Jl>*om&0. 5mL£jD;i, 2mfflM 
lit ni£T-C®m*%3k'&, v*^7^**->K0. 6mL$MM$ 
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7-f;p*-Ti**u nnwm>7u-?h>f7 7<<~- (wako pak ods* 

5A, »«:*/7.-fehnhU;U/0. 1 X h'J Ttt«LT«Sfc 
^il5. 5mg^ffc. 
MSra/e(ESI) 389 (MH + ) 
3 15 

6- [3- u-7)V°*uy3.-)V) -ih-a-mjwm -4- (1. 2. 

3. 4-fh7fch'a-2- fV^/Unjl/) *:h>/'J> 
iRS : 1 1 . 5 m g 

^Sfi^J 3 1 4£H«cwSfSs«ktK 6-yDt-4-/7DD^/U>2 Omgt 
75 >1 Omg&tfJ38JK#iUC, HJ&0I3 1 5^6» 3 4 5 ©fc£4fc££jfc 

*»3 1 6 

4- (4-^>>MHf^v>-l— TJl/) -6 - T3- (4-7MP7xZJl/) 
- 1 H-A-MvWM *±*SV> 
JR-fi : 1 9. Omg 

mmi 3 1 7 

1- {6- [3- (4-7J^P7x-;U) -lH-4-h°^/'JJl/l -4-*± 

VV^M -4-b°^u> ? y> 

JR*: 3. 6mg 

mmm 3 1 8 

1- {6- [3- (4-7)l*n7ji-)V) -l//-4-bf^7'J;i/] -4-^± 

iRS : 14. 6mg 
3 19 

(1- <6- [3- {4-7)l*U7*-)V) - I H-4-¥?WM -4-*jr 
IRS : 1 1. 2mg 

mmm 320 
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6- [3- (4-7Jl/^D7x-;i/) ~lH-4-lf^7l);i/l -4- \4- (3 

JR* : 22. 9mg 
f£iS0>|3 2 1 

6- [3- (4-7Mn7x-;V) -lH-4-tf^ > /'J;i/] -4- (2-*^ 

JRM : 2 1. lmg 
S»J3 2 2 

4- [4- (1. 3-'<>'/>>**V-)l-5-'()l>*7-)l>) fcf^v^-l— T 
Jk] -6- [3- (4-7Jl/^P7xn;i/) - 1 H- 4-£?V*UJl/l ±±^1> 
JRM : 6. 3mg 

mmw3 2 3 

4- [4- (2, 4-y7MD^>yJ|/kX7y>- 1 — UV\ -6- [3- (4 
-7Jl/^n7x-jl/) -lH-4-¥7VV)V] ^VU> 
JRS : 11. 3mg 
3 2 4 

6- [3- (4-7MD7i^) -ljy-4-fcT7 , /»JJM -4- [4- (4 

JKH : 9. 5mg 
MMM 3 2 5 

4- [4- U-7)V*U7x.*?)V\m*J>- 1 — Cik] -6- [3- (4- 
7;i/^a7x_Jl/) - 1 H-4-}UW)V\ ^1J/U> 
JRfi : 9 . lmg 

nmm 326 

2- (4- (6- [3- (4-7MP7x^l/) - lf/-4-br7\/'JJl/] -4 
JRil : 8. 4mg 

%vm 327 
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^> s J u- {6- C3- u-y)V*uy*-)V) -1 

H-4-bT^l/'j;P3 -4-*1ry\)-)V\ \m*»-l-<t)Vl 

7. 4mg 
HM0J3 2 8 

(4-^DD7x^JI/) (4- {6- [3- (4-7Mn7x-^) - 1 //- 4 
-h°7'/UJI/3 -4-^±y'J-;W hf^y>-l — fM *^y> 
IRS: 5. 5mg 

mmm 329. 

3- (v^x^T^y) -l- (4- {6- [3- U-y)V^rayx.-M -1 
h-4-¥7W)V] f;w) 

z> 

JRJt : 5. 9mg 
3 3 0 

1- {6- [3- (4-7jl/:frCl7xnJl/) -ltf-4-^/'JJH 

»/ LL^jij - 4 - u swy 5 > 
iRil : 8 . 2 m g 
HJSM3 3 1 

AT— (1- {6- [3- (4-7JU^-D7x-;i/) - 1 H- 4 - h^'/U JH -4 

iRS : 7. Omg 
3 2 

AT- (4-7MD7XZJV) -jV-(l-f6- [3- (4 -7 )V*U7 ?.-)],) 

- 1 //-4-fcr^/u;u] -4-^'/u~;^i-4-tf^u> ? ;M7$> 

iRfi : 9. 4mg ' 
11115093 3 3 

N. N-zS*3-)V-W- (1- (6- C3- (4-7J^a7x— -lJf-4 
JRik: 6. 6mg 
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mmm 334 

4- [4- (1J/-3-- f >K'J;M tf^'JvV] -6- [3- (4-7J^P7 
x~;|/) -!H-4-bf7^'JJl/] ^±^'J> 
JRM :11. 8mg 

mmm 335 

4- (4-^>> ? ;V-2-^^hf^7v ? >-l— Ol/) - 6- [3- (4-y)V 
a-d7xnj]/) -lH-4-bf5VUJl/l *±yu> 
JR*: 1 1. 6mg 
111 3 3 6 

6- [3- (4-7)l/tn7xr;V) -1 Jf-4-tf^V'J;i/] -4-(4-7x 

iRfi : 13. 7mg 
H%09 3 3 7 

4- (4- {6- [3- (4-7MD7x-^) - 1 H~ 4 - tf 7 % /'J )V] -4 

IRS : 8. 3mg 
«0iJ3 3 8 

4- (4- {6- [3- (4-7Jl/^-P7x~;W) - 1 H- 4-\f?W )V\ -4 
fc°^v>- 1 — f 7x;-^ 

JRH : 9 . 1 m g 

mmm 339 

4- [4- (2-^DD7x^) \jK=fVy-l-^M -6- [3- (4-7 
MD7x-;P) -l/f-4-bf^VU;W] *:>-yu> 
iR4 : 6. 3mg 
3 4 0 

4- (1- {6- [3- (4-7JM-P7x^JU) - 1 H- 4 - bf^/'J Jl/] -4 
-^'/'J-jH -4-bf^'J^;|/) -i-7^7-;u 
iRii : 3 . 8 m g 
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«#J3 4 1 

TV. N-?**)V-4- 16- [3- (4-7MD7X-J1/) -lJ/-4-fc°v 
VUJH -4-*TV"J~JH -1 ~^7v?>X^>7a H 
JR» : 2. 7mg 
HJifi^i3 4 2 

N- {4- [ (1 - {6- [3- (4-7MD7x-;» - 1 //- 4 -fcf7V"J 
1RM : 1 4 . 5 m g 

mmm 343 

TV- (4- [ (1- {6- [3- (4-7MD7x^) -lf/-4-tf^/U 
2k3 -4-^±yj-;H -4-h°^'Jy;P) 7xn;H *^>>m/ 

iR* : 13. 8mg 
1113 4 4 

6- [ (1- 16- T3- (4-7MD7x^) - 1 H- 4 - fcf - 

4-^yjn;i/} -4-tf^U>?;i/) -1. 2, 3, 4— y- Lzb 

Ha- 2 A 6 , 1 -^>V?7zS>-2. 2 -vary 
iRS: 1 1. 9mg 
4 5 

TV- {4- [ (1 - {6 - [3 - (4-7MD7x-;|/) - 1 //-4-lf^VU 
iRS : 8. 4mg 

»J2 6 9^6«W3 4 5©ft-&*®»j6fcMSX^ h^Ax-^S, ^2 
*2 
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Rl 


-Q 
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\ 3 3 0 
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4-F-Ph 




493 


332 


4-F-Ph 


H 


483 


3 3 3 


4-F-Ph 




496 


3 3 4 
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14 





Rl 


-Q 


MSm/eCESH 
(MH + ) 


3 4 3 


4-F-Plt 




571 


344 


4-F-Ph 




583 


34 5 


4-F-Ph 




607 



JOS0J3 4 6 



F ^ CPh 3 

3- (4-7MD7i-;j/) -5- [3- (4-7MD7i-M — 1 — HJ 

^;i/-if/-4-tf77u;u] [c] i^j^^Znik 

Wtmi 0 9T#^nfc5-yp ; e-3- (4-7MD7x~JW [c] 
^V*W-;H0 0mgt3- (4-7MD7x^) -l-bU^-l 
Jf-4-K7/U;i'#P>» (»ifi«2 5fl2^«) 2 3 0mg*6H|[«2 1 tlsj 
«©;fri*T?«gfc£#> 1 3 1 m g LT#&. 
'H-NMR (DMSO-dj) 

6 :7.16-7.24(m, 8H), 7.32-7.45(m, 14H), 7.58 (d, J=9.6Hz,.lH) , 7.78 (s, 1H) , 7.82 (s, 1H) , 
7.98-8.04(m, 2H) 

mmmz 4 7 
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3- (4-7Mn7i-W -5- [3- (4-7Mn7xZJW — 1 H— 4 
2EK08 3 4 6T?»&n&3- -5- [3- {4-7)V* 

□7x-;w. -i -hu^-i//-4-tr^vu;w [c] -rvwy 

g£$#®U *Hfc£4fc2 8mg***feiBfi£LT*»fc. 
'H-NMR (DMSO-dg) 

<5 :7.25(dd, J=9.2, l.2Hz, lH), 7.20-7.32(m, 2H), 7.38-7.52(m, 4H), 7.60(dd, J=9.2, 
0.8Hz, lH), 7.85(br,lH), 8.05-8.08(m, 2H), 8.l2-8.26(br, lH) 
MS m/e(ESI) 374(MH + ) 
^ 3 4 8 



3- (4-7MP7i^l/) -5 - (3-^^;i/-l/f-4-tf^'/UJI/) ^> 

$Sii0!ii o 9-e#<~>nfc5-:7*a;E- 3- (4-7;u^P7xnjw) [c] 

-fVtf^-UV-JH 0 0mgt3-^fJH l - l H- 4 - kf^ VU 

;i/#P>& (JWftfcl3(MbS*0 9 4mg*&«t«2 l tH«©*feT3- (4 
-7MD7I-JW - 5- (3-^5 1 J!/-l-hU5 1 ;W-lH-4-tr^ x /U;W 

4 fcE8©7*8cT?i h U yJl^umm l mL SfflUT h U 

{t£^ 2 4 m g t vxntco 




509 



WO 02/088107 



PCT/JP02/04156 



•H-NMRPMSO-dj) 

fi:2.44(s, 3H), 7.46(m, 2H), 7.64 (d, J=9.2Hz, 1H), 7.70 (d, J=9.2Hz, 1H), 7.89 (s, 2H), 

8.14-8.22(m, 2H) 

MS m/e(ESI) 294(MH + ) 

$tt01 3 4 9 



3- U-7)V-*U7x.-)V) -5- (1 Jf-4-fcf^/UJl/) [c] -TV 

M^Jl 0 9-e#5,nfc5-^P ; e-3- (4-7M07i^) [c] 
V ^5 Omgtl - h >J3\H/- 1 /f-4-h°^yU;i/^o>i?9 0 

mg>6HJ6«2 1 tK«©^ffiT?, 3- (4-7;i/^-n7a:n;l/) -5- (1- 

hj^/h H-4-h°^yu;i/) [c] <y*-*uv-;i/7 smg^tfiis 
Hi LT#fc 0 £©t>©£Hi60iJ 8 4 t^«©*j*fc i D h U yfrOrufflk 1 mL 

•H-NMR (DMSO-dj) 

5 :7.42-7.50(m, 2H), 7.68(d, J=9.5Hz, 1H), 7.80(dd, J=1.6Hz, J=9.5Hz, 1H), 8.15(s, 1H), 

8.18-8.26(111, 4H) 

MS m/e(ESI) 280(MH + ) 

3 5 0 





. TV- (4-* K£>^l>g2k3 -4- [4- (3-bT'J$?>~'2-^;i/->fSyy 
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[_L 2-ai tfu^>— 6 — r>>^) - l- f/-bf7^-;i/-3— r 

;u] ^>X7S H 

H^J4 8tPI^0^^J;O, 4- {4- [3- (2-tTU^l/) -fS^/ [1, 
2-a] t'J> ? >-6— f;W -1- NU^U- l/f-3-fcf7VU;H $A«ai 
(»«I4 6^*) 12 0mg, p-*h*i^>>>JW7$>3 Omg^^i 

'H-NMR (CDClj) 

6 : 3.79(s, 3H), 4.55(d, J=4.8Hz, 2H), 6.27(t, J=4.8Hz, 1H), 6.86(d, J=8.8Hz, 2H), 7.07(m, 
1H), 7.14(dd, J=9.2, 1.6Hz, 1H), 7.26(m, 8H), 7.35(m, 9H), 7.50(s, 1H), 7.60(m, 3H), 
7.68(m, 4H), 8.09(s, 1H), 8.38(d, J=6.4Hz, 1H), 9.81(dd, J=1.6, 0.8Hz, 1H) 

mMM3 5 1 



3-tf U v>-2— TJI/-6- (3-h!'Jv ? >-2— OV- l-hU^V-lH- 
bf7\/-;U-4— f;i/) [1. 2-a] g'JS?> 

£MW2 9£E*©EffcteJ:tK 6-7^-3- (2-tfUv;i/) -fS^/ [1, 
2-a] fc?l)S» (M&mSZit&W) 55mg£3- (2 -fcf - 1 - h 

u 5^- 1 h- 4 - v □ >m ismw 1 6 6 fl^to 1 7 3 m g a> & « 

Wb^* 1 4 2 m g £&£7*;i/7 7 X £ UT#fc. 
'H-NMR (CDClj) 

5 : 7.10(m, 1H), 7.16(m, 2H), 7.25-7.40(m, 15H), 7.48(m, 1H), 7.56(m, 2H), 7.68(m, 3H), 
7.77(d, J=7.6Hz, 1H), 8.08(s, 1H), 8.42(m, 1H), 10.00(brs, 1H) 

HJiS0iJ3 5 2 
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CPh 3 



3- (tfu>?>-2— nv) -6- {3- [4- (2-m^^;u->7-^xh^ 
7x-;n - i-m^;i/-iH-if^y-;i/-4—r^} -fs^y 

[1, 2 -a] fcf'J^> 
HI£0iJ2 9 tmm<DKfo\Z&r)^ 6 _y D ^-3- (2-tf'J^) <f5^/ [1, 
2 -a] tf>J^> 3fc£tl) 54 8mgi3- [4- (2-h>J/^ 

'>7^;pxh^>>^ h^rv) 7xx;u] - 1 - hu^;i/- 1 H-4-hf^y>j;v^ 

n>m (SBfiffll 6 5^«) 2. 3g*&mfc&ttl. 2 4g£$S&7 ; 6;K7 
'H-NMR^DClj) 

6: 0.05(s, 9H), 0.95(m, 2H), 3.74(m, 2H), 5.19(s, 2H), 6.96(d, J=8.8Hz, 2H), 7.12(ddd, 
J=6.8, 6.8, 2.0Hz, 1H), 7.20(dd, J=9.2, 1.6Hz, 1H), 7.23-7.39(m, 15H), 7.48(m, 3H), 
7.59(dd, J=9.2, 0.8Hz, 1H), 7.71(m, 2H), 8.11(s, 1H), 8.48(m, 1H), 9.83(dd, J=1.6, 0.8Hz, 
1H) 

gtttil 3 5 3 



3- (t:u^>-2— r;w -6- {3- [4- u-hj^wi/v^x^xk* 
7i-jw - 1- hj^- 1 //-tf7V-;u-4— r;n -rs^y 




4- {4- [3- (bT'Jv>-2— f Jl/) [1, 2-a] tf'J> ? >-6- 
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[1. 2 -a] tfU> ? > (WJ3 5 2M) 1. 2 3 g, fh^^T^ 
Z^A7M'J F (!Mfh7tK077>^I) 8. 5mL> A^^^WffiO 
/u® h «J 75 K 1 0 mL <DU&®* 8 0 1CT 2 ttM«#Ufc. EfcifcfcWKx^k 

'H-NMR (CDClj) 

6 : 6.80(d, J=8.4Hz, 2H), 7.15(t, J=6.8Hz, 1H), 7.21(dd, J=9.2, 1.2Hz, 1H), 7.23-7 .40(m, 
17H), 7.44(s, 1H), 7.53(d, J=9.2Hz, 1H), 7.69(m, 2H), 8.07(s, 1H), 8.54(d, J=4.8Hz, 1H), 
9.82(brs,'lH) 

SPJ 3 5 4 



TV, Af->^5PJl/-2- {4- [4- (3-b!U^>-2— r;P-r$^/ 
[1, 2 -a] hTU>>>-6— f JU) -l-HJ5Ml/-lH-fc!^/-Jl/-3 — f 

4- {4- [3- (k°'J>?>-2-<;W 5^/ [1, 2-a] tf'Jv>-6- 
-fJW - \-Y^^-\H-\Lz>"J-)^-Z-^M 7x.J-)V (HJS0II3 5 3 
ib-o-tl) 90mg, 2-^dd-M JV->?^^JP7.-fe^5 H2 8mg$rHSS^Jl 

'H-NMR (CDCI3) 

(5: 2.93(s, 3H), 3.03(s, 3H), 4.60(s, 2H), 6.84(d, J=8.0Hz, 2H), 7.1 l(t, J=6.4Hz, . 1H), 




513 



WO 02/088107 



PCT/JP02/04156 



7.17(dd, J=9.2, 2.0Hz, 1H), 7.20-7.38(m, 16H), 7.45(m, 2H), 7.57(d, J=9.2Hz, 1H), 7.68(m, 
2H), 8.08(s, 1H), 8.44(d, J=4.8Hz, 1H), 9.80(brs, 1H) 

H2ig#J3 5 5 



6- (3- [4- (2-WJ>-4-Y;i/Xh^'» -1-HJ3 1 
)\,-lH-¥7"J-)l-4—f)V) -3- (tf'J^>-2— -TS;9V Cl. 
2-al fcf'Jv^ 

4- {4- [3- (E'J^>-2— ' r;W Cl, 2-a] tf'J^>-6- 

-r;w -l-hu^-i/z-tr^iZ-^-s-^;!/} 7x/-;p (H»j3 5 3 

<b£#f) 9 0mg, JV- (2-^DPX^;U) ; t;i'^>J>^^4 2mg^iSM 
1 9 0<t|WI^©^#l?S^$-ti-, ^^£^6 31118^^67^7 7^ i:LT# 
fc. 

'H-NMR(CDC1 3 ) 

6 : 2.55(t, J=4.4Hz, 4H), 2.77(t, J=5.6Hz, 2H), 3.72(t, J=4.4Hz, 4H), 4.06(t, J=5.6Hz, 2H), 
6.81(d, J=8.8Hz, 2H), 7.11(ddd, J=6.4, 6.4, 1.6Hz, 1H), 7.17(dd, J=9.2, 1.6Hz, 1H), 7.23- 
7.38(m, 15H), 7.44(m, 3H), 7.57(d, J=9.2Hz, 1H), 7.68(m, 2H), 8.09(s, 1H), 8.44(m, 1H), 
9.81(dd,J=1.6,0.8Hz, 1H) 

USS^I 3 5 6 





,NMe 2 
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Vttfr (4- [4- (3-tfUv>>-2 — fJH'aW [1. 2- a] WV> 
-6 — f JP) -l-h'J^;i/-lJf-b:^y-^-3— tik] 7xZJW 75 > 
§3ii0U 5 3 tmU<DRfo\z£r), 4- {4- [3- (2-fcfDvW) < 5^/ [1, 

2 -a] tr vp>- 6-' r;k) -i-hu^;i/-i//-3-if^yj;w 7nu> 

bT*tfc„ 
'H-NMR(CDCl3) 

6: 2.91(s, 6H), 6.62(d, J=8.8Hz, 2H), 7.11(m, 1H), 7.21(dd, J=9.2, 1.6Hz, 1H), 7.22- 
7.38(m, 16H), 7.40(m, 2H), 7.56(d, J=9.2Hz, 1H), 7.69(m, 2H), 8.08(s, 1H), 8.46(m, 1H), 
9.80(brs, 1H) 



«#J3 5 7 




^E;^U>-4-j3;i/7K>^ {4- [4- (3-h°U v>-2 — (M^'/ fl . 
2 -a] tf'J v>-6— QU) -l-hU^;i/-lH-tf7\/-;U-3— fJl/] 7 

4- {4- [3- (2-tf'JvMl/) ^5^/ [1, 2- a] fcfU5»-6— fJW 
-l-h«J^JU~lH-3-tf7r/'J;W 7-'J> (Hli^J4 9{b^#)) 2 2 0m 
g> 4- ; E^*"J>*;U#=;^PU F4 7mLj^6*«W1 9 3£H«0fc#T?, 
.*Hfc£ttl 4 7mg^^HB7 ; 6Jl/7 77.i:bT#/Co 
'H-NMRCCDClj) 

5 : 3.46(t, J=4.4Hz, 4H), 3.71(t, J=4.4Hz, 4H), 6.38(s, 1H), 7.11(ddd, J=6.4, 6.4, 1.6Hz, 
1H), 7.l6(dd, J=9.2, 1.6Hz, 1H), 7.23-7.38(m, 17H), 7.46(m, 3H), 7.57(d, J=9.2Hz, 1H), 
7.68(m, 2H), 8.09(s, 1H), 8.49(m, 1H), 9.82(dd, J=1.6, 0.8Hz, 1H) 
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mmm 3 5 8 




CPh 3 



; e;i/^u>-4-^;i/^>jg u- [4- (3-kus?>-2— -ni^s 
£l/_LL 2 -a] f;u) - i-hu^;i/-iH-h°7^/-;i/-3 

zAM 7x-JW 75 F 

&SK+*#?&srFT, *;PsfrU>-4-*;i^>16 {4- [4- (3-tfU> ? >- 
[1. 2-a] KU5?>-6— tM — 1 — h U 1 H— h! 
5!/-^-3-^f;W 7x"JH 75 K (Hi6M3 5 7fb£-^) 6 4mg0iV» JV 

£5fb*^7 ML&m2 0#^#Lfc. siSttfc*, BBftx^^sjinAT^ra 

Mft^* 5 5 m g ^«efi7^E 7Xt LTf#fc. 
'H-NMR(CDCl3) 

5 : 3.14(t, J=4.4Hz, 4H), 3.18(s, 3H), 3.43(t, J=4.4Hz, 4H), 6.97(d, J=8.4Hz, 2H), 7.13(m, 
1H), 7.17(dd, J=9.2, 1.6Hz, 1H), 7.28(m, 6H), 7.35(m, 9H), 7.48(s, 1H), 7.50(d, J=8.4Hz, 
2H), 7.60(d, J=9.2Hz, 1H), 7.71(m, 2H), 8.12(s, 1H), 8.47(m, 1H), 9.84(dd, J=1.6, 0.8Hz, 
1H) 

III 3 5 9 
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U- [4- (3-fcTU$?>-2-H > JH > 3^/ [1. 2-a] E'J>?>-6— f 
2k) - i-h'J^JI/-i/f-tf^i/-;i/-3— jjk] 7xn;i/} 

6-yn^-3- (2-tru^;w -r^yy [i, 2-a] tru> ? > (i!^j6 3 

<t&®) 2g> ;*3SM/ 4- [4- (4, 4, 5, 5-fh7^?Jl/-l, 3, 2 
-v**+i-#D^>-2-^;i/) -l-HJ^-lH-3-t?^/U;K] 
X-hRtfX9\>l/ 4- [4- (4, 4, 5, 5-rh7^fJV-l, 3, 2-^ 

**-v-$u7>-2— ov) -i-hu^;i/-i//-3-tr^\/>jJH ^>yx- 

h<D?i^5g^e», «m Otlltl 4- [4- (3-t!U> ? >-2 
-fMS^/ [1, 2-a] W5?>-6-' OV) — 1 — h U 1 H— t? 7 

i/-;u-3—r;i/] kiii ^?jhxtM^4- [4- (3-hu> ? >-2 

-<;K5^7 [1, 2-a] tfUv ? >-6— <;W — 1 — h U 5\/l'— 1 H— tf 7 

3 -'OKI £m#m x?\N/xxx;i/©*g£#i4. 5 4gMft7 : E;i/ 

77^tlTffc. Tk^bU^AT^X^AS Omg©xh^t KD77>i 
iSlOmLC, IXfM^6 3 8mg£jDx.. 5 0 < C^2^M#Lfc o £ 
J&i££7k7.k*&iflU 77ftth'J7A2 2 0mg, 7jc 8 0 u L £fln;L, ififcg 

7A7D-?h^77^- (»»X5 t ^/'\^ri7-» T»«LTSgft^*2 9 8m 

'H-NMR(CDC1 3 ) 

5 : 4.65(s, 2H), 7.1 l(m, 1H), 7.17(dd, J=9.2, 1.2Hz, 1H), 7.23-7.38(m, 15H), 7.49(s, 1H), 
7.53(d, J=8.0Hz, 2H), 7.56(d, J=9.2Hz, 1H), 7.68(m, 2H), 8.09(s, 1H), 8.44(m, 1H), 9.82(dd, 
J=1.6, 0.8Hz, 1H) 

il{SJ3 6 0 
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22L£2kJJ-= [4- (3-bf'Jv ? >-2— [l. 2-a] tf'J>?> 

{4- [4- (3-HU> ? >-2— fMSyy [1, 2-a] HUv>-6—f 
;W - 1 - h U^- l H-fc?^/-JU- 3 — OKI 7i"JW ^^y-JW (HJfi 
H3 5 9fls£«) 2 9 6mg, SHt;T>;tf> (IV) 8 4 4mg, #Dajfc>W>2 0 

JET»ffib&. 4- [4- (3-K'J5»-2-' tJWSM [1, 2-a] tfU 

F fiEi 2 6 4 m g $»7^ ^7 r X t btffc, COTJVrtHftl 0 
Omg, >?^^;i/T5> (5 0X*»«) 3 5 # L j&> 5 Rjfifll 1 5 3 tmU<D0kflr 

ffHft^«8 lmg^ifeT^jXtlTllfc, 
'H-NMR (CDClj) 

5 : 2.18(s, 6H), 3.38(s, 2H), 7.11(m, 1H), 7.17(dd, J=9.2, 1.6Hz, 1H), 7.19(d, J=8.0Hz, 2H), 
7.23-7.38(m, 15H), 7.48(m, 3H), 7.57(d, J=9.2Hz, 1H), 7.67(m, 2H), 8.09(s, 1H), 8.44(m, 
1H), 9.82(dd, J=1.6, 0.8Hz, 1H) 

3 6 1 




{4- 14- (3 -hTUi^>- 2 — Uk± $^ % -/ CI. 2-a] bf'Jy>-6— f 
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4- {4- [3- [1, 2-a] tf U 5»- 6 — 4 )V\ 

- 1 - h u i h~ 3 - My ;w &Mmm mmm a 6 {b^to 200m 

g, v7i^M^>^7yh*7 0/iL, N'JlW5>3 3mg, 
)\,7)l3-)l>2. 4mL, h;UX>12mL, TV, Af-^;*^;i/*;l/A7$ K 3m 
LOfi^«& 8 0t:7?4«HBIJi#Ufc. EJi^fc«BfP#»**:J- h 'J 

5 m g SfcfiT*:;!'? 7 X t LT#fc. 
'H-NMR (CDC1 3 ) 

5 : 1.50(s, 9H), 6.46(brs, 1H), 7.09(m, 1H), 7.17(dd, J=9.2, 2.0Hz, 1H), 7.23-7.38(m, 17H), 
7.45(m, 3H), 7.57(d, J=9.2Hz, 1H), 7.68(m, 2H), 8.09(s, 1H), 8.45(m, 1H), 9.81(dd, J=1.6, 
0.8Hz, 1H) 

H$S#] 3 6 2 



*5MM4- [4- (3-tf 'J^>-2— r;i/-T$^/ [1. 2-a] bf'J>>>- 

Eft Lz7fjkxX£ik 
{4- [4- (3-tf>J i?>-2-*J\r4*yV [1, 2-a] tTUS?>-6— f 

JW -i-hu^-iH-k°7 7-;i/-3— r;w 7x-jH *;wK5>Kt- 

7f;H^f^ (III 3 6 9 3mgi^> IM3 5 8 t^«0*fr 
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'H-NMR(CDC1 3 ) 

6 : 1.40(s, 9H), 3.20(s, 3H), 7.12(m, 3H), 7.18(dd, J=9.2, 2.0Hz, 1H), 7.23-7.38(m, 15H), 
7.47(s, 1H), 7.49(d, J=8Hz, 2H), 7.58(d, J=9.2Hz, 1H), 7.69(m, 2H), 8.10(s, 1H), 8.47(m, 
1H), 9-85(dd, J=1.6, 0.8Hz, 1H) 

6-3 



6- T3- (6-* h^vh°U> ? >-3— Q1Q - 1 - h 'J9\fr- 1 Jf- 
)±ZL±Z±M -3- (b°'Jy>-2- Ok} [1, 2- a] fc°'J^> 

6-7n^E-3- ( 2 — t! U -f*^/ [1, 2- a] tf'Jv ? > (MM 6 3 
<fb£» 13 7mg<h3- (2-^ h^^tf'Jv ? >-5—r;U) -l-h'J^- 
lff-4-tf^/U;i/#P>& (Stii0iJl 6 7<t£$0 4 0 8mg^e»Hm0!l2 9 

'H-NMR (CDC1 3 ) 

5: 3.86(s, 3H), 6.67(d, J=8.8Hz, IH), 7.11(m, 1H), 7.18(dd, J=9.2, 2.0Hz, 1H), 7.23- 
7.38(m, 15H), 7.51(s, 1H), 7.61(d, J=9.2Hz, 1H), 7.70(m, 4H), 8.10(s, 1H), 8.41(m, 1H), 
9.83(dd,J=1.6,0.8Hz, 1H) 

H;GS0iJ 3 6 4 



^ CPh 3 

6- [3- (4-^EJ|/»U>-4— f Jl/7x-Jl/) - 1 - h U J-)V- 1 H- 
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-;i/-4-^;i/] -3- 2-' -f5£V [1, 2-al bf'Jv> 

6-^0^-3- (2-tfU^) -f5^7 [1, 2- a] H'Jy> (M0O6 3 
83mgi3- [4- (t;U7jxU>-4— l-Jl/) 7x"JW -1-HJrP 

1 h-4-\z?wmu>w. mfemi 7 o<b^) 3 1 2mga>e>!iif&0ii 

2 9«tTO©^{Cj;l9. aH^tll 5 6mg^«fi7 ; e;i/7 7Xi:bT#fc. 
'H-NMRtCDCy 

<5 : 3.1 l(t, J=4.4Hz, 4H), 3.84(t, J=4.4Hz, 4H), 6.80(d, J=9:2Hz, 2H), 7.11(m, 1H), 7.20(m, 
1H), 7.23-7.38(m, 15H), 7.45(m, 3H), 7.57(d, J=9.2Hz, 1H), 7.68(m, 2H), 8.09(s, 1H), 
8.46(d, J=4.8Hz, 1H), 9.82(dd, J=1.6, 0.8Hz, 1H) 

HS&#I3 6 5 

OMe 




6- {3- [4- (6-7 h^>fcf'J v>-3— f;W) 7xnjl/] -1-HJ5P;)/ 
-ltf-K7^-4-^ f;i/} -3- (fc°'>7>-2— f JU) [1. 2 

-a] tfU-7> 

6 _y D ^._3_ (2-tfUv;u) -f$^7 [1, 2 - a] tf'Jv> (^^6 3 
^#J) 83mgt3- [4- (6-* h*vtf>Jv>-3— f;» 7i-JH - 
1- hU9\H/- l/f-4-tf7\/'J;^D>^ (i35£0U 7 3fc&m 3 2 6mg 

fr*>mfaM2 9 tmm<DKfe\z&K), Mmik&mz 1 6mg$ifi7 ; e;i/77xt 

'H-NMR (CDC1 3 ) 

6 : 3.96(s, 3H), 6.79(dd, J=8.8, 0.8Hz, 1H), 7.10(m, 1H), 7.23(dd, J=9.2, 1.6Hz, 1H), 7.24- 
7.38(m, 15H), 7.43(m, 2H), 7.52(s, 1H), 7.61-7.70(m, 5H), 7.73(dd, J=8.8, 2.4Hz, 1H), 
8.10(s, 1H), 8.35(m, 2H), 9.87(dd, J=1.6, 0.8Hz, 1H) 
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6 6 




4- [3- (tf'J>?>-2— tM El. 2-a] tf U >*>- 6 --OH 

6 _y p ^_ 3 _ (2-lfUS?;W -fS^l/ [1, 2-a] fcfUv^ (MM 6 3 
<fr&#l) 2 7 4mgtHIS0iJ4 5<7)^«gT#e>nfc4- (4, 4, 5, 5-x 
h 9*^-1. 3, 2 7 >- 2— f ;W -l-h'JfiV-lH- 

tf^y-;p^;^>m ^?;vx7.x^6 2 smg&ftffitiii 0 t^cs^s 

it\ ^{b^2 3 0mg»67^7 7XtlT#fc. 
"H-NMR (CDCI3) 

d : 3.80(s, 3H), 7.16(m, 1H), 7.22(m, 6H), 7.35(m, 9H), 7.47(m, 2H), 7.66(m, 2H), 7.73(m, 
1H), 8.12(s, 1H), 8.60(m, 1H), 10.01(dd, J=1.6, 0.8Hz, 1H) 

§&>gfl|3 6 7 




{4- [3- (bTU>>>-2-^Jl/) -f [1, 2-a] tf U 6 — < JH 

-l-h'j^- i H-br^y-ji/-3— oh a;wu>Efc Lz^£ik^Zz 

4- [3- (eus»-2— ow -rsyy [i, 2-a] tru v>-6— oh 
- 1 - h U3Mi>- i h- m^;-)v- 3 xf;n7r;i/ mmm 3 

6 6ft§*) 2 2 8mg, 1 N?K®Hb:h h U ->A*»«0 . 8mL, **y-;P5 
mL, xh^t h*D77>3mL©ig^^5 0"C-e4rait#L,fc„ Kfomzm 
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#>:/t?«JEEI£»U 4- [3- (tfU^>-2— f JW -fS^V [1, 2- a] 

t!U^>-6— -OH -i-hu^;i'-iH-tf^^-;u-3-*;^>^i 7 2 

'H-NMR (CDCI3) 

6 : 1.20(s, 9H), 7.14(m, 1H), 7.21(m, 6H), 7.34(m, 10H), 7.54(s, 1H), 7.62(d, J=9.2Hz, 1H), 
7.71(m, 2H), 8.10(s, 1H), 8.64(d, J=4.4Hz, 1H), 10.16(brs, 1H) 

HJ60iJ 3 6 8 



2j£jk {4- [3- (H'Jy>-2-> f J» -f^/ n. 2 -a] fc°Uv>-6 
ulikJ -i-h'J^-i/f-tf7y-;i/-3— f;i/} #JWt5>^ t_zL?± 

{4- [3- (fcf'Jv>-2~f;W [1, 2 -a] tf'J 3?>- 6 — HI/} 

-l-hU^V-lH-H7«-3--fJH *;Wt5>!6 £-?^;H7>x 
Jl/ 7 6 m g ^ e> , HJS^J 3 5 8 i TO©&#TT-*IlIte£t) 4 2 m g £$S-S7^;U 

'H-NMR(CDC1 3 ) 

6 : U6(s, 9H), 3.29(s, 3H), 7.15(m, 1H), 7.21(m, 6H), 7.33(m, 10H), 7.54(s, 1H), 7.62(d, 
J=9.2Hz, 1H), 7.71(m, 2H), 8.1 l(s, 1H), 8.74(m, 1H), 10.25(brs, 1H) 

mmms 6 9 
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3- (5-*?)VZ)l7 7~)l'ttyx.>- 2--OV) -6- C3- (bf'J^>- 

2— OV) -l-h'J^Jl/-lff-tf7 > /-;U-4— jM ±^l2l [1. 2-al 

3- 3-H-6- [3- (tfU> ? >-2— i)V) -\-Y^^)V-lH-\f.yV- 
)V-4-^)V] -iS.^/ [1, 2- a] fc!US» (SI^I2 1 6ft^) 2 16m 

g, hU^;P [5- (^f;^7 7-;W -2-^x-;w x^^> (Ssi^ii 

4 6ft£tl) 2 6 Omgfre>H]l&0iJ2 1 t|W|^(D^(3«fc D, Mft&tl 1 7 lm 
g £ Wfe7 ; &;U7 7Xt LTife. 
'H-NMR (CDC1 3 ) 

5 : 2.53(s, 3H), 7.05(d, J=4.0Hz, 1H), 7.07(d, J=4.0Hz, 1H), 7.20(m, 1H), 7.22-7.38(m, 
15H), 7.46(m, 1H), 7.54(m, 2H), 7.67(m, 2H), 7.76(d, J=7.6Hz, 1H), 8.47(m, 1H), 8.84(dd, 
J=2.0, 0.8Hz, 1H) 

M0J3 7O 




3- (5-^^;U7>;Pt1n-;|/^7x>-2— -6- [3- (£Uv>-2 
—OP) -l-h'J^Jl/-ltf-bf5 > /-JW-4-<Jl/] -f5^7 [1, 2-al 

3- (5-^5 1 ;M;P7 7-;i'^7x>- 2— f ;w -6- [3- (t!'jv>>- 

2— fjW -l-hV?)l-lH-¥7V-)l-4-'(M -f S$*V [1, 2 -a] 
tf'J >*> (^Jfi0<J 3 6 9 <b£tl) 1 6 9 m g 5 9 t IH£©£fcT*. MM 
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ft&m 1 1 1 m g zmnterw? ?zt Ltffc. 

'H-NMR (CDClj) 

5 : 3.23(s, 3H), 7.21-7.38(m, 18H), 7.55(s, 1H), 7.60(dd, J=9.2, 0.8Hz, 1H), 7.69(ddd, 
J=8.0, 8.0, 1.6Hz, 1H), 7.72(d, J=4.4Hz, 1H), 7.80(d, J=8.0Hz, 1H), 7.83(s, 1H), 8.48(m, 
1H), 8.95(brs, 1H) 

$%09 3 7 1 



3- (s-^JK^i^ynjy^^x^-a-- f;U) - 6- [3- (4-nhP 
7 x.—)V) - l-hU^-lff-hf7l/"-;W-4— Qk] -fSW [1. 2-al 

6-^0^-3- [5- (*^-;ia;i/7 7-;w ^syy [i, 

2- a] fcf'J>>> (8SM5 8^«) 2 6 0mg, 3- (4-'hn7i^) 
-4- (4, 4, 5, 5-fh7^-l, 3, 2-mW07>-2-^ 

;w - 1 - h 1 //-tf^y-ju (in 1 6 sfl^tt) 5 3 smg^e* 

'H-NMR (CDCI3) 

5 : 2.49(s, 3H), 6.91(d, J=3.6Hz, 1H), 7.01(d, J*3.6Hz, 1H), 7.11(dd, J=9.2, 1.6Hz, 1H), 
7.24(m, 6H), 7.35(m, 9H), 7.49(s, 1H), 7.62(d, J=9.6Hz, 1H), 7.69(d, J=8.8Hz, 2H), 7.72(s, 
1H), 8.15(d, J=8.8Hz, 2H), 8.21(d, J=0.8Hz, 1H) 

Hffi^J 3 7 2 
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4- {4- [3 - (5-*^)Ml7T-)ltt7x.>-2-'()V) -fS^/ fl. 

2- a3 tf'J3?>-6-*f;H - l-W?)V-lH-)d7^-)\>-Z— ±M 2 
x"^75> 

3- (5-^^XJI/7 7-;U5 1 ^-7x>-2—r;W -6- [3- (4-- hP 

7i^w -i-h'j5 ; ;v-iH-if7 , /-;v-4- y;h -ys^v* [1, 2- a] 

t!'J^> (*1M13 7 2 4 4mg)5^WJl 5 2tmm<DRmz£Q, 

'H-NMR(CDCl3) 

5 : 2.47(br, 2H), 2.52(s, 3H), 6.63(d, J=8.4Hz, 2H), 6.79(d, J=3.6Hz, 1H), 7.04(d, J=3.6Hz, 
1H), 7.16(dd, J=9.2, 1.2Hz, 1H), 7.22-7.38(m, 15H), 7.41(s, 1H), 7.46(m, 1H), 7.54(m, 1H), 
7.58(d, J=9.2Hz, 1H), 7.67(s, 1H), 8.22(bis, 1H) 

HJS0J3 7 3 




^^Jl/ (4- {4- F3- (5-^f;^7 7_m7x>-2- ^ 
[1. 2-a] b?U>>>-6— OP] - 1 - 1 J/-b!^/-Jl/- 

3— nV) ?3L-)V) 75 > 

4- {4- [3- (5-^^;i/7.;P7 7-;^^7x>-2— f;P) 1*5^1/ [1, 

2-a] fcf u e^>— 6 — r ;n -i-hu^Ji/-iH-tr^y-;p-3— -ow 7 

x~;U7S> (HI£#I3 7 2te£$|) 1 5 8 m g rt> S> Wtm 1 5 3 £PJ8©EJfcK: 
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'H-NMIUCDCy 

5 : 2.50(s, 3H), 2.95(s, 6H), 6.67(d, J=9.2Hz, 2H), 6.76(d, J=3.6Hz, 1H), 6.95(d, J=3.6Hz, 
1H), 7.17(dd, J=9.2, 1.6Hz, 1H), 7.25(m, 6H), 7.32(m, 9H), 7.36(d, J=8.8Hz, 2H), 7.47(m, 
1H), 7.56(dd, J=9.2, 0.8Hz, 1H), 7.65(s, 1H), 8.24(dd, J=1.6, 0.8Hz, 1H) 

HJ&0J3 7 4 




(4- {4- T3- (5 - ^f H^m7i> - 2 --fjl/) -f $ W [1. 

2- a] tf'J> ? >-6— <)V\ -\-YV5-)\,-\H-\Z^J—)\,-Z->(M 7 

z?*^)V (4- {4- [3- (5-^5 i ;UX;i'77^^7x>-2-t';P) <i 
[1, 2 -a] OKI -l-bU^-lH-H^y-^- 

3— -r;H 7i-;i/) 75> (£JS0!I3 7 3fc&tt) 9 5mgtf>e®iM5 9 
1£<Z):££T> 8dB<b£tt 8 8 m g &«*67 ; EJl'7 yTsh VTWco 
■H-NMRCCDClj) 

5 : 2.96(s, 6H), 3.20(s, 3H), 6.69(d, J=9.2Hz, 2H), 6.85(d, J=4.0Hz, 1H), 7.22-7.38(m, 
18H), 7.45(s, 1H), 7.57(d, J=4.0Hz, 1H), 7.62(dd, J=9.2, 0.8Hz, 1H), 7.79(s, 1H), 8.24(brs, 
1H) 

«KW3 7 5 




527 



WO 02/088107 PCT/JP02/04156 

(4- {4- T3- (5-^^;P7>;^7-Ji/^7x>-2— nv) n. 

2-a] fc°Uv>-6— OU] - 1 - h U5^U- 1 /f-bf^ 3 — f JM 7 

6-7n^-3- [5- (/?^;i/77-;W -2-^x-;i/] [1, 
2- a] fcfU>?> (g?jg#J5 2 60mg, 4- [4- (4, 4, 5, 5 

-T-h^^-i, 3, 2-w^n7>-2-' r;w -l-hU^-l 
H-3-tr^yu;p] /fjn^7M»4- [4- (4, 4, 5, 5 

-y-hytT-Jl-i, 3, 2-v?^u-^D7>-2—r;w) -l-h'J^P-l 
h - 3 - tf ^ V u ;w £M>m®. * ^;pxx t-;kd^1i 1 g & £ , iM 1 0 1 
mmzfcfot£i?4- {4- [3- (5-^^Jl/7.;i/^7x;i/^7x>-2— r;w 

-f ^y*/ [1, 2-a] k°'J^>-6— r;i/] -l-h'J^-lH-t!^^ 

-3— av) %&mm. ^f^fM^4- {4- [3- (s-pwi/tju? 
T-)Vtt7?.y-2-'<)V) -r 5^7 [1, 2-a] k°u^>-6— ow -1 
- h u^- 1 h- t!^i/-;p- 3 r ;w &Mmm i^nxfinos^Ki 5 

1 Smg^tfiTWr^ilttfc, ^0IXr^3OOmg, 1 Nzkm 
X ^/-Mfc »7K»7"h'J«7AT*^Lfc. t£ft*!l£tt£U 

M£tT«Lfc 0 ll^nMl: h;io->£jn*T&$u 4- {4- [3- (5 
-^^;u7.;i/7 7x;i/5 1 ^7x>-2— -rs^7 [i, 2-a] tr»j5?>- 
e— fjw - i-hu^-iH-tr^\/-ju-3— r;n ^msK©«.4^4 

1 6mg*eft«liUTftfc. u©*^>14 1 4mg#i&$j&ft|3 6 1 
«©K«fc«tD, ftjB{b£ft6 2mg<Sr^fi7 ; e;U7 7XiLT#fco 
'H-NMR (CDC1 3 ) 

5 : 1.50(s, 9H), 2.51(s, 3H), 6.53(brs, 1H), 6.78(d, J=3.6Hz, 1H), 7.01(d, J=3.6Hz, 1H), 
7.13(dd, J=9.2, 1.6Hz, 1H), 7.22-7.38(m, 17H), 7.42(m, 3H), 7.56(dd, J=9.2, 0.8Hz, 1H), 
7.67(s, 1H), 8.19(dd, J=1.6,0.8Hz, 1H) 
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rnmm i 6 




**)V (4- {4- [3- (5-^^;i/7,Jl/7 7n;i/^7x>-2— 1)V) <i 5 
W ri. 2 -a] bf U >^>— 6 — QUI -l-m^-lff-tf7'/-J^-3 

(4- {4- [3- (5-^5 : M;i'77-W7x>-2-^;W^5^;[l ) 
2 -a] fcf'J -l-b'J^-lH-tf^V-^-S—f^} 7 

i-JW #;W\*5>m f-^XXrJl' (iU6#J3 7 6 Omg^£^ 

3 5 8 £|i^<Z>7j&T% 5 9 m g Zmm&TWy 7Xt Utlfe. 

'H-NMRCCDCy 

5 : 1.43(s, 9H), 2.52(s, 3H), 3.25(s, 3H), 6.81(d, J=4.0Hz, 1H), 7.03(d, J=4.0Hz, 1H), 
7.14(dd, J=9.2, 1.6Hz, 1H), 7.18(d, J=8.4Hz, 2H), 7.25(m, 6H), 7.33(m, 9H), 7.42(s, 1H), 
7.45(d, J=8.4Hz, 2H), 7.57(dd, J=9.2, 0.8Hz, 1H), 7.68(s, 1H), 8.22(d, J=0.8Hz, 1H) 

SISS^J3 7 7 




(4- {4- [3- (5-^f^MxW7i>-2--fJl/) -f$^ 
n. 2 -a] h°'Jv>-6— fJl/l - 1 - 1 H-mv—jv- 3 - 
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*3")V (4- {4- [3- (5-/5 1 ^77-Jl/5 : t7i>-2- << 5 

9V [i, 2-a] tru 5^^- 6 — -i-hu^;p-iH-tr^y-;u-3 

—OH 7x-JV) *;i/A*5>i? f-7*^VXXf;P 7 6<fc-&$j) 5 7 

bT#fc. 
'H-NMRCCDClj) 

5 : 1.45(s, 9H), 3.20(s, 3H), 3.25(s, 3H), 6.91(d, J=4.0Hz, 1H), 7.24(m, 9H), 7.34(m, 9H), 
7.45(m, 3H), 7.63(dd, J=9.2, 0.8Hz, 1H), 7.67(d, J=4.0Hz, 1H), 7.81(s, 1H), 8.22(dd, J=1.6, 
0.8Hz, 1H) 

«0<l 3 7 8 



(4- U- [3- (5-/f;i/^77-;^7x>-2- OU) -f Tl. 
2-a] bf'J$?>-6 — fJk] -l-h'J^;P-lH-lf^^/-JP-3-^JM 7 

HJfi^3 7 5©^MT#&nfc4- {4- [3- ( 5 -pWI/TJU? y 
*7i>-2-fJW -T5^/ [1, 2-a] KU5?>-6— OW -1-MJ5 1 
)V-lH-\Z7*/-)V-3-'(M ^)UiX7-)lRU4- {4- [3 

- (5-/f;^77-m7i>-2--<JW [1. 2-a] tTU 

v>- 6 — 01/) - 1 - h u^;w- 1 //- ^v-)V~ 3 — ow kaii xt- 

JH7fJV©/g^l 9 6mgfr&^ttfll3 5 9 2:Hi(!)^ftT,tllft^il 2 

4 m g £$3lfi@# £ LT#fc. 
'H-NMR(CDC1 3 ) 

5 : 2.51(s, 3H), 4.71(s, 2H), 6.79(d, J=3.6Hz, 1H), 7.01(d, J=3.6Hz, 1H), 7.15(dd, J=9.2, 
1.6Hz, 1H), 7.25(m, 8H), 7.34(m, 9H), 7.46(s, 1H), 7.50(d, J=8.4Hz, 2H), 7.57(dd, J=9.2, 
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0.8Hz, 1H), 7.67(s, 1H), 8.20(dd, J=1.6, 0.8Hz, 1H) 



mmm 379 




(4- {4- [3- (5-^WJI/77-m7i>-2 — f;i/) -f 
ggJLLLi 2-al fc°U^>-6— fJP] -l-HJ5M]/-lH-fcf^/~Jt/- 
3 — T iW> ^>vJl/) 7$ > 

(4- {4- [3- ( 5 - 7^ft7x>- 2 ^ 5 ^ [ 1 , 

2 -a] tru^>-6— r;w -i-h'j^-iH-H7«-3- r;H 7 

x-;p) (HJSM3 7 8{t-&ti) 1 2 2mg^e>HJfiM3 6 0 £|WU£© 

7j&7?> mmit^8 2mg^i67 ; 6;i/77XtU#fc. 

'H-NMRCCDClj) 

5 : 2.24(s, 6H), 2.50(s, 3H), 3.44(s, 2H), 6.75(d, J=3.6Hz, 1H), 6.97(d, J=3.6Hz, 1H), 
7.14(dd, J=9.2, 1.6Hz, 1H), 7.25(m, 8H), 7.34(m, 9H), 7.44(s, 1H), 7.45(d, J=8.8Hz, 2H), 
7.57(dd, J=9.2, 0.8Hz, lH),7.67(s, 1H), 8.19(dd, J=1.6,0.8Hz, 1H) 



3 8 0 




s?*^ (4- {4- [3- (5 - ^^)VX)V^=.)V^y x>- 2--r ju) 
[1, 2-ai bf'jy>-6— r;p] - 1 - hj 1 H— \Lv 3 

(4- {4- [3- (5-^m^77-iW7i>-2-^;W -f 
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3 — T^> "?>5W> 75> 7 9fc£-4£l) 8 0mg^e>§»iJ5 9 tm 

mMfc&M 6 2 m g £$3t£7^7 TTs £ Lxntzo 
'H-NMRCCDClj) 

5 : 2.22(s, 6H), 3.20(s, 3H), 3.44(s, 2H), 6.86(d, J=4.0Hz, 1H), 7.25(m, 9H), 7.34(m, 9H), 
7.45(d, J=8.4Hz, 2H), 7.47(s, 1H), 7.61(d, J=4.0Hz, 1H), 7.63(dd, J=9.2, 0.8Hz, 1H), 7.81(s, 
IH), 8.20(dd, J=1.6, 0.8Hz, 1H) 

3 8 1 



3- (5-^^JV7 7-Jl/5 : t7x>-2- T;U) -6- [3- (4-^e;t/7}s 

u>-4~ jjyyx.-)V) -i-m^-iif-br7 > /-;v-4-^;i/] -f$^ 

[1. 2- a] tf »Jv> 

6-^0^-3- [5- MZ-frXJUyr-M -2-^x-jV] -Y^yy [1, 

2 -a] tfU>>> (S1M5 8^«|) 9 8mg£3- [4- ( ; e;V*'J>-4- 
<i)V) 7i-JW -l-h>J5 L ;i/-lH-4-t!7l/U;P#n>K (fiiSWl 7 0 

'H-NMR (CDC1 3 ) 

5 : 2.52(s, 3H), 3.15(t, J=4.4Hz, 4H), 3.85(t, J=4.4Hz, 4H), 6.77(d, J=4.0Hz, 1H), 6.85(d, 
J=9.2Hz, 2H), 7.00(d, J=4.0Hz, 1H), 7.16(dd, J=9.2, 1.6Hz, 1H), 7.23-7.38(m, 15H), 7.40(d, 
J=9.2Hz, 2H), 7.42(s, 1H), 7.56(dd, J=9.2, 1.2Hz, 1H), 7.67(s, 1H), 8.22(dd, J=1.6, 0.8Hz, 
1H) 



0 
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nmw 3 8 2 




S0 2 Me 



3- (5-^fMM-Mt7x>-2- UV) -6- [3- (4-^;PfrU 

>-a-^)V73l-)V) -i-h'j^;w-iH-bf5 > /-;i/-4-^;w] ^5^7 

CI. 2 -a] tf'Jy> 

3- {b-^)V7,)\^yT~)V^y^y-2-^)V) -6- [3- (4-^* 

g >-4-<;i/7x-ji/) -i-hu^-i/f-t!^v > -Ji/-4-'f;i/] -rs^ 

V/ CI, 2- a] t'Ui» («#J3 8 1 7 6mg^e>K«5 9t|5) 

#©7j*im Hfl<fb£#I 1 4 9 m g ^m.nn^7^)Vy yTsk. 

'H-NMR(CDC1 3 ) 

5 : 3.16(t, J=4.8Hz, 4H), 3.21(s, 3H), 3.86(t, J=4.8Hz, 4H), 6.87(d, J=9.2Hz, 2H), 6.88(d, 
J=4.0Hz, 1H), 7.24(m, 7H), 7.33(m, 9H), 7.40(d, J=8.8Hz, 2H), 7.45(s, 1H), 7.62(dd, J=9.2, 
0.8Hz, 1H), 7.63(d, J=4.0Hz, 1H), 7.80(s, 1H), 8.23(dd, J=1.6, 0.8Hz, 1H) 

USStfiJ 3 8 3 



6- [3- (2, 4-y7Mn7izjl/) - l - h'J g^k= 1 H- bf z^zikz: 
4— -3- (5-/^ji/7,;^7^u^7x>-2— r;i/) -ra^v [1, 

6 _y D ^_3_ [ 5 _ (p<^;M;i,7 7-^) - 2 -^X~;i/| [1, 
2- a] tf'Jv ? > »J5 8M) 13 0mgt3- (2, 4^>^7;i/^D7 
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4 6 7mg75^HJfi0!l2 9 iTOGDS&fcJ: 0, £SMte£t/ 1 2 8mg£6fi@# 
'H-NMR (CDC1 3 ) 

8 : 2.53(s, 3H), 6.72(d, J=4.0Hz, 1H), 6.82(m, 1H), 6.93(m, 1H), 7.01(d, J=4.0Hz, 1H), 
7.11(dd, J=9.2, 1.6Hz, 1H), 7.23(m, 6H), 7.34(m, 9H), 7.42(m, 1H), 7.55(dd, J=9.2, 0.8Hz, 
1H), 7.56(s, 1H), 7.66(s, 1H), 8.09(dd, J=1.6, 0.8Hz, 1H) 

H^J3 8 4 



6 — T3 — (2, 4-^7MD7x-^) - 1 - 1 H-^V~)V- 

4-4 m -3- (5-^^ji/x;^-ji/^7x>-2— r;i/) -rs^/ n. 

2 -a] tf'Jv> 

6- [3- (2, 4->?7M07x^JW - 1 - h IWW- 1 H-VyV-JV- 
4-4 )V\ -3- (5-^5 i ;^;P77-;U5 1 ^7x>-2— <)V) f 5^7 [1, 
2 -a] t?'Jv> (HS6M3 8 3lfc£#j) 1 2 6mgfre>Mii#J 5 9 £|i^<D7&& 
TMHfI{t-&tl 1 2 Omg^M^J^^yTsibT^fc. 
'H-NMR (CDCI3) 

5 : 3.23(s, 3H), 6.83(ddd, J=9.2, 9.2, 2.4Hz, 1H), 6.90(d, J=4.0Hz, 1H), 6.98(m, 1H), 
7.20(dd, J=9.2, 1.6Hz, 1H), 7.24(m, 6H), 7.34(m, 9H), 7.46(m, 1H), 7.58(s, 1H), 7.62(dd, 
J=9.2, 0.8Hz, 1H), 7.65(d, J=4.0Hz, 1H), 7.81(s, 1H), 8.12(dd, J=1.6, 0.8Hz, 1H) 

$mm 3 8 5 
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M SMe CPh3 



6- [3- (2, 6-^7MD7xZJl/) — 1 — h U 1 H— tf 7*/— Jl/— 

4—ov] -3- (5-^^;i/77^f7^;i/-2- Qk) lAjgv ri. 

2-al e'J> ? > 

6-^0^-3- (5 - ^^Jl/77^7 , /-)l^- 2 - 1)V) [1, 

2-aJ h!'J^> (MM2 18^b-&fe) 98mgi3- (2, 6-^7M07 

x.-)U) - 1 - h U lH-4-^/U ;i/**0 >K (SjfiflJ 2 1 1 

2 8 0mg^6i»J2 9 t,mU<OELmz.&y)>WMtt£i®l 5 2mg£&&7qE 

Jl/7 7^tbT#fc„ 

'H-NMR (CDC1 3 ) 

5 : 2.51(s, 3H), 6.93(dd, J=8.8, 8.4Hz, 1H), 7.22(dd, 1=92, 2.0Hz, 1H), 7.24-7.38(m, 17H), 
7.50(s, 1H), 7.57(dd, J=9.2, 0.8Hz, 1H), 7.67(s, 1H), 7.99(s, 1H), 9.43(dd, J=2.0, 0.8Hz, 
1H) 

£g2£09 3 8 6 



6- [3- (2, 6-^7MQ7x^) -l-h^^Jl-lH-ifyV-JU- 
4—<)V\ -3- {5-*^)V7,)V-fc-)\,3-7^-)V-2-^)V) Tl. 
2 -a] H'J> ? > 

6- [3- (2. 6-y7M07i^W - 1 - h »J^- 1 H- bf 5*/-^- 

-3- (5-^^;ux;P7 7n;i/5 1 7 v /-^-2— r;u) ^=-^V [1, 

2-a] tTU^> (WJ3 8 5M) 1 5 Omg*^SS(Jg^ 5 9 £ TO<P7j 




CPh3 
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x\ mmfc&m 1 5 2 m g zm&tw? r^t vxntc. 

'H-NMR(CDC1 3 ) 

6 : 3.26(s, 3H), 6.95(dd, J=8.4, 8.4Hz, 1H), 7.24-7.40(m, 18H), 7.64(dd, J=9.2, 0.8Hz, 1H), 
7.69(s, 1H), 8.05(s, 1H), 8.16(s, 1H), 9.42(dd, J=2.0, 0.8Hz, 1H) 

3 8 7 



4' - (4- [3- (4-^h^>7i^) l^/JLL 2 -a] KUS?>- 

6 — r jpi - i-hu^;i/-i//-bf7\/-;i/-3— -on H7i^-2-^ 

4' - [4- (3-3-M^/ [1, 2-a] tf'J 6 — <Ott 
U^-lH-H77-Jl/-3-fJW H7x-;i/- 2 - *;V^>i^^X7f 
;W (§tjt#|2 3 0fc£4M 1 3 2mg<h4-* h+>>7x-MD>K4 Omg^ 

'H-NMR (CDCI3) 

5 : 3.62(s, 3H), 3.77(s, 3H), 6.89(d, J=8.8Hz, 2H), 7.13(dd, J=9.6, 1.6Hz, 1H), 7.22-7.39(m, 
19H), 7.40(m, 3H), 7.52(ddd, J=7.6, 7.6, 1.6Hz, 1H), 7.58(m, 4H), 7.80(dd, J=7.6, 1.6Hz, 
1H), 8.14(t,J=1.2Hz, 1H) 

«M3 8 8 
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p0 2 Me 



4' - {4- F3- (4-^b^>7x^) fl. 2 -a] fcf'Jv>- 

6— Qk] -l-hVr)V-lH-¥7V-)l-3-< <)]/) ¥y3L~)l- 4 

6-?U*:-3- (4-^h^>7xr;0 -T5^/ [1, 2- a] tfUv> (IS 
jgM5 0^%) 123mgi4' - [4- (4, 4, 5, 5 h ^3^- 1 , 
3, 2-mt#n7>-2-fJW -l-hU^-lH-t!7V-;i/-3- 

f7x^-4-w>ii *?)i>x.zt-)v mmwn 5<t&®) 23 

8mg^S>H2i&0U 0£l^$l® «Hft^%l 4 9mg^fi7^7 

'H-NMR(CDC1 3 ) 

6 : 3.67(s, 3H), 3.93(s, 3H), 6.76(d, J=8.8Hz, 2H), 7.14(dd, J=9.6, 1.6Hz, 1H), 7.19(d, 
J=8.8Hz, 2H), 7.24(m, 7H), 7.33(m, 9H), 7.46(s, 1H), 7.62(m, 5H), 7.69(d, J=8.4Hz, 2H), 
8.07(brs, 1H), 8.11(d, J=8.4Hz, 2H) 

HJiSW 3 8 9 



F 




t0 2 Et 
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7- (4- (6- [3- (4-7MD7i-JV) - 1 - b LL£2k= 1 H- M^J 
jM 13£±L [1. 2-al tf'Jv>-3 — OM 7x^'» ^ 

4- {6- [3- (4-7;^a7x^Jl/) - 1 - hU^l/- 1 H-4-fc!7l/'J 

-f$*V [1, 2- a] KUS»-3— OW 7i/-Jl/ (HJfiflJ 1 4 
2 0 0mg, 7-ynf\^>Bt X5 1 ;HXfJl'2 3 2mg, ck^^^hU^ 
A6mg, j^m*U^A6 8mg, N. N—i?^^)]/^)VA75. H 1 5mL©g^ 

Sfc£«l 5 Tmg^fiyW?^^^. 
'H-NMR (CDa 3 ) 

<5: 1.26(t, J=7.2Hz, 3H), 1.43(m, 2H), 1.52(m, 2H), 1.67(m, 2H), 1.82(m, 2H), 2.33(t, 
J=7.6Hz, 2H), 3.99(t, J=6.4Hz, 2H), 4.14(q, J=7.2Hz, 2H), 6.88(d, J=8.8Hz, 2H), 7.03(t, 
J=8.8Hz, 2H), 7.08(dd, J=9.2, 1.6Hz, 1H), 7.18(d, J=8.8Hz, 2H), 7.21(m, 8H), 7.32(m, 8H), 
7.43(s, 1H), 7.47(dd, J=8.8, 5.2Hz, 1H), 7.57(s, 1H), 7.58(dd, J=9.2, 0.8Hz, 1H), 7.99(dd, 
J=1.6, 0.8Hz, 1H) 

3 9 0 



MeO 

3- (4-/h+y7i^» -6- (3- [4- (2 - h'J/^*>7-^Xb 
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V [1. 2-a] K«J5;> 

6 _y Dt _ 3 _ (4-^h^>7 x -j| / ) -f [1, 2-a] tf «J ($1 

52085 Ofc£tt) 3 6 4mg£3- [4- (2- hU^^v^XJPxh*^;* h 
7i-JW -l-hU^;U-lif-4-lf7yU;i/^a>m (M0U6 5 
1. 3 5gA>&*JMfj2 9tra»©Sl6:K«tt), iM^«|6 9 8mg§ 

'H-NMR(CDC1 3 ) 

<5 : 0.05(s, 9H), 0.96(t, J=7.2Hz, 2H), 3.77(t, J=7.2Hz, 2H), 3.87(8, 3H), 5.25(s, 2H), 6.93(d, 
J=8.8Hz, 2H), 7.04(d, J=9.2Hz, 2H), 7.13(dd, J=9.2, 1.6Hz, 1H), 7.24(m, 8H), 7.34(m, 9H), 
7.43(m, 3H), 7.59(dd, J=9.2, 0.8Hz, 1H), 7.60(s, 1H), 8.07(dd, J=1.6, 1.2Hz, 1H) 

3 9 1 




4- {4- [3- (4-/h^>7x-^) ±^£± [1. 2-a] tf'J$?>-6 
3- (4-^h**>7i=;W -6- {3- [4- (2-NU^f;k>7^Xh 

^>/h*~» 7x-M - 1 - hu^;i/- iH-k°^v-;u-4-<;n -T5^ 

V [1, 2-a] KUS» (Hi60iJ3 9 OflS^tt) 6 9 6mg^H»J 3 5 3 £13 
«fcjRl6S*,a»l^«l5 5 3mgfc*»fitMlfcLT#&. 
'H-NMR (CDC1 3 ) 

<5 : 3.85(s, 3H), 6.85(d, J=8.4Hz, 2H), 6.97(d, J=8.8Hz, 2H), 7.11(dd, J=9.2, 1.6Hz, 1H), 
7.20-7.36(m, 19H), 7.52(d, J=9.2Hz, 1H), 7.56(s, 1H), 8.07(brs, 1H) 

mm 392 
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.0 




;o 2 Et 




7- (4- {4- [3- (4-^h^>7x^) -T5£V [1. 2-a] -6- 

-r;i/1 - 1 - h 'J 1 Hz ^l^zjkz: 3-fjH7x/^»A^>i x 

4- {4- [3- (4-^h^i/7xx;V) [1, 2-a] t£U5»-6 

— vv\ -l-h'jfjv-iH-w-^-a- -r;w ?x/-;w (H«j3 9 

Hb£*) i8 7mg, 7-ynq6^\^>m X^;i/X7>^;i/2 1 4mg^HiS 
093 8 9£E«fc£j&£ii\ggfc£ttl 6 2mg^lfi7^77XtlT#fc. 
'H-NMRCCDClj) 

6: 1.25(t, J=7.2Hz, 3H), 1.40(m, 2H), 1.48(m, 2H), 1.66(m, 2H), 1.80(m, 2H), 2.30(t, 
J=7.2Hz, 2H), 3.84(s, 3H), 3.96(t, J=6.4Hz, 2H), 4.12(q, J=7.2Hz, 2H), 6.87(d, J=9.2Hz, 
2H), 6.88(d, J=8.8Hz, 2H), 7.11(dd, J=9.6, 1.6Hz, 1H), 7.19(d, J=8.8Hz, 2H), 7.23(m, 6H), 
7.32(m, 9H), 7.40(d, J=8.8Hz, 2H), 7.40(s, 1H), 7.56(dd, J=9.2, 0.8Hz, 1H), 7.57(s, 1H), 
8.03(dd, J= 1.6, 0.8Hz, 1H) 

mMm3 9 3 



6- [3- (4-7MP7I-JI/) -l-mg 1 ;U-lif-h°7V-Jl/-4— f 
;V1 - 3- (5-^^7,;t/7 7XJW [1. 3. 41 *ttz?7*S—)1/-2->()l) 



F 
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6- [3- (4-7MD7I-JW - 1 - h VJ-ft- 1 H-V^J—ft-l — f 
JH -fS^/ [1. 2- a] t!«J3?>-3-*;^>*kH75?H (Sifi^2 7 4 
{b-&t)) 2 8 3mg, r«!3 8mg, «tMJ7A2 0mg, X*/- 
;U5mL> * 5 mL ©i^^ 4 ^IMi&IliilS bfc. MtRHfJK x 

bfco 5- {6- [3- (4-7M07xrjW - l-h'J^-lH-tT^y 
-;i/-4— f;W ^5^; [1. 2- a] fcf'Jv^-3— f;W [l. 3, 4] * 

Oft-Mt^'J^nSmg, TV, AT-^jWMvW'ATS HI OmL 
©ffl^«C ^mfiSEt*7fc^TTd;'5{b^5 1 ;i/3 0#jj|#Ufco 

e> n &a»E * n h >"j # y )vt> 7A7D7h^77^- (if mx^/'s^u- » 

Ttt»bT*»fb£4&l 4 8mg*ifi7^77^tbT#fc. 
'H-NMR (CDC1 3 ) 

8 : 2.80(s, 3H), 6.95(t, J=8.8Hz, 2H), 7.23(dd, J=9.2, 1.6Hz, 1H), 7.26(m, 6H), 7.35(m, 9H), 
7.43(d, J=8.8Hz, 1H), 7.44(d, J=8.8Hz > 1H), 7.49(s, 1H), 7.66(dd, J=9.2, 0.8Hz, 1H), 8.22(s, 
1H), 9.25(dd, J=1.6, 0.8Hz, 1H) 

$J60!3 9 4 



3- (S- : s>7UZfu\i)V tl. 3. 4] 5-7i?T % S-)V-2-' (ft) 6- [3- 
(2, 4-77MD7x^) -Y-WTft-lH-M^^-ft- ±-<ft\ 




541 



WO 02/088107 



PCT/JP02/04156 



±3^/ [1, 2-al tf'J> ? > 

6-^-3 - 3, 4] ?Ti?7V-)\>-2— ( )l) 

-fS^/ [1, 2 -a] bfUv> (SMJ2 7 7>ft£^) 46mgt3- (2, 4 
-i?7Mn7x-;0 - i-hU^;U-i//-4-if^VU;^n>m 
1 7 2fc34fe) 2 0 0mg^5M2 9 tH«©K*fc«t 0, «jBft^«6 7 m 

'H-NMR(CDC1 3 ) 

5 : 1.17-1.32(m, 4H), 2.41(m, 1H), 6.73(m, 1H), 6.88(m, 1H), 7.15(dd, J=9.2, 2.0Hz, 1H), 
7.25(m, 6H), 7.35(m, 9H), 7.46(m, 1H), 7.57(dd, J=9.2, 0.8Hz, 1H), 7.58(s, 1H), 7.97(s, 
1H), 9.48(dd, J=2.0, 0.8Hz, 1H) 

mmm 395 



3- (5-i/>7U7u¥)l> [1. 3, 4] ^^7V-)V-2-^)V) 6- [3 
- (2. 4->?7Ma7x^) -l-h'J^;P-lff-tf7V > -^-4— OP] 
15^V [1. 2-a] eU>?> 

6-^D^e-3- (5-y7a7*0^ [1, 3, 4] aj-**^ 1 /-^- 2 -- f 
)V) -fS^ 1 / [1, 2- a] tfU^> («ifi«|2 7 8fc£*0 48mgi3- (2, 

4- y7MD7x-JW - 1 - h 'J 1 H- 4 - 1:7 4 /'J J^O >g| (SHjg 
#Jl 7 2<b£#) 2 2 Omg^S*iS0!i2 9£TO©£j£fc<fc0.£Hfk;£ft6 1 

'H-NMR (CDCI3) 

5 : 1.20(m, 4H), 2.23(m, 1H), 6.74(m, 1H), 6.89(m, 1H), 7.18(dd, J=9.2, 2.0Hz, 1H), 
7.25(m, 6H), 7.33(m, 9H), 7.45(m, 1H), 7.59(s, 1H), 7.61(dd, J=9.2, 0.8Hz, 1H), 8.14(s, 
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1H), 9.21(dd, J=2.0, 0.8Hz, 1H) 



mmm 3 9 6 




6- [3 - (2, $-*J7)V*U-?3L-)V) H-M^J—)V- 
4 -3- (5-*h*'> n. 3. 4] *ttz?T*S-)V-2-'t)V) ± 
5^>7 [1, 2- al tf'Jv> 

6-yp^-3- (5-^h^-> [i, 3, 4] ^•9-> f ri/-;p-2— r;w -r 

$y>/[l, 2- a] tTU^> 8 32mgt3- (2, 4- 

y7M O V i-JP) - 1 - h U 3^- 1 H- 4 - 1! 7 W D >^ 1 
7 2^£^) 1 5 2mg frbtmm 2 9 fcl^«0Efcfc«fc D,«Sft;£* 5 Omg 

'H-NMR (CDCI3) 

6 : 4.25(s, 3H), 6.74(m, 1H), 6.89(m, 1H), 7.18(dd, J=9.2, 1.6Hz, 1H), 7.25(m, 6H), 7.33(m, 
9H), 7.45(m, 1H), 7.59(s, 1H), 7.61(dd, J=9.2, 0.8Hz, 1H), 8.10(s, 1H), 9.11(dd, J=1.6, 
0.8Hz, 1H) 

HJfi^J 3 9 7 



6- T3- (2. 4--J7)^nyx.-)l) - l-m^-iff-^'/-^- 
4— jjj/j -3- (5— rvyo^y n. 3. 41 gL±3t2Z^=2kzilmt 
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M dA£± ri. 2 -a] fcf'J^> 

6-^Dt-3- (5--TV^P#*^ [1, 3, 4] *-*D-5?7»/-;i'- 2 -- r 
;W [1. 2- a] tfU^> CS&fl 2 8 1 fl&tt) 31mgt3- (2, 

4-> J 7;i/^-D7x-;i/) - l- hU5 L ;p-i//-4-tf^yu;^p>®f (Stjg 

«17 2 1 6 0 m g * 6 «0J 29t HttOEJfcfc J; 0 , WMiK&m 4 8 

m g %m&TW7 7*£ VT%tzo 

'H-NMRCCDCy 

5 : 1.51(d, J=6.4Hz, 6H), 5.20(m, 1H), 6.74(m, 1H), 6.89(m, 1H), 7.16(dd, J=9.2, 1.6Hz, 
1H), 7.25(m, 6H), 7.35(m, 9H), 7.45(m, 1H), 7.58(s, 1H), 7.60(dd, J=9.2, 0.8Hz, 1H), 
8.09(s, 1H), 9.13(dd, J=1.6,0.8Hz, 1H) 

mmm 3 9 8 



6- [3- (2. 4-i?7MP7x^l/) - 1 - b 1 H-K^V-Jl- 

4 — T ;U] -3- [5- (2-^h^>Xh^» CI. 3. 4] ££ggZV= 
JP-2-- lA^V [1. 2 -a] fcf'Jv> 

6-7*0^-3- [5- (2-^h^v'Xh^ri/) [1, 3, 4] ^IJ-vT'/- 
)V-2-^M ^==^V* [1, 2-a] tf'J>>> (SjfiH2 8 2ft&ftl) 5 4mg 
£3- (2, 4-^7Jl/^07xn;W - i-hU5 L ;i/-ii/-4-tf^i/u;u^ 

P>®£ (SK30U 7 2tt£#j) 3 0 0mg*6H»«2 9 t^«CDfi*Sk:«t 0. S 

H^*l 0 9mg£te£7t;!/:7 77s£L-a#fco 

'H-NMRCCDCy 

5 : 3.25(s, 3H), 3.41(m, 2H), 4.68(m, 2H), 6.75(m, 1H), 6.89(m, 1H), 7.18(dd, J=9.2, 1.6Hz, 
1H), 7.25(m, 6H), 7.35(m, 9H), 7.46(m, 1H), 7.58(s, 1H), 7.60(dd, J=9.2, 0.8Hz, 1H), 
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8.09(s, 1H), 9.10(dd, J=1.6, 0.8Hz, 1H) 



mMM3 9 9 




6- [3- (2, 4-7;kfrP:7x-JP) -!-K'J^-lH-tf7V > -;i/-4 
=^jk3 -3- (5-^fJ^^7yrjP [1. 3. 4] **W7V-)V-2- o 
12k) 15^V [1. 2 -a] tf'J^> 

6- [3- (2, 4-^7Mp7i-;w - i - h u i //- tf ^ 

4— I'M ^5^/ [1, 2 -a] eU$?>-3-#;V#>»t:K75?K »J 

2 8 4ft^«) 1 9 3mg*>5^1fi«3 9 3 £|il|#©EJ£fc«fc !K SHi<b^*2 1 

3 m g ^»7 : E^7 
•H-NMR(CDC1 3 ) 

5 : 2.78(s, 3H), 6.74(m, 1H), 6.89(m, 1H), 7.20(dd, J=9.2, 1.6Hz, 1H), 7.25(m, 6H), 7.33(m, 
9H), 7.45(m, 1H), 7.59(s, 1H), 7.62(d, J=9.2Hz, 1H), 8.18(s, 1H), 9.17(brs, 1H) 



(5- {6- [3- (2, 4-7MD7i^) -.1 - h 'J £ikz 1 H- M^J 
= j k _4_^ji k j [i. 2 - a] tf'J> ? >-3— r;H [1, 3, 41 *• 

6- [3- (2, 4-7JM"P:7x-J!/) - 1 - h Vf-fr- 1 4 

— ou] -3- (5-/^;^;u77-jw Ci. 3, 4] **ir5?7»/-;P-2- 



;J6W4 o o 




NHMe 
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■i)V) <i$?V [1. 2 -a] tf'J^> (HJig0iI3 9 9{£&m 2 1 lmg, 
un*?>l 0mL©Jg^«fc3Mc?&^iT/D-^POjasSJa#lll 4 Omg^iD 

rmrnvtco 6- [3- (2, 4-7Mo7i-;w — 1 — h u 1 h- m 

7l/-^-4--fM -3- (5-^^X^7^n;U [1, 3, 4] **U-S?7 

»/-;i'-2— r;io -ys^v* [1, 2- a] try 6- [3- (2, 4-7 

Mn7i^) - 1 - h ijf^- 1 H-H7!/-^- 4 OKI -3- (5-* 
7ArX)V*-fr El, 3, 4] W^7y-^-2-<jW -f 5^/ [1, 2- 
a] brU5>>0ffi£to©m£j£tt2 1 lmg Zim&TWyyZ tbTWco Z. 
<Dm&®l 10mg, ;WI/7$> (2Mfh7kFn77>M) 4mL> ^tK 

JET**U »NHyiJ^VW7A7PVh^77>f- (H*X^;W/'V* 
+)-» T»fiUTSBft^«8 lmg$ifi7^77XtLT#L 
'H-NMR (CDCI 3 ) 

5 : 3.10(d, J=4.0Hz, 3H), 4.78(brd, J=4.0Hz, 1H), 6.74(m, 1H), 6.88(m, 1H), 7.13(dd, 
J=9.6, 1.6Hz, 1H), 7.25(m, 6H), 7.35(m, 9H), 7.43(m, 1H), 7.58(s, 1H), 7.58(dd, J=9.6, 
0.8Hz, 1H), 8.02(s, 1H), 9.17(dd, J=1.6, 0.8Hz, 1H) 

HJS0iJ4Ol 



6- [3- (2, 4-7MD7x-^) - 1 - h U £2k= 1 H- bf 2 4 
— f JM -3- (5-*h*y ri. 3. 4] f7y7'/-JV-2--f^) -f$y 
V n. 2- a] fc?US?> 



J 
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6 _-/ DqB _3_ (5 _^ h ^,> [lt 3> 4] ^7V7^-)V-2- <i )V) << 
[1, 2- a] tf'JS» m&]2 8 6it£®) 8mgt3- (2, 4-i? 

-l-hV^l-lH-l-tZ^/VJVtfuyn (»jfifif!l7 
2fl2^«) 4 2mg3^5*JI«|2 9i:ra«C!)S«K:«fc0.«jH^«ll lmg£&& 

■H-NMR(CDCl3) 

5 : 4.24(s, 3H), 6.74(m, 1H), 6.89(m, 1H), 7.16(dd, J=9.2, 2.0Hz, 1H), 7.23-7.38(m, 15H), 
7.46(m, 1H), 7.54(m, 1H), 7.58(s, 1H), 7.89(s, 1H), 9.39(dd, J=2.0, 0.8Hz, 1H) 

%KM4 0 2 



6- [3- (2, 4-7)V*U7^-)V) - 1 - h U £ik= 1 H- fcf 7 ^zjkz 4 
Z^Ok] -3 - (5-^h^>-4-^^JP-4H- [1. 2. 4] hJlTVjZik 
-3-^;i/) 15^/ [1, 2- a] h°U^> 

6-^0^-3- (5-^^>-4-^;i/-4H- [1, 2, 4] HJ7\A- 
;P-3-<;W -f [1, 2- a] KU5» (gfiifl|2 8 8ft£%) 3 5mg 

t 3- (2, 4-y7MP7i^W - 1 - MWl'- 1 H-4- fc^l/U^ 
D>M 7 2ft£fe) 1 6 8mg^6*WW2 9tH«OS«fc«kD.* 

'H-NMRCCDClj) 

6 : 3.60(s, 3H), 4.23(s, 3H), 6.72(m, 1H), 6.85(m, 1H), 7.09(dd, J=9.2, 2.0Hz, 1H), 7.24(m, 
6H), 7.33(m, 9H), 7.42(m, 1H), 7.55(dd, J=9.2, 0.8Hz, 1H), 7.57(s, 1H), 7.90(s, 1H), 
9.33(dd,J=2.0, 0.8Hz, 1H) 

£««I4 0 3 




547 



WO 02/088107 



PCT/JP02/04156 




6- T3- (2, 6-z?y)l*U73L-)V) -l-h'J^;i/-lf/-h 0 ^'/-;P- 

4 — T -3- (5-*h*-> n. 2, 4] **W7V-)V- 3—1)1) 

[1. 2- a] EU5?> 
6-^-3- [1. 2, 4] ^1j-$?7V/-;i/-3- -f;W 

<=L^7 [i, 2 -a] tf'Jv> (Ri6fll2 9 0fc£«l) Hmgi3- (2, 6 
-y7MD7x^) - l-hU^-l//-4-tr^yj;i/^P>l? ($»J 
2 1 Hfr&tt) 3 5mg^S^ffiM2 9i^i©^i:J:D,«&ft3 5mg 

^-NMRCCDQj) 

5 : 4.03(s, 3H), 6.93(t, J=8.0Hz, 2H), 7.22(dd, J=9.2, 2.0Hz, 1H), 7.23-7.38(m, 17H), 
7.58(m, 1H), 7.70(s, 1H), 8.25(s, 1H), 9.50(brs, 1H) 

»4 0 4 




2- { 8 □□— 6 — [3- (4-7Jl/^P7x-j|/) - 1 - h 'J 1 /f- 
4-tf^>/UJl/| [ lt 2 - a] tfU>*>-3 — nV) -1. 3-^77 

gfjg0iJ2 3 6T^Wc8-i?nD-6- [3- (4-7MD7iz;W - 1 - 

h»j^;u- iH-4-tf^y«j;i/] -3-3-H-f [i, 2-a] t?us>> 

3 0 0mg, 2- (1, 1, l-hVJ^JVZf-M -1, 3-f77-JH8 
2mg£HJ&0il2 1 Mfc£4fal 3 7mg§f67W7X 
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'H-NMR(CDC1 3 ) 

5 : 6.95-7.03(m, 2H), 7.21-7.42(m, 17H), 7.43-7.51(m, 2H), 7.52(s, 1H), 7.73(d, J=3.2Hz, 
1H), 8.12(s, 1H), 9.51(d, J=1.6Hz, 1H) 

HJ&0J4O 5 



8-^PP-6- C3- (4-7MD7I-J1/) - 1 - HJ9\?I/- 1 H— 4 - tf 
Z^Uik] -3- (2-fcfUi?-;» -f^^7 Cl, 2- a] bf U 
«jfifll2 3 6*e**&nfc8-£nn-6- [3- (4-7MD7i-;W - 1 - 
hU^;i/-lH-4-t!^\/UJW -3-3-MS-yy [1, 2 -a] tfU v?> 
3 0 0mg, 2- (hU-n-^;^^-;W tfUi?>l 7 9mg£#l;(jg0t|2 1 

'H-NMR(CDC1 3 ) 

5 : 6.95-7.03(m, 2H), 7.13-7.78(m, 22H), 8.13(s, 1H), 8.39(d, J=4.0Hz, 1H), 9.76(d, 
J=1.6Hz,lH) 

«^J4 0 6 



2- [8-£DCi-6- (l-h'J^jl/-l/f-4-bf^VJ;U) IS^V Cl. 
2 -a] Uv*>-3— f Jl/I -1. 3-f7';-;P 

8£0J2 3 8-m£>ftfc8-^DD-3-3-K-6- ( 1 - h 'J 3\N/- 1 H- 4 
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-tf^/yjw -r^yy a, 2- a] t:u5?>2 5 0mg, 2- (1, i, 1- 

'H-NMR (CDCI3) 

5 : 7.18-7.25(m, 6H), 7.32(d, J=3.2Hz, 1H), 7.33-7.45(m, 9H), 7.48(d, J=1.2Hz, 1H), 
7.69(s, 1H), 7.89(d, J=3.2Hz, 1H), 8.00(s, 1H), 8.14(s, 1H), 9.77(d, J= 1.2Hz, 1H) 



«M4 0 7 



8 6- (l-m^;i/-lfj--4-h 0 ^^/'JJV) -3- (2-tiU^- 

MjS^J2 3 8l?#6>nfc8-gDD-3-3-H-6- ( 1 - h U^- 1 H- 4 
-fcT5l/U;W -f [1. 2- a] tfU>>>2 5 Omg, 2-(bl)-n-7 

tru^>i 8 9mg£«fli2 1 tra«fcs«s*, Mfc&tts 

7 m g ^^T^Jl/? 7Xt LT#fco 
'H-NMR (CDC1 3 ) 

8 : 7.13-7.43(m, 16H), 7.45(d, J=1.2Hz, 1H), 7.68(s, 1H), 7.73-7.81(m, 2H), 7.99(s, 1H), 
8.15(s, 1H), 8.64(d, J=4.8Hz, 1H), 10.05(d, J=1.2Hz, 1H) 

^Jg^J4 0 8 



CI 




F 
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6- T3- (4-7MD7x^) -1-hU^-l H-A-M^J^M - 
3- (5-7x-JU- [1. 2, 4]t^7';-JP-3-fJV) -- 
2 -a] b?U>*> 

1, 2-i?* h^vX^>^^{CfflViTHJi0i|2 9 tmmOR^m\ 3 -(4 

-7Mo7ir;v) -i-bu^-i//-4-t!^yu;u#p>M (Mig^i2 

Ste&b) 19mgt6-7*D^-3- (5-7xZ;i/- [1, 2, 4] 
7V-)V-S-^)V) <1$W [1, 2-a] t°'J^> («0iJ2 45ft;£tD 1 
3mg^£ilgifb-&tll 8mg 
'H-NMR (CDC1 3 ) 

6 : 6.94-7.02(m, 2H), 7.22-7.44(m, 16H), 7.45-7.51(m, 2H), 7.52(s, 1H), 7.56-7.71(m, 4H), 
8.20(d, J=8.4Hz, 2H), 8.45(s, 1H), 9.13-9.16(m, 1H) 



HJSflHO 9 



6- [3- (4-7J^P7x-;i/) - i-hu^;w-i//-4-fc°7 < /'j;i/] - 
3- (5-*^)V- [1, 2, 4] ^it^T^-JU-S— f)l) — f$^7 [1, 
2-a] fcf'J^> 

1, 2-z?*h*^2L?>Z®m\zm^TmffiM2 9tm®<DKfo$:ft\,\ 3 -(4 

-7MD7I-JW -i-hu^;p-i//-4-t!^!/ | j;uxHP>m mmm2 

5<t&%>}) 6 4mgt6-7'nt-3- [1, 2, 4] ^1ty7 

y-;i/-3— ' f;W -fS^/ [1. 2-a] t:Uv> («jg«2 4 6^tt) 3 3 

'H-NMR (CDC1 3 ) 

5 : 2.66(s, 3H), 6.92-7.00(m, 2H), 7.17-7.42(m, 16H), 7.44-7.49(m, 2H), 7.50(s, 1H), 



F 
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7.65(d, J=9.6Hz, 1H), 8.33(s, 1H), 9.02-9.06(m, 1H) 



$mM4 1 0 




CPh 3 



2- {8-7;^D-6- [3- (4-7MP7iZJV) - 1 - h 'J 1 H 
-4-tf^/U;W] dA£Z [1. 2-a] tfU^>-3— OH -1. 3-^7 

Iili2 5 1«nfe8-7MD-6- [3- (4 -7MD7z-;W -1 

-hU5 1 ;w-iH-4-tr^yu;i'] -3-a-M$yv [i, 2-a] tru s? 

>118mg, 2- (1, 1, l-hV7?-)VZ*~)V) -1, S-^TV-^S 
0mg$il«l2 li^iCS^^ti:, M^b^4fil9 lmg£3t£7*:;i/7 7 7.<!:. 

'H-NMR (CDCI3) 

5 : 6.92(dd, J=10.8, 1.2Hz, 1H), 6.95-7.02(m, 2H), 7.21-7.43(m, 16H), 7.44-7.51(m, 2H), 
7.51(s, 1H), 7.74(d, J=3.2Hz, 1H), 8.09(s, 1H), 9.39(d, J=1.2Hz, 1H) 

HfifiM4 1 1 



6- [3- (4-7MD7XZJP) - l-h'J^-l J/-4-tf^yj;i/3 - 
3- (2-^7»/'j;i,) ^5^/ [1. 2-a] tf 'J S?>- 8 -7j;i/*- h LLik 
Hifi^J4 0 4Tf#e>nfc2- {8-^00-6- [3- (4-7MP7I-JV) 

-i-hu^u-iif-4-e7\/ , j;i/] < a^v [i, 2-a] trus>>-3- 




CPh 3 
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-1, 3-f7l/-^2 13mgC0iV, N~V^)W^L h75 H 2mLi 
VKyWJ* (0) 1 2mgRtfy7x-JV7*X7^/7xDt>l 5mgt* 

m 5 o*ct 5^in^, s &fc±ffifcH*©KH*jn*. i 5 ovr l o ut R3Jnifc 

'H-NMR (CDCI3) 

5 : 6.90-7.03(m, 2H), 7.16-7.42(m, 15H), 7.43-7.50(m, 2H), 7.60(s, 1H), 7.68(d, J=3.2Hz, 
1H), 8.06(s, 1H), 8.27(d, J=1.2Hz, 1H), 9.68(d, J=1.2Hz, 1H), 9.88-9-93(m, 1H) 



IIIS4 1 2 




2- {6- C3- (4-7MP7i^) -1- NU^-lH-4-tf7l/U 
JH -8-^W-f$yV CI. 2-a] tf'Ji?>-3 — OH -1, 3—^7*/ 

W]2 5 4T#^tlfc6- [3- (4-7J^D7x-jl/) -1-HJ3\U/-1 
H-A-VvWM -3-a-F-8-^M5^ CI, 2-a] tf>Jv ? > 
19 5mg, 2- (1, i, -1, 3-^7V-;H3 

2mg*mffiM2 1 tmmiZfrfcZii. mt^HS l.l 8mg^M7^77 

'H-NMR (CDC1 3 ) 

5 : 2.59(s, 3H), 6.92-6.99(m, 2H), 7.01(brs, 1H), 7.23(d, J=3.6Hz, 1H), 7.23-7.42(m, 15H), 
7.44-7.53(m, 3H), 7.73(d, J=3.6Hz, 1H), 8.07(s, IH), 9.41(brs, 1H) 
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mm 4 1 3 



F 




CPh 3 



3- (5-y^ayDH;i/- [1, 2, 4 



] **W7*/-)V-3 — f)V) -6- 



T3- (4-7)v*u7*-)i) - i-hU5 1 ;w-i/f-4-bf^^'j;H --r $ 

£± [1. 2 -a] h?'J^> 

1, 2-5>* h^r^X^>^^ffl^T^Jfi^J2 9tTO0S^ff^, 3- (4 
-7MD7x~;W -l-h'J^l'-li/-4-lf^V , J;i/^D>^ (15^2 
5ft-&#l) 157mgt6-7Dt-3- ( 5 —z/i7 U^/U [1, 2, 4] 

tW7y-^-3-fJW -Y5^/ [1, 2 -a] tf'J^> (MM2 5 5{t 
&m 8 9mg^£*f?Sft£fJl 3 8mg (gHSfi7*;i'77X) 
'H-NMR (CDClj) 

5 : 1.20-1.39(m, 4H), 2.22-2.30(m, 1H), 6.92-7.02(m, 2H), 7.21(dd, J=9.6, 2.0Hz, 1H), 
7.23-7.43(m, 15H), 7.43-7.48(m, 2H), 7.49(s, 1H), 7.64(d, J=9.6Hz, 1H), 8.30(s, 1H), 9.01- 
9.05(m, 1H) 



mmm4 1 4 



6- [3- (4-7JM-D7x:z;U) - 1 - HJ^;U- 1 H-4-\LzrWM - 
3- [5- (2-7x-;i/->fra7WjU) ~ [1, 2. 4] -**W7*J-)\s- 



F 
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3— Qk] =±§£2l [1. 2 -a] tf'jy> 

1, 2-^h^5/X^>**iifcfflV>T^JfiW2 9tH«©S**ffK 3- (4 
-7MD7i-;W - l-hU^;W-lH-4-tf7V/U;i/^D>K (MM 2 
5fc-&#j) 10 5mgt6-^Ot-3- [5- (2-7i=Wd^dW 
- [1, 2, 4] **U->>7\/-Jl'-3-- fJW -f5^; [1, 2 -a] KUS?> 
(«Jfi«2 5 6fc£tt) 7 4mg^6«HflS^»l 0 7mg (tte&A) £#fco 
'H-NMR (CDC1 3 ) 

5 : 1.75(ddd, J-8.8, 6.8, 5.2Hz, 1H), 1.91(ddd, J=8.8, 5.2, 5.2Hz, 1H), 2.50(ddd, J=8.8, 5.2, 
4.4Hz, 1H), 2.80(ddd, J=8.8, 6.8, 4.4Hz, 1H), 6.92-7.00(m, 2H), 7.16-7.41(m, 21H), 7.43- 
7.48(m, 2H), 7.49(s, 1H), 7.65(dd, J=9.2, 0.8Hz, 1H), 8.32(s, 1H), 9.02-9.05(m, 1H) 

H»4 15 



3- (5-z/jrw7nV)],- [1. 2, 4] ^^T'/-^- 3 -- f ;U) -6- 
[3- (2, 4->>7MP7xZJl/) - 1 - 1 H-4-h°^'7U;M 

■zdAl^L LL 2- a] bf'Jy> 

1, 2-^h + ^X^>**|«fcfflV»T||Jfi«|2 9tH«©S*S€ff^ 3- (2, 

4- ^7JU^0 7xXJU) -l-hU^-lH-4-t?7V/U;P#P>» 
«17 2fl:£4M 6 2 8mgi:6-yaqE-3- t5-5/9u7u\Z)V- [1. 2, 
4] Wv7 i ;-^-3-f;i/) -<5*V [l, 2-a] tTUS?> (U1^2 5 
5<b£tt) 13 7mg*6IHft6ft2 0 7mg (ifi7tJV7 7^) 

'H-NMR (CDCI3) 

5 : 1.20-1.38(m, 4H), 2.20-2.30(m, 1H), 6.72-6.80(m, 1H), 6.86-6.95(m, 1H), 7.l8(dd, 
J=9.6, 2.0Hz, 1H), 7.22-7.48(m, 16H), 7.48-7 .64(m, 2H), 8.26(s, 1H), 8.94(brs, 1H) 



F 




555 



WO 02/088107 



PCT/JP02/04156 



mmM4 i 6 




6- T3- (4-^DD-2-7MD7x-JI/) - 1 - h 'J5Sfr- 1 ff- 4-fcT 
^/'JJH -3- [1. 2, 41 **4)-z?7V-)V-S- 

1, 2-3?^h4 t ->X^>&*lilCfflV>T^lfi«f!2 9tK«C!)S«:*ffV^ 3 -(4 
-#na- 2-7MD7izjW - l - MWW- 1 /f-4-K9l/U^#n> 
ft QH2M1 8 8 0 7ragt6-7*nt-3- (5-^n7°ak"Jl/- 

[l, 2, 4] ^-y-^7V-;i/-3— r;w -rs^r/ [1. 2-a]tru5?x« 

i£0iJ2 5 5<b-&«) 1 7 OmgfrMHHk£4b3 1 7mg (^H&T^P? 77.) 
•H-NMRCCDClj) 

5 : 1.23-1.35(m, 4H), 2.21-2.29(m, 1H), 7.04(dd, J=9.6, 2.0Hz, 1H), 7.13-7.21(m, 2H), 
7.22-7.39(m, 15H), 7.41(dd, J=8.4, 8.4Hz, 1H), 7.59(s, 1H), 7.61(dd, J=9.2, 0.8Hz, 1H), 
8.26(s, 1H), 8.92-8.96(m, 1H) 

mmn* 1 7 




8-gnP-6- [3- (2. 4-v7J^D^x-;U) - 1 - h 'J 5^1/- 1 H- 

4-tf^yu;p] -3- [5- Oj^ikZikZzxjk) - 2 -^x-jt/1 

[1. 2- a] bf'J> ? > . 
§3i£0*J5 7 tTOfcLT, hU^JP [5- (^WPTJU^rXli/) -2-^X- 
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)V\ TsZ+y mW\A§fc-&m) 2 2 3mgi8-^OD-6- [3- (2, 4 
-i?7MD7i-JW -l-VW)V-\H-4-\i7VV)V\ -3-3-IM 
[1, 2-a] tf'J v> (8&i§0!l2 5 8ft^») 3 3 7mg#&«Hfc£*» 
2 0 6mg 
•H-NMR^DClj) 

5 : 2.53(s, 3H), 6.71(d, J=3.6Hz, 1H), 6.79-6.86(m, 1H), 6.90-6.98(m, 1H), 7.00(d, 
J=3.6Hz, 1H), 7.19-7.46(m, 17H), 7.57(s, 1H), 7.69(s, 1H), 8.00(d, J= 1.6Hz, 1H) 

«0iJ4 1 8 



8 6 - [3- (2. 4-^7JI/^P7ji-;1/) - 1 - HJ^JU- 1 H- 

4-bf7^u;i/] - 3- C5- (^^Tjufr-jw) -2-5 i x-;h ^r$^/ ri. 

2 -a3 fcfUv?> 

H0S«3 ltBttfcUT* HJ60U4 1 7T#6n&8-^nD-6- [3- (2, 

4-^7JU^-P7x-;i/) -i-hu^;u-iH-4-e^yj;H -3- [5- 

(^^UTJI^tXJI,) -2-^X-;i/| -YS^/ [1, 2-a] fcfU5»2 0 6 
mg*6Mft6«l 7 8mg (^^7^7 7 X) 
'H-NMR(CDC1 3 ) 

5 : 3.22(s, 3H), 6.80-6.87(m, 1H), 6.89(d, J=4.0Hz, 1H), 6.96-6.72(m, 1H), 7.19-7.27(m, 
6H), 7.30(d, J=1.2Hz, 1H), 7.32-7.49(m, 9H), 7.42-7.50(m, 1H), 7.59(s, 1H), 7.65(d, 
J=4.0Hz, 1H), 7.84(s, 1H), 8.01(d, J=1.2Hz, 1H) 

HM0J4 1 9 
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3- (5-z/2u7a¥)V- Cl. 2, 41 **W7*J-)V-3-'()V) -6- 
T3- (4-^h^>7x^) -l-hU^;i/-lH-4-tf^^U;i/1 
W [1, 2- a] lf'Jy> 

i, 2-v/h^^x^>^M(cffi^T^M2 9 tmm<Dfcfo*m\ 3 -(4 
-/h+y7x-jw - i-hu^;p-iif-4-h o 7y , j;^n>m (M»2 

7ft£tl) 2 15mgt6-^D ; E-3- ( 5 D:7°0 fcf;V- [1, 2, 4] 
**W7V-)l-3— OV) -fS^/ [1, 2- a] tf >J ^> (SS^J 2 5 5 -fb 



9 5mg^^«il4 0mg (ifi7 : t;i'7rX) 



'H-NMR (CDC1 3 ) 

5 : 1.22-1.38(111, 4H), 2.21-2.32(m, 1H), 3.78(s, 3H), 6.80(d, J=8.8Hz, 2H), 7.22(dd, J=9.2, 
1.6Hz, 1H), 7.24-7.39(m, 15H), 7.41(d, J=8.8Hz, 2H), 7.45(s, 1H), 7.62(d, J=9.2Hz, 1H), 
8.29(s, 1H), 9.03(brs, 1H) 



mm 4 2 o 




3- (5-'>^P-7°ah!Jl/- Cl, 2, 4] ^iJ-^.7^-)P-3— Ok) - 6 - 
[3- (2-7MD-4-^h^>7x^) - l-h'J5 1 ;i/-lf/-4-tf7 

— fS^/ [1, 2 -a] tf'J-^> 
6-^0^-3- (5-y^D7°Dk>- [1, 2, 4] 2-*lJ-v77-Jl'- 3 - 
-f JW -f 5^!/ [1, 2- a] H'Jy> (8£ftl2 5 5fc£tt) 8 2mg, 3- (2 
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-7)V*U-4-* h^y7i-JW -4- (4, 4, 5, 5-Thy*?)l>- [1 , 

3, 2] 5?**u-#d5>-2— f;u) -i-hu^;nH-tf^y-;u (SSittfii 

1 8 5{t&to) 2 2 7mg, U>®=#U'7AzK;ft]#5 8 6mg, (HJ 
7x-MX7>f » /^S»7A3 lmg£JV, N—z?J>^-)]/ifc)V&7S. h*3mL 

MMs£4fcl3 0mg (*&tttt<NO £#fc 0 

'H-NMR(CDC1 3 ) 

5 :1.20-1.37(m, 4H), 2.20-2.29(m, 1H), 3.78(s, 3H), 6.56(dd, J=11.6, 2.4Hz, 1H), 6.71(dd, 
J=8.4, 2.4Hz, 1H), 7.19(dd, J=9.2, 1.6Hz, 1H), 7.23-7.50(m, 16H), 7.56(s, 1H), 7.58(d, 
J=9.2Hz, 1H), 8.25(s, 1H), 8.96(brs, 1H) 

«M4 2 1 



3- (5 bfjp- [i. 2, 4] **W7 V-fr- s-' ou) -6- 

[3- {2-7)VjTU-4-U-)\,73L-)V) -l-hU5 L ;i/-lff-4-fcf^'7 
LUk] z^A2±L [1. 2 -a] E'JS?> 

S5it^J2 5 tl^iKcLT, 4-yD^-3- ( 2 - 7)V*U- 4 - ^^P^x-Jl/) 
-1 - HJ3\>W- 1 if- 1! ^ (@i£0U 8 7ik&M) 1. Og^B, ^JW- 
H©3- (2-7;i/^D-4-^^7xnjl/) -l.-h'J^-lH-4-t!7 

-lH-4-t7 , /'J;^o>i3 6 4mg, 6-^0^-3- {S-i/&U"7u 
[1, 2, 4] **W7V-)V-Z-' i)V) [1, 2- a] hT'J 
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^xmmm2 9 tm&<DRfc&m*9mfcGtoi 3 9mg (^7^777) £ 

'H-NMR (CDCI3) 

5 : 1.22-1.33(m, 4H), 2.18(d, J=2.0Hz, 3H), 2.22-2.30(m, 1H), 6.87(dd, J=8.8, 8.8Hz, 1H), 
7.19(dd, J=9.2, 1.6Hz, 1H), 7.22-7.44(m, 17H), 7.47(s, 1H), 7.62(dd, J=9.2, 0.8Hz, 1H), 
8.29(s, 1H), 9.00-9.05(m, 1H) 

HI£0iJ4 2 2 



3- (5— >7a7alf;i/- Cl, 2, 4] ^^7V-Zkz_3^iiik} -6- 

-lH-4-hf^/UJH — f5^r/ [1, 2- a] b°'>7> 
^J4 2 0tiSl:lt > 6-7d.^E-3- (5-v^n^Dt!;|/- [1, 2, 
4] **-»H*7V/-;i/-3— f;W -fS^V [1, 2 - a] fcfU~7> (S^J2 5 
5<k-&«) 70mg, 3- [4-7;M-D-2- 7x~ 
;W -4- (4, 4, 5, 5,— tV?*3-)1- [1, 3, 2] ^^D7>- 

2—010 -l-hUfjp-iH-if^y-;!/ («mi9 3ft^«) 4oomg 

'H-NMR (CDC1 3 ) 

6 : 1.20-1.38(m, 4H), 2.21-2.30(m, 1H), 3.05(s, 3H), 3.20(t, J=5.2Hz, 2H), 3.82(t, J=5.2Hz, 
2H), 6.61(dd, J=10.8, 2.4Hz, 1H), 6.70(ddd, J=8.4, 8.4, 2.4Hz, 1H), 7.20(dd, J=9.2, 1.6Hz, 
1H), 7.23-7.43(m, 16H), 7.56(d, J=9.2Hz, 1H), 7.58(s, 1H), 8.23(s, 1H), 8.85-8.87(m, 1H) 



F 
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«#J4 2 3 




3- (S-S/Zn-fnypV- [1. 2, 4] **W7V-)\'-3-'()l>) -6- 

T3- (2-7Md7i^) - i-m^-ijy-4-tf7!/u;n ->fs 

[1. 2- al bf'J> ? > 

1. 2-5>*h*5'X*>S**fcffiVvr««2 9tH«ORKSmJ, 3 -(2 
-7M07 x.=.)V) - 1 - h U 3^- lH-4-WJJW?a >^ 

(»JB«1 9 7 fcG®) 2 6 5mgt 6-^0^-3- (5-^U^U^)V- [1, 

2, 4] t*t^7 , /-;V- 3 --OW [1, 2 -a] t!US» (S&ttl 
2 5 Bft^tt) 12 0mg»6Mft^tl2 4 8mg (t§7W7^) Si 

fee 

'H-NMR (CDC1 3 ) 

5 : 1.23-1.33(111, 4H), 2.20-2.28(m, 1H), 6.96-7.03(m, 1H), 7.12-7.17(m, 1H), 7.17(dd, 
J=9.2, 2.0Hz, 1H), 7.23-7.40(m, 16H), 7.47(ddd, J=7.2, 7.2, 1.6Hz, 1H), 7.57(d, J=9.2Hz, 
1H), 7.58(s, 1H), 8.25(s, 1H), 8.94-8.98(m, 1H) 



mffiM4 2 4 




6- [3- (4-^n^>5 : M^y-2-7MP7x-JI/) 
-l/J-4-tf^^'JJU] -3- (S-^nya^- [1. 2, 4] 

— j_S£^ [1. 2 -a] fc°'Jy> 
1, h*S/X*>*8J£fcJflV*TlSiMH2 9 tmm<D&fcZmK 3- (4 
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-is#Ul>?)Vttzs-2- — 1 — h U 1 H— 4 — bf 

7^V)ltfU>M mmffl2 0 6fc&m 118mgt6-7ot-3 - (5-5/ 

^nyaifji/- [l, 2, 4] my7y-;H3- -r^) -rs^/ [l, 2- 
a] tfUv> mm\2 5 5ft^«) 5 6mg^6«jHflS^«8 6mg 

'H-NMRCCDClj) 

5 : 1.20-1.36(m, 4H), 1.52-1.93(m, 8H), 2.20-2.28(m, 1H), 4.67-4.74(m, 1H), 6.52(dd, 
J=12.0, 2.4Hz, 1H), 6.57(dd, J=8.4, 2.4Hz, 1H), 7.19(dd, J=9.2, 2.0Hz, 1H), 7.23-7.44(m, 
16H), 7.56(s, 1H), 7.58(dd, J=9.2, 0.8Hz, 1H), 8.25(s, 1H), 8.94-8.99(m, 1H) 

H^J4 2 5 



3- Cl, 2, 41 3 — f ;t/) -6- 

{3- [2-7JkfrP-4- (2-^h^>Ih^» 7i-;M -1-HJ5MU 
-lH-4-¥5 s SVM Cl. 2- a] tfU3» 

1, 2-^^h^r->X^>$^Cffl^THJgM2 9 £H*R©EJ&*frV^ 3- [2 
-y)Vtu-A- 7xnjH - l - h 1 //- 4 

-tr5»/U;W#a>« (»ii«2 0 7fc£«fl l47mgt6-7nt-3- (5 
-v^pyot:;i/- [1, 2, 4] -t^V7^-)V-Z-^M -f*^/ [1, 
2- a] t£U5?> (Sii0iJ2 5 5<b"&») 7 lmg^6SBft^*7 3mg (ft 

'H-NMRCCDClj) 

5 : 1.20-1.35(m, 4H), 2.20-2.29(m, 1H), 3.44(s, 3H), 3.71-3.80(m, 2H), 4.06-4.15(m, 2H), 
6.58(dd, J=11.6, 2.4Hz, 1H), 6.73(dd, J=8.4, 2.4Hz, 1H), 7.17(dd, J=9.2, 2.4Hz, 1H), 7.23- 
7.42(m, 16H), 7.56(s, 1H), 7.57(d, J=9.2Hz, 1H), 8.25(s, 1H), 8.96(brs, 1H) 
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«0H2 6 




3- [1. 2, 4] **WTV-)V-3-'()V) -6- 

[3- (2, 6-^7MD7i-^) 
— Cl, 2 -a] HU> ? > 

i, 2-i?*h*^*>*®mizm^TmMM2 9tmm<DKfe*fti<\ 3- (2, 

6--;7M07xrjW -l-h'J^;P-lH-4-tf7y>JJ^O>M (SJ>£ 
#|2lHb£#l) 2 7 5mgi:6-7'D : e-3- (5 -S^D:/nt!;W- [1, 2, 
4] **H-i?7V-)V-3-' i)V) -fS^V [1, 2 -a] tT'Ji?> (®Sg0iJ2 5 
5ft^«) 1 2 0mg*»5«J8'ffc;-&tt2 1 lmg (ifi7^77X) £#fco 
'H-NMR (CDClj) 

8 : 1.23-1.34(m, 4H), 2.21-2.29(m, 1H), 6.87-6.96(m, 2H), 7.20(dd, J=9.2, 1.6Hz, 1H), 
7.24-7.43(m, 16H), 7.59(dd, J=9.2, 0.8Hz, lH),7.65(s 5 1H), 8.24(s, 1H), 8.93-8.98(m, 1H) 

«#J4 2 7 



F 




6- [3- (2. 4-i?7)l*nyjL-)l) -1-HJ^JU-l J/-4-b!^./'J 

2k3 -3- (5— rv^atfji/- [i, 2, 41 *%ffs?7»./-;p-3-*rjv) - 

[i. 2-ai tri)s?> 
l, 2-z?*h*^jL2>*®mzm^Tnmm2 9hmm<DBLfo*m^ 3- (2, 

4-77M07I-JW - l-hU5 L ;W-lif~4-tf7 > /UJ!/*D>m (Sit 
0U7 2fl:£^) 3 6 3mgt6-ya^e-3- ( 5 — f V^O tf>W- [1, 2, 
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4] ttWTV-fr-S-JM^^/ [1, 2 -a] t?US?> (£tf£#l2 5 
9{fc&« 8 0mg^e»^il2 8mg C&fiT^l/? 77.) 
'H-NMR (CDC1 3 ) 

5 : 1.45(d, J=6.8Hz, 3H), 3.23-3.35(m, 1H), 6.76(ddd, J=9.2, 9.2, 2.4Hz, 1H), 6.90(ddd, 
J=8.8, 8.8, 2.4Hz, 1H), 7.18(dd, J=9.2, 2.0Hz, 1H), 7.22-7.48(m, 16H), 7.58-7.65(m, 2H), 
8.31(s, 1H), 8.98(brs, 1H) 

HJS0H2 8 



6- [3- (2, 4-v7Jl/^n7j:-;i/) - 1 - HJ^W- 1 H- 4 - e^/'J 

jH -3- (5-7DKfr- [1. 2. 4] £££2Z2Z=2k=£=i iM z^Ls 

^/ [1. 2- a] b!U5?> 

1. 2-^h+->X^>*»«|tffl^TllJfi«l2 9tTO<Z)JRlS*fTV^ 3 -(2, 
4-y7MD7i^W - l-hU5 1 ;i/-li/-4-tf7^/'J;i'#a>» (M 
«17 2ft^«l) 3 3 0mgi6-7*Dt-3- (5-^OtT;P- [1, 2, 4] 
**W7V-)\>-3— OV) [1, 2 -a] trU5» (§SM2 6 0<t 

8 Omg^e>^{t^tll 2 8mg (as&T^l^yT.) £#fco 
'H-NMR (CDCI3) 

5 : 1.06(t, J=7.2Hz, 3H), l.85-1.95(m, 2H), 2.91(t, J=7.2Hz, 2H), 6.77(ddd, J-9.6, 9.6, 
2.4Hz, 1H), 6.91(ddd, J=8.8, 8.8, 2.4Hz, 1H), 7.19(dd, J=9.2, 2.0Hz, 1H), 7.23-7.48(m, 
16H), 7.59-7.64(m, 2H), 8.30(s; 1H), 8.97(brs, 1H) 

mm 4 2 9 
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F 



6- T3- (2, 4-V~?)V*U7^-)V) - 1 - HJ ?)V- 1 H- 4 - bf y'/U 
JH -3- (5-i?7JM-d*5^- [1.2. 41 ^ij-v7'/-;P-3-^^) 

—tsyy [i. 2 -ai eu^> 

1. 2-^h^>X^>S*jBlfcffiVsTlli6ffi|2 9i:TO©S«*ff^ 3- (2, 
4-y7MD7xZjW -l-h'J^-lH-4-tf7V/U;i/#0>g| (SB 
0111 7 2ft£fe) 4 4 4mgt6-7D ; E-3- ( 5 -i?:7;i/:frP*3Ml/- [1, 

2, 4] Hr*W7V-)V-Z-'UV) <i$?V [1, 2 -a] t?U^> (S£#J 
2 6 Hfe'&flW 1 0 Omgi^&iBft^Hll 0 5mg (JHSHflO 
'H-NMR(CDCl3) 

5 : 6.78(ddd, J=9.6, 9.6, 2.4Hz, 1H), 6.86(t, J=52.0Hz, 1H), 6.92(ddd, J=8.4, 8.4, 2.4Hz, 
1H), 7.14-7.50(m, 17H),7.62(s, 1H), 7.66(d, J=9.6Hz, 1H), 8.37(s, 1H), 8.90(brs, 1H) 

^5S^J4 3 0 



3- (S-zSyfrlrUtJ-A- [1. 2, 4] -t^V7 s J-)V-Z-^ )V) -6 
- [3- (2-7MD7x^) -l-h'Jf;i/-lH-4-tf7'/ l J^] — f 
5^/ [1. 2- a] fc°'Jy> 

1, 2-v^h^^X^>^^{Cffl^T«0iJ2 $ £mn<DBL&*'iT\,\ 3-(2 

-7MD7i-;w - 1 - hj^)!/- i f/-4-fcf^yu;u#o>m 

(SiSW 1 9 7 ft^ft) 5 4 4mgt6-7D ; E-3- (5-v7Mo^f Jl/- 
[1. 2, 4] **W7*/-)V-3-'(M <m? s / [1. 2-a]hfU^XS 
£00 2 6 1 4fc£$)) 1 5 6 m g A^SHft'&tt 1 3 2 m g (StfiBtt) £f#fc„ 




'3 
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'H-NMR (CDCI3) 

6 : 6.85(t, J=52.0Hz, 1H), 6.98-7.05(m, 1H), 7.15-7.22(m, 1H), 7.23-7.44(m, 17H), 
7.49(ddd, J=7.2, 7.2, 1.6Hz, 1H), 7.61(s, 1H), 7.64(d, J=9.2Hz, 1H), 8.36(s, 1H), 8.92(brs, 
1H) 

mmm4 3 1 



6- [3- (2. 6-y7MD7i3) - 1 - HJ ±Jtz 1 H- 4 - V^VV 
M - 3- (5-^7;^n/^~ [1. 2. 4] ^»$?7r/-;p-3— f JW) 

— f syy [1. 2- ai tfu^> 

1, 2-v^h^vX^>^^{CfflViT^»2 9tTO©HiS^ffV^ 3- (2, 

I2 11M) 440mgt6-m-3- (5 -*?7)V*U*?)V- [1, 

2, 4] ^it^7^-^-3— OD [1, 2 -a] hf<Jy> (Slififfl 
2 6 Hfci£#l) 1 1 9mgfre>^Ste£^l 0 5mg (M&@#0 

'H-NMR (CDCI3) 

8 : 6.86(t, J=52.0Hz, 1H), 6.90-7.00(m, 2H), 7.21-7.46(m, 17H), 7.65(d, J=9.2Hz, 1H), 
7.68(s, 1H), 8.34(s, 1H), 8.92(brs, 1H) 

«^J4 3 2 



3- (5-^>5^- [1, 2. 41 Wv7'/-;i/-3- f;i/) -6- [3- 
(2, e-v^^^P^Jc-^) -l-h'J^-l//-4-tf^7UJl/] ~-f 5 
W [1. 2- a] h°Uv> 





566 



WO 02/088107 



PCT/JP02/04156 



l, 2-i?*h*isjL9>*®M\zm^TmffiW2 9 tmmcDfcj&zm^ 3- (2, 

§-V7)V3rU73.-)\,) -l-h^^)V-lH-4-^y^^)Mu>m. (S3i£ 
M2 1lik&m 1 6 4mgt 6-^0^-3- (S-t>z?)l>- [1, 2, 4] 
**W7V-)V-3--()l>) -YS^/ [1, 2 -a] t?'J^> 6 6<b 

5 5mg^£tl^b£%6 5mg (^7^777.) 
•H-NMRCCDClj) 

5 : 4.28(s, 2H), 6.85-6.95(m, 2H), 7.19-7.45(m, 22H), 7.59(d, J=9.2Hz, 1H), 7.65(s, 1H), 
8.28(d, J= 1.2Hz, 1H), 8.96(brs, 1H) 

HiS^J4 3 3 



— ;i — 3 — < JUl -6- C3- (2. Q--jy)V^uy^)V) - 1 - hu^- 

li/-4-bf7^'JJl/] — f5^7 [1. 2- a] g'JS?> 

i, 2-5?*v**sx.9y*mm\zm^Tnffim2$tm&<DU.m*m^ 3- (2,. 
6-i?7Mo7x^w - i-hU5 l ;w-ii/-4-fcr^\/u;^o>^ mm 

H2 1Hfr&tt) 2 6 0mgt6-7nt-3- [5- (3, 3, 3-hU7;W* 
D^DW - [1. 2, 4] ir*W7 V -)],-% -4 M —IS.?*/ [1, 2 
-a] tf'Ji» (§35i0tJ2 6 7fb£tt) 8 0mg*^«^|8 3mg 

'H-NMR(CDC1 3 ) 

6 : 2.68-2.82(m, 2H), 3.16-3.27(m, 2H), 6.88-6.97(m, 2H), 7.21-7.43(m, 17H), 7.62(dd, 
J=9.2, 0.8Hz, 1H), 7.66(s, 1H), 8.27(d, J=1.2Hz, 1H), 8.92-8.95(m, 1H) 

HJ£#J4 3 4 




3- [5- (3. 3. 3-hVy)V-*UZfu\Z)V) - [1, 2, 4] t^i?7V 
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CPh 3 



3- (5- 9 s9u7uV)V- [1. 2, 4] **W7V-)V-3-'(M -6- 
F3- (2, 5-^7Mn7ir^) -l-h'J^;i/-lH-4-hf7yj;i/l 
zJLS^/ [1. 2- a] fcf'Jv> 

1, 2-^h^yX^>*^fcfflViT^»J2 9 fcH*CD»6*ff 3- (2, 
5-i?7MD7xZJV) - l-hU^-lif-4-lf^/'J (£[& 
«2 15fll^*) 15 3mgi6-7*P ; E-3- (5 -*/>? U~ju tf;|/- [1, 2, 

4] 3 -^r;w -f^^v [i, 2 -a] trus» (M25 

'H-NMR (CDQj) 

8 : 1.22-1.34(m, 4H), 2.20-2.28(m, 1H), 6.90-7.04(m, 2H), 7.12-7.50(m, 17H), 7.59(s, 1H), 
7.61(d, J=9.2Hz, 1H), 8.26(s, 1H), 8.96(brs, 1H) 



»J4 3 5 



6- [3- (2, 6-^7Mn7i^V) - l-h'J^;i/-l//-4-br^^'J 
;M -3- (2-tf'J^-;U) -f5^/ [1, 2- a] fcf'Jy> 
§S!j£0iJ2 6 9T#e>n*:6- [3- (2, 6-^7^0 7i-JW 
;W-lH-4-lf^/'j;H -3-3-K-ra^/ [l, 2- a] fc?Uv>3 0 0 
mg, 2- (hU-n-^^^-JU) tfU^> 1 8 3mg<£^^J2 1 tmM 

'H-NMR (CDCy 
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5 : 6.85-6.95(111, 2H), 6.97(dd, J=9.2, 1.6Hz, 1H), 7.05-7.12(m, 1H), 7.16(dd, J=9.2, 1.6Hz, 
1H), 7.19-7.80(m, 18H), 7.91(s, 1H), 8.06(s, 1H), 8.39(d, J=4.4Hz, 1H), 9.78(brs, 1H) 



i»J4 3 6 




6- [3- (2, 6-^7MP7x^V) - 1 - HJ5\fr- 1 ff- 4 -fcf^/'J 
Jl/] -3- (4-7MD7i^) ±5^/ [1. 2 -a] h°U^> 
IilM2 6 9mnfc6- [3- (2, 6-5>7;M-a7x=;W -l-hDf 1 
)V-lH-±-¥yW)V\ -3-3— [1, 2-a] HUy>3 0 0 
mg, 4-7M07i-MD>i7 6mg 9 ira«CD*ttT?l«ifc 1 , 

'H-NMR (CDClj) 

5 : 6.86-6.96(m, 2H), 7.02-7.20(m, 5H), 7.20-7.44(m, 16H), 7.50-7.64(m, 3H), 7.93(brs, 
1H) 



H»4 3 7 




6- f3- (2-7;i/^a7xXJU) -l-h'J^-l//-4-h!7\/'J;i/1 - 

3- (5— ryynbf;p- ci. 2, 4] ^^7'/-^- 3— f;io --rsy 

V n, 2 -a] b!US?> 

-7M07I-W - 1 - h u^- 1 ff- 4 - H^yj >» (satm 
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9 7{t&tl) 3 4 8mgt6-^P ; E-3- (5—^ VfU\d)V— [1, 2, 4] 
**W7V-fr-3—{)V) [1, 2 -a] tf'J^> («je«2 5 9{b 

£4fe) 1 1 9mgft>&MHb&4fe2 0 3mg (ife7 ; E^77X) £#7c. 
'H-NMR(CDC1 3 ) 

5: 1.45(d, J=6.8Hz, 3H), 3.23-3.32(ro, 1H), 6.96-7.03(m, 1H), 7.11-7.20(m, 1H), 7.24- 
7.42(111, 16H), 7.47(ddd, J=7.2, 7.2, 1.6Hz, 1H), 7.56-7.63(m, 2H), 8.30(s, 1H), 9.00(brs, 
1H) 

H»J4 3 8 



3- (4-7JPtD7i^) -6- [3- {2-7)V*U7x.-)\,) - 1 - h U 

1H- 4 -\£?*S ri. 2 -a] tfU_2> 

$i»J2 7 lt#enfc6- [3- (2-7MD7iZjW - 1 - MJ 3^1/- 1 
H-4-K5 % /U;W -3-3-H-T5^/ [1. 2- a] tf'J^>2 0 0mg, 

4- 7M07i-MD>i2 6 lmg&ldfiW9fcra«fl!)*ST»JSEfcl. 2 
-5?*h*S/X*>&fflVvCjRj£;£ii\ Mfc&fel 5 Omg*«ftlSfti:l/T# 

'H-NMR(CDC1 3 ) 

5 : 6.97-7.16(m, 6H), 7.17-7.48(m, 18H), 7.56-7.62(m, 3H), 7.91(brs, 1H) 
«^J4 3 9 





.CI 



CPh 3 
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6- 13- (4-^DP7x^) — 1 — h'J ^JU— 1 H— 4 — { )V] 

-3-*TV-)V-2-'()l-' [1. 2-a] fcf'J^> 
HJ6092 9 tmmvRj&iz&t)* 2- (6-^*n^e-T5^/ [1, 2-a] 
>-3— fJW -1, 3-f7';-;KKW5 7ft^|(|) 50mgt3- (4- 
^DD7i-JW -l-h»J^-lH-4-K7l/U;P#n>tt («JB092 8<t 

1 4 8mg^64Sift^«|l 1 lmg^tMItlTifc, 
■H-NMRCCDClj) 

5 : 7.19(dd, J=9.2, 1.4Hz, 1H), 7.22-7.28(m, 10H), 7.33-7.38(m, 8H), 7.42-7.47(m, 2H), 
7.51 (s, 1H) , 7.60-7.64(m, 1H), 7.75 (d. J=3.2Hz, 1H) , 8.1 1 (s, 1H) , 9.57 (br, 1H) 

gg%0|4 4O 




5- C4- (3-^7^-2-^^$^; LL 2-al tf'J^>-6- 
-Ol/) - l-h'JfJV-lH-H7^-3--f^] -tt73i>-2-1]M 

mmm2 9tmu<DRfo\z&r), 2- (6-70^$^/ u, 2-a] tru^ 

>-3— -1, 3-f7y-JKfiM5 7^||) 50mgt3- (5- 

^>7/-2-^x-;u) - i-hij^;i/-i//-4-tr^vu;u^a>m (susm 

1 1 1 0 7mg*S*«b£ttl 0 lrag^iMitl/Tifc. 

'H-NMR(CDCl3) 

6 : 7.03(d, J=4.0Hz, 1H), 7.20-7.27(m, 6H), 7.28(d, J=3.2Hz, 1H), 7.33-7.38(m, 10H), 
7.40(d, J=4.0Hz, 1H), 7.48(s, 1H), 7.72(d, J=8.8Hz, 1H), 7.80(d, J=3.2Hz, 1H), 8.16(brs, 
lH),9.70(brs, 1H) 

HJ60H4 1 
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6- 13- T5- (lH-rh^J-fr-S-fM -^7x>-2--fJl/1 - 
5- [4- ( 3 -?7V-)V- 2 —UV-^^¥V [1, 2 -a] KU5»-6- 

-r;i/) - i-h»J5 1 ;u-iH-tf7 > /-;P-3-'f;n -ft7i>-2-^M 

(H»«4 40-fb^tt)' 1 0 Omg&iV. W-v*3^#;kk75 F3m 

SSMftirFl 0 Ot:{CTl mmntWlsTz. 7v*b?-hD*A2 4mgtmt7> 
€-9Al 9mg£iiiUU S6fc2 4NfW«*#bfc. tK^JDAT^Hx^UCT 

T, @IM6 0mg (M6@#0 
'H-NMR (CDd 3 ) 

6 : 7.05(d, J=3.6Hz, 1H), 7.13-7.24(m, 6H), 7.34-7.44(m, 10H), 7.48(dd, J=9.2, 1.8Hz, 1H), 
7.66-7.70(m, 2H), 7.76(dd, J=9.2, 0.8Hz, 1H), 7.81(d, J=3.6Hz, 1H), 8.32(s, 1H), 9.64(dd, 
J=1.8, 0.8Hz, 1H) 



»J4 4 2 




5- {4- [3- (1, 3-^7^-^-2-^;!/) dAlll Lb 2 - a] bfU 
>?>-6— TJl/] -1-KU^;U-1 J/-3-^h°^\/'JJi/} -2-^7x>^Jl^ 

5- [4- (4, 4, 5, 5-fh7^^-l, 3, 2 - v>:fr*1t#D 5 2 
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^^;pxxx;i/ (M&wi 1 7{t&m i. 6 g> 2- [i, 

2-a] tfU 3 — T^) -1, 3-?7\f-)V (fijfi^95 7^«) 0. 6 
g, 'J 68g, rh7^ (h'j7i^M^7^» /1^>> 

•7A0. 12g, N, N-i?*7)l*)VA7S. K3 0mLS:^^H^T8 5"CT 

2. 5CT«bfc. 5/>j*y;w^n^h ('sw>/iwix5 t ;p) 

'H-NMR (CDC1 3 ) 

<5 : 3.83(8, 3H), 7.05(d, J=3.6Hz, 1H), 7.22-7.28(m, 7H), 7.31(dd, J-9.1, 1.7Hz, 1H), 7.33- 
7.40(m, 9H), 7.45(s, 1H), 7.59(d, J=4.0Hz, 1H), 7.69(dd, J-9.1, 1.0Hz, 1H), 7.79(d, 
J=3.6Hz, 1H), 8.15(s, 1H), 9.67(dd, J=1.7, 1.0Hz, 1H) 




5- {4- [3- (1, 3-*7*/-)V-2-<<)V) [1. 2-a] bTU 

-l-hU5MP-lH-3-tf5>/U;U -2-ft7i>^Jl/ 

Htt«4 4 2Tf#Snfc 5- {4- [3- (1, 3 -?7 S /-)V- 2 — f;W -f 

[i, 2-a] t?us»-6— r/w - 1 - hj^;u- i 

16g, X^y-;W3 0mL, tKI 5mL*8 5*CT5B#P B 1Mbfc. *#T, tK, 
1 Ntt»**tt*JPAT+fDUfcftfc»ttX^;WfcT«iaiU, #*5SJi£$§zKBfc^ 
HJ-7AT?$£»Lfc. e»*0*aScU «$»LT«»1. 08g^fi 

'H-NMR (DMSO-dj) 

a : 7.05(d, J=4.0Hz, 1H), 7.15-7 .20(m, 6H), 7.34-7.43(m, 9H), 7.45(dd, J=9.2, 1.7Hz, 
1H), 7.51(d, J=4.0Hz, 1H), 7.70(d, J=3.4Hz, 1H), 7.72(s, 1H), 7.76(d, J=9.2Hz, 1H), 7.82(d, 
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J=3.4Hz, 1H), 8.31(s, 1H), 9.60(dd, J=1.7, 1.0Hz, 1H) 




CPh 3 



5- [4- (3-^7^-^-2— f^—Y^W [1, 2-al fcf'J^>-6- 

-ov) -l - j/-bf7y-;p-3— nv] -ft7x>-2-^;^ 

5- {4- [3- (1, Z-^7'/-)V-2—i)V) ^5^7 [1, 2-al fcTU 

(*tt«443^tt) 10 0mg$fh7bKD77>4mL^ 
#THJX3VW73>6 6 ML, -f y7*WnD7^;^-h2 5tf LfcSBfcSt 
STF, 3 0^P B 1Jg#Lfc^ S^jWHTSX). 7 9mL§lin*T£fiTr3l$|ffl8l 

^SSL-r, ^i^«l2 9mg (&&@#) Sfcfc. 
'H-NMR (CDClj) 

(5 : 3.12(s, 6H), 6.98(d, J=4.0Hz, 1H), 7.l6(d, J=4.0Hz, 1H), 7.22-7 .27(m, 7H), 7.33- 
7.37(m, 10H), 7.44(s, 1H), 7.71(d, J=9.6Hz, 1H), 7.83(d, J=3.2Hz, 1H), 8.14(s, 1H), 
9.68(brs,lH) 

HJ£0iJ4 4 5 



^;i/fr'j>-4— ow- {5- [4- ( 3 ~^y/-)V- 2 — r;u — r $ *V 




'3 
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ri. 2-ai bfUv>-6— n\>) - 1 - h u^;i/- 1 h- if ^/-ju- 3 — r 
ik] -ft7x>-2--fjn **y> 

^««4 4 4t^«©JttT, 5- {4- [3- (1, 3 -?7'/-)V- 2 --f 
-f^/Cl, 2-a] tfU>^>— 6 — - l- hU^JU-lH-S-tf^y 
U/W -2-5 1 t7x>i3M>a8 (HJ60iJ4 4 3ft;£^) lOOmgtmU 
>0. 1 4mL*6ilfl5^(|4 7mgS#fc. 
'H-NMR (CDC1 3 ) 

6 : 3.63-3.73(m, 8H), 6.98(d, J=3.8Hz, 1H), 7.10(d, J=3.8Hz, 1H), 7.22-7.27(m, 7H), 7.30- 
7.37(m, 10H), 7.44(s, 1H), 7.66-7.70(m, 1H), 7.82(d, J=3.2Hz, 1H), 8.14(s, 1H), 9.67(dd, 
J=1.8, 1.0Hz, 1H) 



CPh 3 

tf P U 1 — {5- [4- (3 -*7*/-)V- 2 ( )l— 

HSSM4 4 4tIH#©77feT, 5- {4- [3- (1, 3 -^T'/-)V- 2 ;W 

-fs^y [i. 2-a] tf'j^>-6— r;w -l-hu^-iH-a-^ 1 / 

U;H - 2 -ft7x>*M>i (£Jfi0!l4 4 3fc#*0 1 0 Omgttfd'Jv* 
>0. 6 6mL!5^«^i4 6rag$ifc. 
'H-NMR (CDC1 3 ) 

5 : 1.83-2.00(m, 4H), 3.59-3.70(m, 4H), 7.01(d, J=4.0Hz, 1H), 7.23-7.28(m, 8H), 7.30- 
7.38(m, 10H), 7.44(s, 1H), 7.67(dd, J=8.8, 0.9Hz, 1H), 7.81(d, J=3.2Hz, 1H), 8.14(s, 1H), 
9.66(dd,J=2.0, 0.9Hz, 1H) 
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MMi 4 4 7 




CPh 3 



5- [4- (3 — ^71/— Jl/- 2 — f 5^1/ [1. 2-al H'Jy>-6- 

12k) - i-m^;p-iH-tf^i/-;^-3— on -ft7x>-2-jbj^ 

MMM4 4 4tMU<D-%m\Z&V). 5- {4- [3- (1, 3-^7^-^-2- 
-i)V) [1, 2-a] tf'J^>- 6 - 1 - h U 3^- 1 f/~ 3 - 

tf^/'JJM -2-^7x>*M>i (M0O4 4 3fl^0 lOOmgty 
^P^>^;U7S>0. 7 8mLfr£^©fb£tl7 Omg^ifc, 
'H-NMR (CDC1 3 ) 

6 : 1.37-1.48(111, 2H), 1.59-1.72(m, 4H), 2.00-2.09(m, 2H), 4.25-4.38(m, 1H), 6.98(d, 
J=4.0Hz, 1H), 7.24-7.28(m, 7H), 7.30(d, J=4.0Hz, 1H), 7.33-7.38(m, 10H), 7.45(s, 1H), 
7.68(dd, J=9.2, 1.1Hz, 1H), 7.81(d, J=3.6Hz, 1H), 8.14(s, 1H), 9.67(dd, J=1.8, 1.1Hz, 1H) 

HS60J4 4 8 



3- (3-7JkfrCl-4-^ mr->7x-;i/) -6- [3- (4-7MD7iZ 

;w) -i-hU^;i/-iH-4-tf^\/u;p] -fsyy [i, 2 -a] tfUi^ 

^M3£lll1£©7J&fcJ;0, 6- [3- (4-7MD7x~Jl/) -1-HJ3 1 

;i/-iH-4-tr^\/u;n -a-a-Ms^y [1, 2-a] (Stifi 

0J3 9ft£$l) 1 6 lmgt3-7Ma-4-^ h+y7x^D>l5 3m 
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'H-NMR(CDC1 3 ) 

6 : 3.95 (s, 3H), 6.92-7.06 (m, 5H), 7.11 (dd, J=9.2, 1.6Hz, 1H), 7.21-7.26 (m, 6H), 7.31- 
7.35 (m, 9H), 7.44 (s, 1H), 7.44-7.48 (m, 2H), 7.58 (dd, J=9.2, 0.8Hz, 1H), 7.59 (s, 1H), 
7.99 (d,J=1.6, 0.8Hz, 1H) 

Hifi^J4 4 9 



5- (6- [3- (4-7)V*U7x.-)\>) -l-HJ5MW-l.ff-4-b?^7U 

S-ya^E-l— f >J&> £> T. Ishiyama et al., J. Org. Chem., 60, 7508 (1995) © 

#&«oTll$!Lfc4- (4, 4, 5, 5-fh7^^-l, 3, 2-3?** 
tf#D7>-2— f;P) -1— f>^;>84mgt6- [3- (4-7M07 
x~;U) -l-hU^lz-l H-4-tT5»yU;W -3-H-K-f5^/ [1, 2 
-a] KU5» (MM 3 9fc£«) Attftll 0^n«O^t:J;DllflS 
^*11 lmg$7^Jl/Atbt#fc a 
'H-NMR(CDC1 3 ) 

5 : 2.72-2.76(m, 2H), 3.06-3.11 (m, 2H), 7.03-7.08 (m, 2H), 7.19 (dd, J=9.2, 1.6Hz, 1H), 
7.21-7.25 (m, 6H), 7.31-7.36 (m, 11H), 7.45(s,lH), 7.48-7.53 (m, 2H), 7.65 (dd, J=9.2, 
1.2Hz, 1H), 7.75 (d, J=7.2Hz, 1H), 7.77(s, 1H), 8.17 (dd, J=1.6, 1.2Hz, 1H) 

$%0J4 5 0 




F. 
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5- (6- 13- [4- (Ji±Jk2Ji£^=M 7x-Jl/] - 1 - HJ5Sfr- 1 H- 
4-¥yVVM l^jVJX, 2 -a] tfU$>>-3 — Ok) ZL±=d>£Z> 
4- (4, 4, 5, 5-fh7^V-l, 3, 2 -^^r^P^>- 2 —fJl/) 
-lH>^>68mgt3-3-F-6- {3- [4- (*3^l/7Jl^-;i/) 

7x~ji/] - i-hU5 L ;i/-i//-4-e^yu;w -fs^y [i, 2 -a] tru 

>>> (S»J4 3^^l) 1 4 lmg^e., H»l 0 tlWl^OD^JCiDg^b 
£t) 4 5 m g £&fci|gil £ LTllfc. 
'H-NMR (CDCI3) 

(5 : 2.72-2.77(m, 2H), 3.03(s, 3H), 3.08-3.13 (m, 2H), 7.15 (dd, J=9.2, 1.6Hz, 1H), 7.20- 
7.25 (m, 6H), 7.33-7.38 (m, 9H), 7.41-7.45(m, 2H), 7.47(s,lH), 7.67(dd, J=9.2, 1.2Hz, 1H), 
7.73-7.77 (m, 2H), 7.80(s,lH), 7.80 (d, J=8.4Hz, 1H), 7.86-7.90(m, 2H), 8.23 (dd, J-l.fi, 
1.2Hz, 1H) 



5 1 




2- (6- (3- [4- (^^1/x;ut|n-;p) 7x~;i/] - i - h u^;u- i h- 
4-tf7 > /u;i/} ia^vLLL, 2 -a] u 3 — r^) -1. 3 -^>v 

»m 1 £BI8®EJfcfcJ:D, 3-3-K-6- {3- [4- (;WP>UW*:z 

;w 7x-;H - i-hU5 1 ;i/-i/f-4-tf7i/'j;w -ys^/ [1, 2 -a] 



578 



WO 02/088107 



PCT/JP02/04156 



truv> mmw4 3fc&m i4img<h2- (i, i, i-hj7^;m^- 
)V> -i, 3-^>v^xy-;n o %m&frt>mfc&mG lmg^i^st 

'H-NMR (CDCI3) 

<5 : 2.85(s, 3H), 7.25-7.42(m, 17H), 7.46-7.51(m, 1H), 7.60(s,lH), 7.70(dd, J=9.2, 0.8Hz, 
1H), 7.75-7.79(m, 3H), 7.83-7.89(m, 3H), 8.24(s, 1H), 9.87(dd, J=1.6, 1.2Hz, 1H) 

HSS^J4 5 2 



4- [(5- {6- [3- (4-7Jl/^P7x-;W) - 1 - h 1 H- 4 - 

li^«©S«fc«kO, 6- [3- (4-7MQ7i-JW -l-h'J 
Jf-4-fcf5*/U;W -3-3-hW5^'/ [1. 2- a] t'Jy> (St 

JSW3 9-(fc£#j) 161mgt4- [5- (1, 1, l-hVttH'Zf—M ~ 

2 -5"X-;i/] X;V7 7-JW 7* >- h U (ttjfi«|2 9 6flS^*) 2 9 2mg 

*»6SS^*3 1 2mg*1lfi7^«*tbT#fc. 

'H-NMR(CDCl3) 

5 : 1.99(quint, J=7.2Hz, 2H), 2.55(t, J=7.2Hz, 2H), 2.93(t, J=7.2Hz, 2H), 6.81 (d, J=3.6Hz, 
1H), 6.99-7.06(m, 2H), 7.09(d, J=3.6Hz, 1H), 7.15(dd, J=9.2, 1.6Hz, 1H), 7.22-7.26(m, 6H), 
7.32-7.37(m, 9H), 7.45-7.50(m, 3H), 7.59(dd, J=9.2, 1.2Hz, 1H), 7.71(s, 1H), 8.17(dd, 
J=1.6, 1.2Hz, 1H) 




;iS0i]4 5 3 
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IC 




4- r (5- (6- [3- j4jz2JMB2^=M -l-hU^-lH-4- 

Vy±L!lM-dA£l LL 2- a] kus?>-3— f;M -2-^x-;i/) tjp 

HJ6093 1 fcWI«IO*ifefcJ:D» 5 2Tf#£>nfc4- [ (5- {6- [3 

- (4-7MP7x-;W -l-h'J^;P-lJf-4-K9»/U;W-f $^»/Cl. 
2 -a] t?U3^>-3 — OW -2 Z)V7t-)V] 79>—bV)V3 

1 0mgWV>5 5 8mgmi/T, Mfcd-ti^ 8 7mg£7-f 

»H-NMR (CDCIj) 

<5 : 2.24(quint, J=7.2Hz, 2H), 2.65(t, J=7.2Hz, 2H), 3.35-3.40(m, 2H), 6.96(d, J=4.0Hz, 1H), 
7.03-7.09(m, 2H), 7.22-7.28(m, 7H), 7.33-7.38(m, 9H), 7.45-7.50(m, 2H), 7.51(s, 1H), 
7.65(d, J=4.0Hz, 1H), 7.65(dd, J=9.2, 1.2Hz, 1H), 7.85(s, 1H), 8.17(dd, J- 1.6, 1.2Hz, 1H) 

5 4 



4- (6- {6- [3- U-7)\sjrU73.-)V) -.1- h'J^;i/-l//-4-tf 

£MM9 4tmm<Djjmz&r). 6- [3- (4-7MD7i^) — 1 — h U 
?)V-lH-4-\Z7*/VM -3- (1. 1. l-h>jy?\N/**z:;iO 
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2-a] tT'J5?> («JS«2 9 4^«) 150mgt4- (6-3-K 
-1. 3-«>V9-7*/-)V-2-'(M 79>-Y*))V (K&01 2 9 7 
6 4mgi6^gii^l 0 9mg^ifi^ItbT#fc. 

'H-NMR (CDCy 

<5 : 2.32(quint, J=7.2Hz, 2H), 2.59(t, J=7.2Hz, 2H), 3.3 l(t, J=7.2Hz, 2H), 7.02-7.09(m, 2H), 
7.16(dd, J=9.2, 1.6Hz, 1H), 7.20-7.24(m, 6H), 7.30-7.35(m, 9H), 7.38(dd, J=8.4, 2.0Hz, 
1H), 7.44(s, 1H), 7.46-7.52(m, 2H), 7.63(dd, J=9.2, 1.2Hz, 1H), 7.71(s, 1H), 7.73(d, 
J=2.0Hz, lH),7.95(d,J=8.4Hz, 1H), 8.10(dd, J=1.6,0.8Hz, 1H) 

«0J4 5 5 



(4S) -4- (6- {6- [3- (4-y)i^ny^=L)V) -i-hU9Sfr-i 

//-4-bf7'/'J^] £M CI. 2-a] E'J3?>-3-*f;H -1. 3-^ 
^16«9 4tH*O*flsK:J;0» 6- [3- (4-7KP7I-JW - 1 — h U 

9-)V-ih-4-\Z5VVM -3- (l, l. i - Mj:/3\>ka^;w -fsy 

V [1, 2-a] tTUs;> (§B6«2 9 4fc£tt) 1 2 lmgt (4S) -4-h 
HD+5/-4- (6-3— H- 1. 3-^>V^7V~)V-2-^(M 7$>>-h 
U )V (ftjfiftl 3 0 0 <b^») 4 5mg* &Mfc&4fe 6 5 m g £*!£:7 ^ JUA t b 

'H-NMR (CDClj) 

5 : 2.24-2.32(m, 1H), 2.41-2.50(m, 1H), 2.56-2.65(m, 1H), 2.68-2.77(m, 1H), 3.77-3.85(m, 
1H), 5.24-5.30(m, 1H), 7.02-7.08(m, 2H), 7.17(dd, J=9.2, 1.6Hz, 1H), 7.19-7.24(m, 6H), 
7.30-7.35(m, 9H), 7.39(dd, J=8.8, 1.6Hz, 1H), 7.45(s, 1H), 7.46-7.51(m, 2H), 7.64(dd, 
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J=9.2, 0.8Hz, 1H), 7.70(s, 1H), 7.78(d, J=1.2Hz, 1H), 7.96(d, J=8.8Hz, 1H), 8.09(dd, J=1.6, 
0.8Hz, 1H) 

HSfi«SJ4 5 6 



ATI - (4-^^-1. 3-^7r/-JW-2— QW) -4- [6- (1-HJ3=- 
lrt-4-tf^/UJU) [1. 2- a] b!Ui?>-3~ fjH ^>7T 

nffim2 9tmm<DRfo\z&iQ, ni- 3-^7^-^-2- 

-f/W -4- (e-^a^-r^^/ [1, 2 -a] h°U> ? >-3— r;W ^>X7 
5H («jt«3 0 5^«) 3 8mgtl-h'J^;i/-lH-4-lf^V f U;^n 
>»7 1mg*6, «H^«4 5mg*9JHfijgfttbT#fc. 
■H-NMRCCDClj) 

5 : 2.38(d, J=0.8Hz, 3H), 6.61(d, J=0.8Hz, 1H), 7.17-7.22(m, 6H), 7.29-7 .37(m, 10H), 
7.62(d, J=0.8Hz, 1H), 7.67(dd, J=9.6, 1.2Hz, 1H), 7.73-7.77(m, 2H), 7.78(s, 1H), 7.88(d, 
J=0.8Hz, 1H), 8.07-8.1 l(m, 2H), 8.43(m, 1H) 

mmu5 7 



7V1- [5- (^JK^/fc-jU) -1. 3, 4-f7y7y-JV-2--f;V] - 





0 
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4- [6- (1- HJ^Jl/- lj/-4-tf7';U;i/) 2-a] tf'J 

9 tR^CDS^fcJ;D, ATI- [5- (pWk*^*:^) -1, 3, 4 
-^7>>7V-;W-2— f;W -4- (6-^0^5^/ [1, 2-a] t£US> 
>-3 — <)V) ^>X75 K («jft0J3O7fc£«W 7 2mgtl-h'J^-l 
//-4-t?^/U;l^n>&7 4mg^5> Mfc&tt5 Omg^Mtmi 

■H-NMR(CDCl3) 

6 : 3.43(s, 3H), 7.17-7.22(m, 6H), 7.32-7.37(m, 10H), 7.65(d, J=0.4Hz, 1H), 7.67(dd, J=9.2, 
0.8Hz, 1H), 7.77-7.82(m, 3H), 7.88(d, J=0.8Hz, 1H), 8.24-8.28(m, 2H), 8.47(m, 1H) 



MM 4 5 8 




F 

Nl- (2, 4-z?7)\,-*U73.~)V) -2-^PP-4- [6- (1-HJ^;U 
-lff-4-h°^yU;i/) [1, 2-a] b?U>?>-3— fjH ^>X7 

MM 2 9 £|W|$|or>£l&KckD, 4- T5^/ [1, 2-a] ti'J 

Vy-Z—iM -2-2UU-N- (2, 4-i;7MD7i-;W ^>X75 
H (MM 3 1 1 <fc£tl) 42mgtl-h'J^;U-lif-4-E7yU;^D> 

m 4 2 m g a» eaoa^tt 6 5 m g 

'H-NMR (CDCI3) 

6 : 6.92-7.00(m, 2H), 7.17-7.23(m, 6H), 7.31-7.37(m, 10H), 7.60-7.71(m, 4H), 7.76(s, 1H), 
7.89(d, J=0.8Hz, 1H), 8.00(d, J=8.0Hz, 1H), 8.26-8.30(m, 1H), 8.38(brs, 1H), 8.43-8.51(m, 
1H) 
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«M4 5 9 




Nl - (2, 6-^7MD7x-J|/) -2-£pq-4- [6- (l-HjgSfr 
-l//-4-fcT^/'j;)/) Cl, 2 -a] tfUi?>-3— ^>X7 

9tra*OR«fcJ:D, 4- [1, 2 -a] fcfU 

S?>-3— r;W - 2^nn-iV- (2, 6-y7MD7x-;P) ^>X75 h* 
(8jftfll3 1 2^-&#j) 4 8mgfcl-hU^/l'-lH-4-lf9l/U;i'#n>tt 
4 8 m g j&> &ff]B4b£ttl 5 2 m g Sfcfc. 
'H-NMR (CDC1 3 ) 

6 : 6.90-7.07(m, 2H), 7.17-7.23(m, 6H), 7.29-7.37(m, 10H), 7.58-7.70(m, 5H), 7.74-7.78(m, 
2H), 7.89(d, J=0.8Hz, 1H), 8.02-8.07(m, 1H), 8.37(brs, 1H) 



UtttffH 6 0 




-V3 

A[lz (4-*g=vfr-l. 3 -^7^-^- 2— *fJU) -4- T6- 
-l-HJ^-l H-4-\?5VV)V) [1. 2-a] tf'J> ? >-3- 

HJS«BJ2 9 tmm<DKmz&Q. Nl- U-jWI'-I. 3-?77-;U-2- 
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<i)V> -4- (6-^0^5^/ [1, 2 -a] trU5?>— 3 — OV) 1>X7 
5H i!$mmz 0 3 8mgt3-^?;U-l-hU^-lH-4-fcf 

5 % /U;P#a>» ($3^3 0{t£#D 7 4mg^£>» «^4 1mg$ifi 

'H-NMR (CDC1 3 ) 

5 : 2.37(d, J=0.8Hz, 3H), 2.40(s, 3H), 6.61(d, J=0.8Hz, 1H), 7.17-7.25(m, 7H), 7.30- 
7.35(m, 9H), 7.42(s, 1H), 7.67(dd, J=9.2, 0.8Hz, 1H), 7.73-7.78(m, 2H), 7.80(s, 1H), 8.05- 
9.00(111, 2H), 8.37(m, 1H) 

IWJ4 6 1 



Nl- (4-^nD7i^) -7V1 -*^JU-4- C6- (3 =oj±jk= 1 z h 

U£jk=j jf-4-gy»./u;» n. 2- a] bf'j^>-3— r;i/] - 

H»3i:»(D^tJ;D, ISigtfH 1 T#£nfc 3 -3- K- 6 - (3-*5P 
;U-l-hU3^-lff-4-E^/U;i/) 5^/ [1, 2- a] fcTU5?>l 1 
3mgt4- { [4-^DD (^^JW x;U*~JW 7i^D>t 

302 it&m ioomg^^ mmik&m 4 5 m g <t 

'H-NMR(CDCl3) 

(5 : 2.40(s, 3H), 3.22(s, 3H), 7.09-7.13(m, 2H), 7.18-7.22(tn, 6H), 7.24(dd, J=9.2, 1.6Hz, 
1H), 7.28-7.35(m, 11H), 7.42(s, 1H), 7.67(dd, J=9.2, 1.2Hz, 1H), 7.68(s, 4H), 7.79(s, 1H), 
8.32(dd,J=1.6, 1.2Hz, 1H) 
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H«J4 6 2 




4- ( {5- T6- (3 - *?)V- 1 - hV^fr- I H- 4-\±7VV )V) -f ^ 
V CI, 2-al b?US?>-3-- OH - 2 -fiz JH TJl/^yxJU) 
bijJk 

^JB«2 1 tl^filCDRlSCit), 3-3-H-6- ( 3-^^-1 - hU^W- 
lH-4-¥yW)V) -fS^/ [1. 2- a] t?U^> 4 1 ft^tt) 2 

50mgi:4- [5- (1, 1. l-hU^M^^W -2-^Xx;W 7JU 
7 ? -M >- h U (MM 2 9 6 ffr&tt) 3 2 0 m g &mfc£4fe 2 0 
Omg4tMSibT#fc (H»*«M«E:BI«X5 t ;l'--S?x^x-x;W <> 

'H-NMRCCDClj) 

6: 2.02(quint, J=6.8Hz, 2H), 2.44(s, 3H), 2.56(t, J=6.8Hz, 2H), 2.94(t, J=6.8Hz, 2H), 
7.16(d, J=4.0Hz, 1H), 7.18-7.24(m, 8H), 7.31-7.35(m, 9H), 7.44(s, 1H), 7.63(dd, J=9.2, 0.8 
Hz, 1H), 7.75(s, 1H), 8.40(m, 1H) 



H»J4 6 3 




4- ({5 - C6- (3-*^Jl/-l-h'J^-lJ*-4-E7VUJPW5y 
l/_LL 2-al E»JS?>-3 — Qk3 -2-^XXJUl xjkfeik) y^>- h 

««3 ltH«03firJSK:J:l)» «034 6 2Ti#e»tlfc4- ( {5- [6- (3 

-^^ji/-i-h , j^;u-i//-4-tr^^/u;i/) •I's^y [1. 2- a] tr<jv 
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V > 4 2 4 m g Ifgtffc LT, Mlb^ 1 4 0 m g £*t& 7 J £ LT#fc. 

'H-NMR(CDC1 3 ) 

6 : 2.24(quint, J=7.2Hz, 2H), 2.44(s, 3H), 2.65(t, J=7.2Hz, 2H), 3.35-3.40(m, 2H), 6.96(d, 
J=4.0Hz, 1H), 7.03-7.09(m, 2H), 7.22-7.28(m, 7H), 7.33-7.38(m, 9H), 7.45-7.50(m, 2H), 
7.51(s, 1H), 7.65(d, J=4.0Hz, 1H), 7.65(dd, J=9.2, 1.2Hz, 1H), 7.85(s, 1H), 8.17(dd, J=1.6, 
1.2Hz, 1H) 

H^J4 6 4 



JVl-^^-iVl- (4-^^-1, 3-f7'/-;V-2- jM -4- [6 

- (3-^^-i-h'j^;u-iif-4-hr'7y'j^) nfy n. 2-ai 
si^J4 8T*#e»n^6- {z-*^)v- 1 - hu^jv- 1 //-4-tf^yj;i/) 

-3- (1, 1, l-h'J^^UX^-^) <5^y [1, 2-a]tfUv f >ll 
Omg, ATI-* 9^- /VI- (4-^^-1, 3-^7y-;i/-2— < )V) - 
4-3-H-l-^>-bf>X;U*>75 K (®£i£0!l 3 0 Ub£» 6 Omg, xh 
(h'j7x-^7^f» /^v7A8. 7mg, £*~>1/>#1 1 0*0 

110mg$7^Mtl/T#fc. 
'H-NMR(CDClj) 

6 : 2.28(d, J=1.2Hz, 3H), 2.38(s, 3H), 3.48(s, 3H), 6.55(d, 1.2Hz, 1H), 7.17-7.23(m, 6H), 
7.23(dd, J=9.2, 1.6Hz, 1H), 7.29-7.36(m, 9H), 7.41(s, 1H), 7.66(dd, J=9.2, 1.2Hz, 1H), 
7.68-7.72(m, 2H), 7.77(s, 1H), 7.93-7.97(m, 2H), 8.31(dd, 1-1.6, 1.2Hz, 1H) 
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$ffi0H6 5 




(3R) -1- ( {4- T6- (3-*?-)l-l-hV?)V-lH-4-¥7W 
)l>) dA£J. ri. 2-a] h°U> ? >-3— OH 7i^Vl 7JU3fc-;W) fh? 
kHP-l/f-S-bfP-;!/ 

HiS#J4 6 4<h|WU£l~bT, 6- (3-^^-l-hU^;W-lif-4-tr^\/ 
U;W -3- (1, 1, l-hU^^X^njl/) ^S^V [1, 2-a] tf'J^ 
> (§S»4 8te£$l) HOmgt (3R) -1- [ (4-3-h*7x^) 7. 
)V*-)V\ fb7th'n- l//-3-tfo-;i/ (MiiM3 0 3^W 4 0mgfr 
5., ^^b^7 lmg$7^;i'Ai:bT#fc. 
'H-NMR(CDC1 3 ) 

6 : 1.85-1.94(m, 1H), 1.97-2.07(m, 1H), 2.39(s, 3H), 3.30-3.35(m, 1H), 3.40-3.54(m, 3H), 
4.42-4.48(m, 1H), 7.17-7.22(m, 6H), 7.23(dd, J=9.6, 1.6Hz, 1H), 7.30-7.35(m, 9H), 7.42(s, 
1H), 7.66(dd, J=9.6, 1.2Hz, 1H), 7.72-7.76(m, 2H), 7.77(s, 1H), 7.97-8.01(m, 2H), 8.33(dd, 
J=1.6, 1.2Hz, 1H) 



Hli4 6 6 




4- (6- (6- [3-*^-l-HJ^JU-l J/-4-tf^yjjl/] -f5^'/ 
n. 2-a] fcTU v>— 3 -^f jkj -1. 3-^>V3 1 7\/->>l/-2— OM ;/ 

6 4<h|sH££LT, 6- (S-^^l/-!- hU^- l/f-4-tf^V 
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UJW -3- (1, 1. -l-bVttVZjr-M -TS^/ [1, 2-aJtfUv 
> (g&ffl4 8fc&4fe) llOmg, £4- (6-3-K-l. 3-*>V?7V 

ft 7 7 m g £ LT#fc. 

'H-NMR(CDC1 3 ) 

6 : 2.34(quint. J=7.2Hz, 2H), 2.37(s, 3H), 2.60(t, J=7.2Hz, 2H), 3.33(t, J=7.2Hz, 2H), 7.17- 
7.22(m, 7H), 7.29-7.34(m, 9H), 7.40(s, 1H), 7.65(dd, J=9.2, 0.8Hz, 1H), 7.68(dd, J=8.4, 
2.0Hz, 1H), 7.74(s, 1H), 8.04(dd, J=2.0, 0.4Hz, 1H), 8.11(dd, J=8.4, 0.4Hz, 1H), 8.32(dd, 
J=1.6, 0.8Hz, 1H) 

H»4 6 7 



(4S) -4-bh , D^>-4- (6- [6- (3-*5^-l-HJ5^-l Jf 
-4-tf^/UJl/) d 2-a] fcf'J^>-3— fJl/1 -1. 3-^> 

V^7V-;i/-2-^JM 7^>-HJ^ 

mmm4 6 4tmm\zvx, 6- o-^^-i-Hj^-if/^-tf^v 
u;w -3- (i, i, i-h'J^;i/x^-;i/) -rsyi/ [i, 2-a] trus? 

> (Mfi«flJ4 8fl3^«) 121mgt (4S) -4-tHD^>-4- (6-3- 

K-i. 3-^>y5 L 7\/-;i/-2-'f;p) 7*>=.bVfr (SS^J 3 o ofc£4&) 

4 5mg^^ M<b£<Kl6 5mg^7^;UAi:LT#fco 
•H-NMR (CDCI3) 

5 : 2.24-2.35(m, 1H), 2.37(s, 3H), 2.40-2.52(m, 1H), 2.56-2.66(m, 1H), 2.67-2.78(m, 1H), 
3.88-3.98(m, 1H), 5.23-5.30(m, 1H), 7.16-7.24(m, 7H), 7.28-7.35(m, 9H), 7.40(s, 1H), 
7.64-7.67(m, 1H), 7.69(dd, J=8.4, 2.0Hz, 1H), 7.72(s, 1H), 8.08(d, J=2.0Hz, 1H), 8.12(d, 
J=8.4Hz, lH),8.31(m, 1H) 
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iM4 6 8 




CPh 3 



(5 S) - 5- {6- [6- (3-^Jl/-l-HJ9S>P-lH-4-lf^U;i/) 
-1*5^'/ [1. 2-a] bf'Jv^-3— OH -1. 3 —*>V?7V-)l'- 2 - 
-OH fh7bHD-2-79;> 

*««46 4trattfcbT> 6- (3-^^-l-hU5 L ;U-lH-4-tf^\/ 
U;W -3- (1. 1. l-hVfrjVZf-M -tfS^V [1, 2-a] ti'Jv 
> (»jgW4 8ft;£«) HOmgt (5S) -5- (6-3-H-l, 3-^> 
V?7V-)l'-2-' OV) v-Y7tYu-2-77j> <M!m2 9 8fc£4W 5 
5mg*6, *JSfc£*l 0 0mg«ffil#tlTffc o 
'H-NMRCCDClj) 

(5 : 2.37(s, 3H), 2.68-2.80(m, 3H), 2.84-2.95(m, 1H), 5.88-5.93(m, 1H), 7.15-7.24(m, 7H), 
7.28-7.35(m, 9H), 7.41(s, 1H), 7.66(dd, J=9.2, 1.2Hz, 1H), 7.72(dd, J-8.4, 2.0Hz, 1H), 
7.75(s, 1H), 8.11(dd, J=2.0, 0.4Hz, 1H), 8.16(dd, J=8.4, 0.4Hz, 1H), 8.31(dd, J=1.6, 1.2Hz, 
1H) 

«^J4 6 9 



2-7JW*-P-4- [6- (3-*3^- 1- L!2±jkz= lH-4-¥7VV)l>) 
±$£J_ [1. 2-a] tf' J>?>-3— f;H jc,lgjX^XXf;l/ 
^«m9£E«0:frftfc«fc0, 4- Cl, 2-a] hT'Jv 5 
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3 Ofcfcto) 9 2 1mg*>6, MflJ&ftl. 2 1 g tTWfc. 
'H-NMR (CDCy 

a : 1.44(t, J=7.2Hz, 3H), 2.41(s, 3H), 4.44(q, J=7.2Hz, 2H), 7.18-7.23(m, 6H), 7.24(dd, 
J=9.6, 1.6Hz, 1H), 7.30-7.35(m, 9H), 7.37(dd, J- 11.2, 1.2Hz, 1H), 7.42(s, 1H), 7.44(dd, 
J=8.0, 1.2HZ, 1H), 7.66(dd, J=9.6, 1.2Hz, 1H), 7.79(s, 1H), 8.09(dd, J=8.0, 8.0Hz, 1H), 
8.36(dd,J=1.6, 1.2Hz, 1H) 

HM4 7 0 



2-7;^a— 4- C6- (3-^^;i/-i-hU5 1 ;i/-i/f-4-ti5^'j^) 

rLSjgV [1. 2-a] hf'J^>-3 — TJU] ^J&gjft 

3fe»«4 6 9T?»6nfc2-7;p*P-4- [6- (3 -jWP- 1 - h U^P- 
lH-4-\Zy*/V)V) -f5^/[l. 2- a] tTUS^>- 3 — OW X 
^JUXt^H. 2g*5 i h7kHn77>t>^>'-;KZ)»^»JiK:*j6>U 2 
N*Bfc^hUaMc**4. 5mL£JP*., 5B#TOi^Lfc, 2 NiS^Tf+fnU 

5 £zk8fef£f£& UTTOb^tl 1 . lg^L 

'H-NMR (CDC1 3 -CD 3 0D) 

6 : 2.41(s, 3H), 7.15-7.25(m, 6H), 7.29(dd, J=9.2, 1.6Hz, 1H), 7.32-7.38(m, 9H), 7.38(dd, 
J=11.6, 1.2Hz, 1H), 7.45(dd, J=8.0, 1.2Hz, 1H), 7.45(s, 1H), 7.66(d, J=9.2Hz, 1H), 7.77(s, 
1H), 8.13(dd, J=8.0, 8.0Hz, 1H), 8.37(m, 1H) 

||^J4 7 1 
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2 - a ] tf U 3 — X?)VX7> "r)V 

>- 3 — r;w - 2 -7;^P^msm x^uxt^ (m^J3 o 4<fb£to 

7 2 6mg<fcl-h'J^;W-l Jrf-4-h!7yU;^P>^9 2 lmg^S, 

fl3^*l. 2 1 gJMgtbtffc. 

'H-NMRCCDClj) 

<5: 1.44(t, J=7.4Hz, 3H), 4.44(q, J=7.4Hz, 2H), 7.17-7.23(m, 6H), 7.29-7.39(m, 11H), 
7.44(dd, J=8.0, 1.6Hz, 1H), 7.62(d, J=1.2Hz, 1H), 7.67(dd, J=9.6, 0.8Hz, 1H), 7.77(s, 1H), 
7.88(d, J=1.2Hz, 1H), 8.09(dd, J=8.0, 8.0Hz, 1H), 8.41(dd, J=1.6, 0.8Hz, 1H) 

**60II4 7 2 



2-7J^D-4- [6- (l-m^ 1 Jl/-lH-4-fc!7 > /'JJl/) CI. 
2-a] h!'J^>-3— r;W] 

HJS^J4 7 O^P^^LT, 2-7J^D-4- [6- ( 1 - h U3\H/- 1 H- 4 
-M^J^)V) [1. 2-a] If U S»- 3.— iM £JE§86 X3^!,x 

7fiP WJ4 7 1{^|) 1. '2gJ&>&*JHb£4&l. lg^l«bt 

'H-NMR (CDCI3-CD3OD) 

6 : 7.15-7.25(m, 6H), 7.32-7.40(m, 11H), 7.45(dd, J=8.0, 1.6Hz, 1H), 7.66(d, J=9.2Hz, 1H), 




592 



WO 02/088107 



PCT/JP02/04156 



7.66(s, 1H), 7.74(s, 1H), 7.89(s, 1H), 8.14(dd, J=8.0, 8.0Hz, 1H), 8.44(m, 1H) 

mmm4 7 3 



3 -7;M-n-4- [6- (i-m^;i/-iif-4-tf7i/u;p) <i*w n. 

2 - a] HU^>-3— f;p] } ^tgjg I^XXf;!/ 

3- (1, 1, l-hU^;V7,^^;i/) - 6- 

!/'J;W -fSyy [1, 2-a] t!U> f > (l3ii^J2 9 3ft£«) 4 0 0mg, 3 

-7)V*u-a- { [ (Mj^iW-njWW x 

W7fiH 8 Omg, rh5^h'J7i=/l'*77^ >^53?*7A3 2mg, 
mtV??J*7 lmg, *Hbfg-$31 1 Omg£N, N-^^^;W*;UA75 H 1 
OmLff, 8 0"CT5Wf|IB»#L&. NH'>U*y;P*7AT«f» 
LT, Mib^tt 1 1 4 m g <h bTfcfc. 

'H-NMRCCDCy 

(5 : 1.44(t, J=7.2Hz, 3H), 4.44(q, J=7.2Hz, 2H), 7.15-7.22(m, 6H), 7.31(dd, J=9.2, 1.6Hz, 
1H), 7.31-7.36(m, 9H), 7.60(s, 1H), 7.62(dd, J=7.6, 7.6Hz, 1H), 7.67(dd, J=9.2, 0.8Hz, 1H), 
7.78(s, 1H), 7.85(d, J=0.4Hz, 1H), 7.92(dd, J=10.8, 1.6Hz, 1H), 7.98(dd, J=7.6, 1.6Hz, 1H), 
8.07-8.09(m, 1H) 



3-y)V*n-4- \6- (1- hU^;i/-lH-4-tf^\/'JJV) ULg^l n. 
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2-a] fc!U5»-3->fJH } $M8ft 

$ft094 7 0 tmm\ZVX. 3-?)V*U-4- [6- (l-hU^-lH-4 

-e^/u;w fs^y [i. 2- a] e u> > >-3 — r;w } x^p 

IX^ mm A 7 3flJ^«ft) 1 1 3mg^^ Wm\\&® \ 0 0mg£&fiiS£ 
'H-NMR (CDa 3 -CD 3 OD) 

6 : 7.15-7.24(m, 6H), 7.32-7.40(m, 9H), 7.54(d, J=8.8Hz, 1H), 7.65(dd, J=7.6, 7.6Hz, 1H), 
7.68(s, 1H), 7.83-7.90(m, 3H), 7.97(dd, J=10.4, 1.6Hz, 1H), 8.04(dd, J=7.6, 1.6Hz, 1H), 
8.11-8.14(m, 1H) 

«M4 7 5 



6- [6- (l-HJ^-l//-4-fcf^/'J;t0 -rs^/n, 2-a] fcf'J 

»J4 6 4i«Ut, 3- (l, l, -6- (1 

-hU^-lif-4--tf7l/U;W -f^^/ [1. 2-a] KUS» (fijgft|2 
9 3^tl) 3 7 Omgt 6-^on-3^>^ /f;HXr^8 9mg^6, 
«jS<b^*2 1 9mg$IMiL» 
'H-NMR (CDC1 3 ) 

<5 : 3.99(d, J=0.4Hz, 3H), 7.20-7.30(m, 6H), 7.33-7.40(m, 9H), 7.42(dd, J=9.2, 1.6HZ, 1H), 
7.69(s, 1H), 7.69(d, J=9.2Hz, 1H), 7.80(d, J=8.4Hz, 1H), 8.01(s, 1H), 8.25(d, J=0.8Hz, 1H), 
8.30(ddd, J=8.4, 2.0, 0.4Hz, 1H), 9.22(d, J=2.0Hz, 1H), 10.2(m, 1H) 

H*S«SJ4 7 6 
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6- [6- (l-HJ5\fr-lH-4-tf7»/'JJ» <iS.yV [1. 2- a] fcf'J 

s?>-3-~ r;w] -zi^>& 

HS6^iJ4 7 OtlWUifcLT, 6- [6- ( 1 - h 1 H- 4 - tf^/'J JU) 

<5^V [1, 2 -a] bPJ^>-3—f;i/| -n^M ^fJUXfiP (HJfi 
0J4 7 5fc£tt) 2 1 7mg*6, Mfc£ft2 0 9mg$tfi^ibTifc, 
'H-NMR (CDCI3-CD3OD) 

fi : 7.20-7.27(m, 6H), 7.33-7.39(m, 9H), 7.44(dd, J=9.6, 0.8Hz, 1H), 7.68(d, J=9.6Hz, 1H), 
7.70(s, 1H), 7.80(d, J=8.0Hz, 1H), 8.01(s, 1H), 8.23(s, 1H), 8.33(dd, J=8.0, 2.0Hz, 1H), 
9.24(d, J=2.0Hz, 1H), 10.2(m, 1H) 

«0iJ4 7 7 




ni- (4-^^;i/-i, 3-5 L 7 > y-;i/-2-^r;^) -2-7;m-d-4- F6 

- (l-hU^-lH-4-h°^VU;i/) 1$^/ [1, ,2-a] h°U>>>-3 

2-7;^d-4- [6- (i-h'j^i/-iH- 4-t5 i /u;W -fsyv [1, 

2 -a] tTUv>-3— f;W &MBfc 7 1 7 Omg, 2- 

75 7-4-^^-1, 3-^7^/-;i/3 4. 4mg^> , ;h'J7V-^-l 

-h 1 46mg, HJx3\>U7S>5 0/iLt^DD^^>6mL't''T-» 
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'H-NMRCCDCy 

<5 : 2.41(d, J=1.2Hz, 3H), 6.63(d, J=1.2Hz, 1H), 7.17-7.24(m, 6H), 7.32-7.38(m, 10H), 
7.45(dd, J=12.8, 1.6Hz, 1H), 7.59(dd, J=8.4, 1.6Hz, 1H), 7.63(d, J=0.8Hz, 1H), 7.69(dd, 
J=9.6, 0.4Hz, 1H), 7.82(s, 1H), 7.90(s, 1H), 8.37(dd, J=8.4, 8.4Hz, 1H), 8.44(m, 1H) 

»J4 7 8 



ATI- (5-^^;U-l. 3-f7'/-JV-2-YJP) -2-7;i^P-4- T6 
- (l-h'J^;W-l H-4-\Z5*SV)V) llfV CI, 2-a] tfU^>-3 

WJ4 7 7t«Ut, 7 10mgt2-757-5-^ 

'H-NMR^DClj) 

<5: 2.46(d, J=1.2Hz, 3H), 7.15-7.22(m, 7H), 7.32-7.40(m, 10H), 7.46(dd, J=12.4, 1.6Hz, 
1H), 7.58(dd, J=8.0, 1.6Hz, 1H), 7.66(d, J=0.8Hz, 1H), 7.67(dd, J=9.6, 0.8Hz, 1H), 7.78(s, 
1H), 7.90(d, J=0.8Hz, 1H), 8.28(dd, J=8.0, 8.0Hz, 1H), 8.42(m, 1H) 

HM4 7 9 
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Nl - (1. 3-^7V~)V-2— -2-7)VJrU-4- [6- ( 1 - h U 
?)1-1H- 4 )V) <±^£±L CI. 2- a] M^V>-Z-^)V\ O 
X7* H 

£26094 7 7 fcH*fcl/T, HJfi«»l4 7 2tt,&®l 50mgt2-7$;-l, 3 
l H-NMR(CDCl 3 ) 

(5 : 7.08(d, J=3.6Hz, 1H), 7.17-7.23(m, 6H), 7.32-7.38(m, 10H), 7.46(dd, J=13.2, 1.6Hz, 
1H ), 7.55(d, J=3.6Hz, 1H), 7.60(dd, J=8.0, 1.6Hz, 1H), 7.63(d, J=0.8Hz, 1H), 7.69(dd, 
J=9.2, 0.8Hz, 1H), 7.83(s, 1H), 7.90(d, J=1.2Hz, 1H), 8.38(dd, J=8.0, 8.0Hz, 1H), 8.44(dd, 
J-1.6, 0.8Hz, 1H) 

H2&0J4 8O 




jvi- i. 3-^7 x /-;w-2— f;u) -2-:7;m-p- 

4- [6- (1- HJ^JU-l H-4-V7*JV)\s) d $? y S Cl, 2-a] tf'J 
&K0i4 7 7fcH«fcUT. HJfiM4 7 2ft^«|l 5 Omg £ 2 -75 7 - 4 — > 
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'H-NMR (CDClj) 

6 : 0.82-0.89(m, 2H), 0.89-0.97(m, 2H), 1.96-2.05(m, 1H), 6.59(d, J=0.4Hz, 1H), 7.17- 
7.23(m, 6H), 7.32-7.38(m, 10H), 7.45(dd, J=13.2, 1.6Hz, 1H), 7.59(dd, J=8.0, 1.6Hz, 1H), 
7.63(d, J=0.8Hz, 1H), 7.69(dd, J=9.2, 1.2Hz, 1H), 7.82(s, 1H), 7.90(d, J=0.8Hz, 1H), 
8.36(dd, J=8.0, 8.0Hz, 1H), 8.43(dd, J=1.6, 1.2Hz, 1H) 

^66094 8 1 



ivi- (1. 3-^7rA-;w-2— f;» -3-7;^a-4- C6- d-hu 

HJ60O4 7 7iii©^HJ;^ 3-7;P*o-4- [6- (l-HJ^U-i 
H-4-e^l/UJW -f5^V [1. 2-a] tf U 3 — OU } (H 
*SM4 7 4^^I) 4 Omgt2-7$y-l, 3 -5 1 7\/-;i'7. 8mg*^ 
g<fc£$l 2 0 m g &n&&$k t LTftfzo 
'H-NMR (CDClj) 

6 : 7.06(d, J=3.6Hz, 1H), 7.16-7.22(m, 6H), 7.31-7.36(m, 10H), 7.46(d, J=3.6Hz, 1H), 
7.62(d, J=0.8Hz, 1H), 7.69(dd, J=9.2, 0.8Hz, 1H), 7.72(dd, J=8.0, 8.0Hz, 1H), 7.82(d, 
J=0.4Hz, 1H), 7.87(d, J=0.8Hz, 1H), 8.89(dd, J=8.0, 1.6Hz, 1H), 7.93(dd, J=10.4, 1.6Hz, 
1H), 8.09-8.12(m, 1H) 

H»4 8 2 



N=< O 
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N3- (1. 3-77V-)V-2-'()V) - 6- [6- (1-h'Jf JV- 1 tf-4 
-VyVVM rfJjgV [1. 2 -a] 'J S^>— 3 — T Jbl zjf>i75P 
«#|4 7 7i:TO©^C«kO, 6- [6- ( 1 - h U 1 H- 4 - If 

UJW ^5^7 [1, 2 -a] tf >J v?>- 3 — t)V\ -n^ym (Hifi^J4 7 6{b 
100mgt2-75;-l, 3-f7!/-JH8. 3mg^^«^i 
6 6mgSjSfifiSilt#fc. 
'H-NMR (CDC1 3 ) 

6 : 7.13-7.19(m, 6H), 7.35-7.45(m, 10H), 7.51-7.58(m, 1H), 7.70(dd, J=9.6, 1.6Hz, 1H), 
7.75(dd, J=9.6, 0.8Hz, 1H), 7.91(s, 1H), 8.16(d, J=8.4Hz, 1H), 8.17(s, 1H), 8.50(dd, J=8.4, 
2.0Hz, 1H), 8.55(s, 1H), 9.29(d, J=2.0Hz, 1H), 10.2(m, 1H) 

«0J4 8 3 




N3- (5-/5M1/-1, 3-f7^-2- f )V) -6- [6- (1-h'J^ 
JP- l//-4-tf7'/'JjU) -f5#V [1, 2- a] .H0>?>-3 — f jk] -3^ 

m&M4 7 7 tmmWKfclZ&r). 6- [6- (l-HJ3MW-lf/-4-fcf^/ 
U;W) -YSyV [1. 2 -a] fcf'J> ? >-3— -f;W nn5 1 >SI (HJSM4 7 6fc 
5 5mgt2-7S7-5-^5 1 Jl/- l, 3 -^7!/-;H 2mg^6il 
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<fb£#J2 9mg^iMattT§fc. 
'H-NMR (CDClj) 

6 : 2.44(d, J=0.8Hz, 3H), 7.10(d, J=0.8Hz, 1H), 7.20-7.27(m, 6H), 7.34-7.40(m, 9H), 
7.44(dd, J=9.6, 1.6Hz, 1H), 7.70(s, 1H), 7.71(d, J=9.6Hz, 1H), 7.87(d, J=8.8Hz, 1H), 8.02(d, 
0.8Hz, 1H), 8.27(dd, J=8.8, 2.0Hz, 1H), 8.28(s, 1H), 9.20(d, J=2.0Hz, 1H), 10.2(m, 1H) 

nffiM4 8 4 



ATI - (1. 3. 4-9=-7^7!/— ;p- 2— -2-7;^D-4- [6- (1 

_ hi) ^ )]/ - 1 h-±-v^I21M Ci. 2 -a] bfU> ? >-3— f;i/l 

^>X7S If 

HJfi^4 7 7t^«fcUT, 7 2fb£#|6 Omg «h 2 -75 / - 1 , 3, 

4-^7^7y-;H Omg^e, «g{b£4M0mg£fcfi|gfti:UT*§fc. 
'H-NMR (CDCI3) 

«5 : 7.16-7.23(m, 6H), 7.32-7.39(m, 9H), 7.40(dd, J=9.2, 1.6Hz, 1H), 7.51(dd, J=12.0, 
1.2Hz, 1H), 7.61(dd, J=8.0, 1.2Hz, 1H), 7.68(dd, J=9.2, 0.8Hz, 1H), 7.68(d, J=0.4Hz, 1H), 
7.80(s, 1H), 7.91(d, J=0.4Hz, 1H), 8.22(dd, J=8.0, 8.0Hz, 1H), 8.48(dd, J=1.6, 0.8Hz, 1H), 
8.95(s, 1H) 

HSSM4 8 5 
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Nl- iz-y)V*n-4-*h3r*/7x.-)],) -2-7)VHrU-4- [6- (1 

±$££ [1. 2-al fcf U v?>- 3 — f Jl/I 

^J60iJ4 7 7t|^#{CLT, 1114 7 2jb£$)5 6mgi3-7MD-4-^ 
h*~>7^U>l 6mg^e», iIM2 7mg$ifi^lilT#fe. 
'H-NMRfCDCy 

6 : 3,19(s, 3H), 6.98(dd, J=9.2, 9.2Hz, 1H), 7.17-7.23(m, 6H), 7.28-7.32(m, 2H), 7.32- 
7.37(m, 9H), 7.41(dd, J=13.2, 2.0Hz, 1H), 7.56(dd, J=8.4, 2.0Hz, 1H), 7.63(s, 1H), 7.64(dd, 
J=12.8, 2.0Hz, 1H), 7.68(dd, J=9.2, 0.8Hz, 1H), 7.79(s, 1H), 7.88(d, J=1.6Hz, 1H), 8.32(dd, 
J=8.4, 8.4Hz, 1H), 8.36-8.44(m, 2H) 

1114 8 6 




Nl - (4-7;i/^-D^>yJ|/) -2-7)lJru-4- T6- (l-HJ^Jl/-l 

H-4-bf^vu;^) -<$^y [l, 2- a] M^yy-z-^M ^>xt^ k 

^B^J4 7 7iTOtLT, ^Jfi^J4 7 2ft£$|5 7mgt4-7MaWJl/ 
7S>14mg^«^#l5 5mg$#fc„ 
'H-NMR (CDClj) 

6 : 4.69(d, J=5.6Hz, 2H); 7.03-7.08(m, 2H), 7.16-7.22(m, 6H), 7.29-7.39(m, 13H), 7.52(dd, 
J=8.4, l.8Hz, 1H), 7.61(d, J=1.0Hz, 1H), 7.66(dd, J=9.2, 1.0Hz, 1H), 7.76(s, 1H), 7.87(d, 

601 



WO 02/088107 



PCT/JP02/04156 



J=1.0Hz, 1H), 8.29(t, J=8.4Hz, 1H), 8.39(dd, J=L6, 1.0Hz, 1H) 



mm 4 8 7 




CPh 3 



Nl- (3, 4-S?7;i/^P^>^;P) -2-7;M-d-4- [6- 
)V-lH-4-¥7VV)l) 1$^/ [1. 2-a] lf'Jy>-3-^1 

«M4 7 7£B«fcLT, £3K094 7 2^^5 7mgi:3, 4-y7Mn^ 
>>?;i/7 5 > 1 6 m g rt> SMft^ift 5 8 m g £#fc„ 
'H-NMR (CDC1 3 ) 

(5 : 4.67(d, J=5.6Hz, 2H), 7.08-7.22(m, 9H), 7.29-7.38(m, 11H), 7.52(dd, J=8.4, 1.4Hz, 1H), 
7.61(d, J=0.8Hz, 1H), 7.66(dd, J=9.2, 0.8Hz, 1H), 7.77(s, 1H), 7.87(d, J=0.4Hz, 1H), 8.29(t, 
J=8.0Hz, 1H), 8.38-8.41(m, 1H) 

HJfi«|4 8 8 



JV1- (4-h'j7MD^fM>y^) -2 -7)V*n-4- F6- 

Hftffll 4 7 7 t W\mz LT, «#J 4 7 2 fc£#J 57mgt4-h'J 7)V*U*^ 
JK>yJl/75>l 9mg*»6Sffi{b^«5 8mgllfc. 
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'H-NMR (CDClj) 

6 : 4.78(d, J=5.6Hz, 2H), 7.16-7.22(m, 6H), 7.29-7.38(m, 11H), 7.49-7 J5(m, 3H), 7.61- 
7.65(m, 3H), 7.67(dd, J=9.6, 0.9Hz, 1H), 7.77(s, 1H), 7.87(d, J=0.4Hz, 1H), 8.29(t, J=8.0Hz, 
1H), 8.40(dd, J=1.6, 0.9Hz, 1H) 

HJS^J4 8 9 



ni- [l- (2. 4-^7Mn7x-;i/) -2-7;^p- 

4- [6- (l-h'J^;i/-l J/-4-lf7^U;i/) ±S^Z [1, 2- a] h°'J 
5?>-3->Ql/l ^>X75 H 

H^J4 7 7t|W|ii{CUT> HJ60H7 2fc&®2 5 Omgt 1- (2, 4->?7 
MU7IZJW -v^nyotr;W75> (!3M3 13fc-grfe) 8 2mg^&I 
m<k&y>}2 1 2mg^#L 
•H-NMR (CDC1 3 ) 

5: 1.27-1.34(m, 4H), 6.75-6.88(m, 2H), 7.16-7.22(m, 6H), 7.28-7.37(m, 11H), 7.45(dd, 
J=8.0, 1.8Hz, 1H), 7.52(d, J=13.6Hz, 1H), 7.60(s, 1H), 7.65(dd, J=9.6, 0.8Hz, 1H), 7.67- 
7.74(m, 2H), 7.85(d, J=0.8Hz, 1H), 8.16(t, J=8.4Hz, 1H), 8.35(brs, 1H) 

HJS0iJ4 9 0 
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Nl — ri- (3. 4-v^a07xnjP) =s>?U-JU\tM -2-7)V*U-4 

- re- a ff- 4 -tf^/u;» n. 2-ai eus? 

>-3— ^>X7$ H 

M0J4 7 7tI^££LT, «#J4 7 2fc-&^2 2 0mg£l- (3, 4->>* 

^#12 7 5mg£#fc. 
'H-NMR (CDC1 3 ) 

5 : 1.37-1.45(m, 4H), 7.l6-7.22(m, 7H), 7.28-7.40(m, 12H), 7.42(d, J=2.4Hz, 1H), 7.51(dd, 
J=8.0, 1.6Hz, 1H), 7.61(s, 1H), 7.66(d, J=9.2Hz, 1H), 7.76(d, J=0.8Hz, 1H), 7.87(d, 
J=0.4Hz, 1H), 8.23(t, J=8.4Hz, 1H), 8.39(brs, 1H) 

^SififflK 9 1 



Nl - [1- (4-7Jl/^-P7xnJl/) ^ouy°u\jjy\ -2-y)V#n-4- [6 
- (l-HJ^-lrt-4-bf^/UJP) -f^/ [1, 2-a] fc°'JS?>-3 

— nv\ ^>X7$ if 

H»4 7 7tlHl^LT, »«SJ4 7 2<b^fe2 2 Omgtl- U~yjV*U 
y^-)V) ^Dyat°;i/75> (83iiM3 1 5ft£^) 6 5mg^MI^t-&tl 
2 5 5mg^Hfe. 
'H-NMR (CDCI3) 

<5: 1.37-1.40(m, 4H), 6.97-7.03(m, 2H), 7.16-7.22(ra, 6H), 7.30(dd, J=9.2, 1.6Hz,- 1H), 
7.31-7 .44(m, 12H), 7.49(dd, J=8.0, 1.6Hz, 1H), 7.61(d, J=0.6Hz, 1H), 7.66(dd, J=9.2, 0.8Hz, 
1H), 7.75(s, 1H), 7.86(d, J=0.6Hz, 1H), 8.23(t, J=8.4Hz, 1H), 8.37-8.38(m, 1H) 

•mm a 9 2 
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CPh 3 



CI 



A/1- [1- (3-^DD7x-;i/) */9w7u)d)V\ -2-y)\,*n-4- \6 

- (i-m^;i/-if/-4-br7^'j;i/) LL 2 -a] eu^>-3 

— ^>X7$ k 

H^J4 7 7£ElttK:UT\ 4 7 2 -fb£#l 2 2 Omgtl- (3-^D07 

x-;W) ->^oyDtf;V7$> (il«l3 1 6^«l) 7 2mg^Mft^2 
7 8mg£#fc 0 
'H-NMR (CDC1 3 ) 

<5 : 1.41-1.45(m, 4H), 7.16-7.44(m, 21H), 7.51(dd, J=8.0, 1.6Hz, 1H), 7.61(d, J=0.8Hz, 1H), 
7.65-7.68(m, 1H), 7.76(s, 1H), 7.87(d, J=0.8Hz, 1H), 8.25(t, J=8.4Hz, 1H), 8.37-8.39(m, 
1H) 

HJ&0i|4 9 3 



/VI - [1- (3, 4->?7MD7i-JV) ~=s>7U-7u\i)V\ -2-7)V3rU 
-4- [6- (l-hU^-lH-4-h!7V > 'JJl/) -f5ffV n. 2-al tf 

M4 7 7t^HtT, HJ6«4 7 2<t£ft2 2 0mgfcl- (3, 4-^7 

-fb^3 0 6mg£#fc„ 
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'H-NMR (CDCI3) 

6 : 1.34-1.44(m, 4H), 7.06-7.12(m, 2H), 7.16-7.24(m, 6H), 7.29-7.44(m, 12H), 7.50(dd, 
J=8.4, 1.6Hz, 1H), 7.61(d, J=0.8Hz, 1H), 7.66(dd, J=9.2, 0.8Hz, 1H), 7.76(s, 1H), 7.86(d, 
J=0.8Hz, 1H), 8.23(t, J=8.4Hz, 1H), 8.38(dd, J=1.6, 1.2Hz, 1H) 

»J4 9 4 

H 

jvi- [1- (4-hU7;^p^^;U7x-;u) i/Zu~7u\LM -2-?)V* 

□ -4- [6- (l-h'J^-lff-4-h°7^UJl/) -1*5^/ [1. 2- a] 
tf 'J v>— 3 ^>X75K 

H»4 7 7t|5l^tbT, HJStfH 7 2it&m2 2 Omgtl- (4-h'j7JW 
tD^^7i^) -^D7"PW5> «3 1 8{b"&#) 8 6mg^ 
6^k^2 8 4mg£#fc 0 
'H-NMR (CDCI3) 

6: 1.44-1.50(m, 4H), 7.16-7.23(m, 6H), 7.29-7.37(m, 11H), 7.38-7.48(m, 3H), 7.52(dd, 
J=8.4, 1.4Hz, 1H), 7.57(d, J=8.4Hz, 1H), 7.62(d, J=0.8Hz, 1H), 7.67(dd, J=9.6, 1.0Hz, 1H), 
7.77(s, 1H), 7.87(d, J=0.8Hz, 1H), 8.25(t, J=8.4Hz, 1H), 8.38-8.40(m, 1H) 




Ari - n- (4-frcm:7x~jU) i/fpu^uMM -2-?)V*u- 4- [6 
- (l-h'J^-ltf-4-^V'JJV) LL 2-al tf'Ji^>-3 
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mmm4 7 7 tmmzvx. *»4 7 2^tii5 0mg, 1- u-^uuy 

»H-NMR(CDC1 3 ) 

5 : 2.65(d, J=8.0Hz, 4H), 7.18-7.21(m, 7H), 7.28-7.37(m, 13H), 7.39-7.43(d, J=14Hz, 1H), 
7.50(dd, J=8.4, 1.6Hz, 1H), 7.61(d, J=0.8Hz, 1H), 7.66(dd, J=9.2Hz, 1H), 7.76(s, 1H), 
7.86(d, J=0.8Hz, 1H), 8.24(dd, J=8.4, 8.4Hz, 1H), 8.34(m, 1H) 

mmm4 9 6 



Nl- (l-^)V-l-y^)VX^)V) -2-7)V*U-4- [6- 

I H-4-\UW)V) ±$£/ fl. 2-al &)z»-3-<f)V] ^ 

Hli4 7 7tl^illlT, H»4 7 2fc&mi 5 Omg, 1-^^-1-7 

x~;i/X^;U75>4 lmg^6*jH^«3 5mg£#fc. 

■H-NMR(CDCl3) 

a : 1.83(s, 6H), 7.18-7.22(m, 7 H), 7.28-7.39(m, 14H), 7.46-7.50(m, 3H), 7.61(d, J=0.8Hz, 
1H), 7.66(d, J=9.2Hz, 1H), 7.75(s, 1H), 7.87(d, J=0.8Hz, 1H), 8.17(dd, J=8.4, 8.4Hz, 1H), 
8.38-8.38(m, 1H) 

HM0J4 9 7 
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V 

CPh 3 



Nl - (6-7;kfrD-l, Z-1>W7V-)V-2-'(M -2-y)V^a- 
4- [6- (l-hV?)V-lH-4—Vy*/i))V) [1. 2 - a] fcf'J 

*K«i4 7 2fl5§«|5 7mg, 2-75/-6-7MP- 1, 3-«>*/9-7V 
-;i/2 Omg£^>V^U7V^;i/-l-^JI/**'>-hU;* (5**^75,/) 
jJ^sfcx^A AWJWD*X7i-b7 8mg, /V, JV-5M V^nt^X 
5 : J|/75>3 5wLtJV J iV-^^W;i/A75 K6mL*6 0 "CT? 6 USMEJfc 

S&fcbT#& (Utensil: **y-*-s?x^x~ . 

l H-NMR(CDCl 3 ) 

6 : 7.17-7.26(m, 7H), 7.31-7.41(m, 10H), 7.49(dd, J=12.8, 1.6Hz, 1H), 7.57(dd, J=8.4, 
2.4Hz, 1H), 7.63(dd, J=8.4, 1.6Hz, 1H), 7.64(s, 1H), 7.72(br.d, J=9.2Hz, 1H), 7.79(dd, 
J=9.2, 4.4Hz, 1H), 7.85(s, 1H), 7.90(s, 1H), 8.41(dd, J=8.4, 8.4Hz, 1H), 8.45(m, 1H) 

9 8 



/VI - [6- (HJ^JM-d* l^vO -1. 3-^>»/9 1 7»/-;i'- 2— f)H 
-2-7;i/^a-4- T6- (l-HJ5Sfr-l ff-4-hf^/UJl/M=^/[l, 
2 -a] b?'J v>-3— f )V\ ^>X75F 
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'H-NMR (CDC1 3 ) 

5: 7.17-7.23(m, 6H), 7.32-7.41(m, 11H), 7.50(dd, J=12.8, 1.2Hz, 1H), 7.63(dd, J=8.4, 
1.2Hz, 1H), 7.65(s, 1H), 7.70-7.76(m, 2H), 7.84(d, J=8.4Hz, 1H), 7.85(s, 1H), 7.90(d, 
J=0.4Hz, 1H), 8.41(dd, J=8.4, 8.4Hz, 1H), 8.45(m, 1H) 

HJfstfH 9 9 



ATI- (Z-7)V*U-4-*^)V7^-)\,) - 2 -7)l3TU-4- [6- (1- 
hV?)]/-lH-4-¥yVV)l) Cl, 2-a] eUi?>-3— f;i/1 

HJgM4 9 7<h|5l$t;:LT, «^I4 7 2fc£#j5 6mgt3-7MD-4-^ 

'H-NMR (CDCI3) 

6 : 2.28(d, J=1..6Hz, 3H), 7.15-7.24(m, 8H), 7.31-7.38(m, 10H), 7.42(dd, J=13.2, 1.6Hz, 
1H), 7.57(dd, J=8.0, 1.6Hz, 1H), 7.63(dd, J-11.2, 1.6HZ, 1H), 7.63(s, 1H), 7.69(d, J=9.2Hz, 
1H), 7.80(s, 1H), 7.89(s, 1H), 8.33(dd, J=8.0, 8.0Hz, 1H), 8.43(m, 1H), 8.46(br.d, J=16Hz, 
1H) 

mmm 500 
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Nl- [ (IS) -2- (4-7MD7XZJM 

2k] -2-7)V*u-4- [6- iff-4-b;7i/'j^) 1A£ 

y [1. 2 -a] tf'Jy>-3- fJP] ^>XT$ K 

7 2i£&®2 0 Omg, (2 S) -2-75/-1- (4-7MD7x 

yn/i>- l -:*> • J&m^ mmms l 9te£ti) 7 6mg^>7hU 

2f-n*X7x-h 1 6 4mg, TV, JV-SM V tfJPX^PT 5 > 1 3 0 M L £ 

UT, gfjgft^ 2 7 7 m g ZM&y 4 Jkk t bT#fc a 
'H-NMR(CDC1 3 ) 

6 : 1.59(d, J=6.8Hz, 3H), 5.74-5.83(m, 1H), 7.16-7.25(m, 8H), 7.30-7.38(m, 11H), 7.39(dd, 
J=12.4, 1.6Hz, 1H), 7.51(dd, J=8.0, 1.6Hz, 1H), 7.62(s, 1H), 7.87-7.95(m, 2H), 8.08-8.14(m, 
2H), 8.25(dd, J=0.8Hz, 1H), 8.41(s, 1H) 

mmm 5 0 1 



/VI- [(IS) - 2- (3-^DP7x-;P) -1-^^-2-^7X^1/1 

-2-7;v^-a-4- [6- (i-Hj^;p-iH-4-e7y'j^M$^/ri. 
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2-al bTU>>>-3— OP] ^>X75 H 

£JSfll5 0 0 £BI«fct/C, H«4 7 2ft&m\ 5 0mg<h (2S) -2-75 

y- 1- (3-^pd7x-;u) T^/^- i-#> (5WJ3 2 04b£ 

tt) 6 2mg3&>&«MMb£«l2 0 0mgS»G6:7-r;i'AfcLT»&. 
'H-NMR (CDCI3) 

5 : 1.59(d, J=7.2Hz, 3H), 5.72-5.81(m, 1H), 7.16-7.23(m, 6H), 7.31-7.37(m, 10H), 7.39(dd, 
J-12.4, 1.6Hz, 1H), 7.46-7.53(m, 2H), 7.60-7.64(m, 2H), 7.68(dd, J=9.2, 0.8Hz, 1H), 7.77(s, 
1H), 7.82-7.90(m, 2H), 7.94(ddd, J=7.6, 1.2, 1.2Hz, 1H), 8.04(dd, J=1.6, 1.6Hz, 1H), 
8.25(dd, J=8.0, 8.0Hz, 1H), 8.40(m, 1H) 

«#J5 0 2 



ni - [2- (2-7;^a-4-^g 1 ;W7xnjp) -1. i-s?;WU-2-:fr 
^Ax^Jk3 -2-7JM-D-4- [6- (1 - bi2±jk= 1 H-4-e^yu;io 

15^/_LL, 2 -a] hf'J>*>-3— OH ^>X75H 

«M5 0 0 t^filfcUT, §H&#I3 2 lfc£tt£**/Pd-CTSHtt»7GLT 

#^nfc2-75y-l- (2 -7JU^-D-4-^^;i/7x-;i/) -2 

1 -7P/t/^>l 2 7mg<J:|lig0il4 7 2fb£$l3 3 8mgj&>5*IHb£4&3 

6 7mg&aS6ISft£UT#fc. 

'H-NMR (CDCI3) 

6: 1.76(d, J=0.4Hz, 6H), 2.34(s, 3H), 6.85(d, J=12.4Hz, 1H), 6.99-7.04(m, 1H), 7.16- 
7.23(m, 6H), 7.29-7.40(m, 11H), 7.43(dd, J=8.4, 1.6Hz, 1H), 7.55(dd, J=7.2, 7.2Hz, 1H), 
7.62(d, J=0.8Hz, 1H), 7.68(d, J=9.6Hz, 1H), 7.75(s, 1H), 7.87(d, J= 1.2Hz, 1H), 8.04(dd, 
J=8.0, 8.0Hz, 1H), 8.38(m, 1H) 
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nmmso 3 




Nl - [2- (4-X^Jl/7x-JU) - 2-hPP^>-l, l-z?*7)V3L7)V\ 

-2-7)v*u-4- \q- (i-m^-i/f-4-tf^vu;u)-f$^/ri. 

2 -a] h°U> ? >-3— r;U] ^>X7^H 

M0»J3 2 1 fcWfcfcUT^jfcUfc'OSW N- [2- (4-X^JV7x-JV) 
-1. l-^5 L ;p-2-^->X^;W #;W\**-h£*^/Pd-CT&$!3t 

5LbT#e.nfc2-75/-i- (4-ifji/7x-jw - 2-^^;i/- 1 -yo 

/V~JH 5 Omg£H|g0iJ4 7 2ft£#!3 0 Omgi^, nMM5 0 0tm$k<D 

H^fCit)> trafc£»3 4 8mg£fcfilSB£LT»fc. 

■H-NMRCCDClj) 

5 : 1.22(t, J=8.0Hz, 3H), 1.41(s, 3H), 1.59(s, 3H), 2.63(q, J=8.0Hz, 2H), 4.83(d, J=5.2Hz, 
1H), 5.12(d, J=5.2Hz, 1H), 6.78(d, J=13.2Hz, 1H), 7.13-7.18(m, 2H), 7.18-7.23(m, 6H), 
7.26-7.38(m, 13H), 7.52(dd, J=8.0, 1.2Hz, 1H), 7.62(d, J=0.8Hz, 1H), 7.67(dd, J=9.2, 0.8Hz, 
1H), 7.76(s, 1H), 7.88(d, J=0.4Hz, 1H), 8.24(dd, J=8.0, 8.0Hz, 1H), 8.40(m, 1H) 

0 4 
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2-y;^D-4- [6- (l-m^-l/f-4-K7 , /'JJV) UL£V [i. 
2-al bfU> ? >-3— Qk3 ^>X75H 

HJfi0!l5O 3T#SftfcAtt- [2- (4-IfJI/7x^W -2-tFD+y- 
1, l-S^^X^JM -2-7;W^D-4- [6- (l-h'J^-lH-4 
-tf^/UJW [1. 2 -a] KU5»-3-' OH ^>X7^K10 0 

mgtDess-Martintt3!2 8 8mgfc£5>*OD**>4n!l SlPWlfc, ^ 

'H-NMR (CDC1 3 ) 

a : 1.23(t, J=7.6Hz, 3H), 1.85(s, 6H), 2.66(q, J=7.6Hz, 2H), 7.16-7.25(m, 8H), 7.30-7.40(m, 
11H), 7.45(dd, J=8.4, 1.6Hz, 1H), 7.61(d, J=0.4Hz, 1H), 7.65-7.72(m, 2H), 7.76(s, 1H), 
7.87(d, J=0.4Hz, 1H), 7.98-8.03(m, 2H), 8.09(dd, J=8.4, 8.4Hz, 1H), 8.38(m, 1H) 

%mm 505 



Nl- (2. 4-y7^D7x-^) -2-7JM-D-4- [6_Z (l-HJ^ 
Jl/- !H-4-bf7\/U;W) l^VXL 2 -a] fcf'J 3 --f JH ^>7T 
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7SH 



3- (1, 1, l-bVzfT-frZf-Jl) -6- (l-hU^;i/-lH-4-tf^ 
!/U;W <f5£V [1, 2-a] tTU> J > («jfifl2 9 3fc£4fe) 2 15mg, TV 
1- (2, 4-^7MD7xZ;W -4-^D^-2-7;i/^n^>XT5 H (& 
fiN3 2 3ft^tt) 9 9mg, Th7+X (h'J7x^7^7^f» /t55>£ 
Al 5mgft*'>l/>f 7 0t:T3l$|Kliqf{&Lfc. NHS/'J* 

•H-NMRCCDClj) 

(5 : 6.92-7.00(m, 2H), 7.17-7.23(m, 6H), 7.31-7.38(m, 10H), 7.43(dd, J=13.2, 1.6Hz, 1H), 
7.57(dd, J=8.0, 1.6Hz, 1H), 7.63(d, 0.8Hz, 1H), 7.69(dd, 9.2, 1.6Hz, 1H), 7.81(s, 1H), 
7.89(d, 0.8Hz, 1H), 8.33(dd, J=8.8, 8.0Hz, 1H), 8.41-8.51(m, 2H), 8.71(br.d, J=16.4Hz, 1H) 

MM 5 0 6 



Ni- [3- iMJkZJk^M 7xn;M -2-7JM-P-4- [6- (l - 

hiJ^-ljf-4-H7'/'J^) 15^/ [1. 2 -a] tf'J> ? >-3— j_M 

mfi«|5 0 5t^«fcUT, S1^2 9 3Ml5 0mgtJVl- [3- 
)V7,)V*~)V) 7i-;V] -4-7*Dt-2-7;i/tOOX75h' (MM 3 2 
4ik&m 7 4mg*e.W^l 3 5mg^iM B H B tbt#fc. 
'H-NMR(CDC1 3 ) 

6 : 3.12(s, 3H), 7.17-7.23(m 6H), 7.30-7.38(m, 10H), 7.45(dd, J-13.2, 1.2Hz, 1H), 7 J9(dd, 
J=8.0, 1.2Hz, 1H), 7.63(dd, JM8.0, 8.0Hz, 1H), 7.64(d, J=0.8Hz, 1H), 7.69(dd, J=9.6, 0.8Hz, 
1H), 7.75-7.79(m, 1H), 7.82(s, 1H), 7.90(d, J=0.4Hz, 1H), 8.10(ddd, J=8.4, 2.0, 0.4Hz, 1H), 
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8.24(dd, J=1.6Hz, 1H), 8.34(dd, J=8.4, 8.4Hz, 1H), 8.44(m, 1H), 8.67(brd, J=16.4Hz, 1H) 

ms&m 507 



ATI — (5-^pq-2-b!'Jv?;i/) -2-7JVXU-4- [6- (l-HJ^Jl/ 

1^£V/ [1, 2-a] b°Uy>-3— OKI ^>X7 



«0d5 0 5tH«tUT, S£A2 9 3ik&®2 0 0mg£«jg«3 2 3 £1381 

tbT^bfcivi - (5-^oo-2-t:u^;w -4-yD^e-2-7;i/^-D 

^>X75 H 1 3 Omg^&KH^l 3 Omg^ifiifeStUifc. 
'H-NMR(CDCI 3 ) 

d : 7.17-7.23(111, 6H), 7.31-7.38(m, 10H), 7.44(dd, J=12.8, 1.6Hz, 1H), 7.57(dd, J=8.0, 
1.6Hz, 1H), 7.63(s, 1H), 7.69(d, J=9.2Hz, 1H), 7.75(dd, J=8.8, 2.4Hz, 1H), 7.81(s, 1H), 
7.89(s, 1H), 8.31(dd, J=8.0, 8.0Hz, 1H), 8.32(d, J=2.4HZ, 1H), 8.41(d, J=8.8Hz, 1H), 8.43(s, 
1H), 9. 12(brd,J= 14.8Hz, 1H) 

5 0 8 



ATI - (4-*?)l-2-WS)V) -2-7)V*U-4- [6- (1-HJ^J1/ 





- 1 H-4-fc°^/U;U) 1$^/ [1, 2-a] tfUv>-3 — OKI ^>X7 
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5_K 

mmm 50 5 tmmzLT. m&mz 9 3 it^mi 9 smg tmmwz 2 3 tmm 

'H-NMR (CDCIj) 

5 : 2.43(s, 3H), 6.95(dd, J=4.8, 0.8Hz, 1H), 7.16-7.24(m, 6H), 7.30-7.40(m, 10H), 7.43(dd, 
J=12.8, 1.6Hz, 1H), 7.57(dd, J=8.0, 1.6Hz, 1H), 7.63(d, J=0.8Hz, 1H), 7.69(dd, J=9.2, 
0.8Hz, 1H), 7.80(s, 1H), 7.89(d, J=1.6Hz, 1H), 8.22(d, J=4.8Hz, 1H), 8.27(s, 1H), 8.31(dd, 
J=8.0, 8.0Hz, 1H), 8.44(dd, J=1.6, 0.8Hz, 1H), 9.06(brd, J=13.6Hz, 1H) 

mmms o 9 




JV1- (2-^DD-6-7MP7x-Jl/) - 2 -:7jM-D- 4- [6 - (1- 
m^-lff-4-b!-7\/U;U) H^/IL, 2-al kf'Jy>-3— OH 

mMM5 ObtmmizLT. §3«2 9 3ft£til O Omg£S3ii0iJ3 2 3t|Hl# 
©7j Lfc4-ya^e-N-- (2-^7DD-6-7Ma7x-jl/) -2- 
7;P^P^>X75 K5 3mg^e>^M^b-&^Il 7mg^#L 
'H-NMR (CDCI3) 

6 : 7.16-7.23(m, 6H), 7.29-7.37(m, 9H), 7.42-7.48(m, 3H), 7.55-7.58(m, 1H), 7.62(d, 
J=0.8Hz, 1H), 7.64-7.72(m, 2H), 7.81(s, 1H), 7.89(d, J=0.8Hz, 1H), 8.18(d, J=15.2Hz, 1H), 
8.36(t, J=8.4Hz, 1H), 8.42-8.43(m, 1H) 

mMM5 1 0 
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ni - (4-^^ji/-2-tfUi?;i/) -2-^dd-4- f6- 

lH-4-m*/V)V) ±5^1 ri. 2-a] fcf 1) v?>— 3 —^)V\ ^>X7$ 
Ji 

||»5 0 5£l^<££jfcfc«kD, 9 3fl3^«ll 5 Omg 3 2 3 

t^#©^T*^bfc4-^P ; E-2-^Pa-iV- (4-*9\N/fc!U$»-2 
— (M ^>XT5 K6 8mg^6Mk^4 4mg^ifc. 
'H-NMR (CDC1 3 ) 

5 : 2.36(s, 3H), 6.88(d, J=5.2Hz, 1H), 7.10-7.17(m, 6H), 7.24-7.31(m, 10H), 7.53(dd, J=8.1, 
1.7Hz, 1H), 7.55(d, J=0.4Hz, 1H), 7.62(d, J=1.7Hz, 1H), 7.65(d, J=9.2Hz, 1H), 7.69(s, 1H), 
7.83(d, J=0.4Hz, 1H), 7.85(d, J=8.1Hz, 1H), 8.09(d, J=5.2Hz, 1H), 8.18(brs, 1H), 8.32(brs, 
1H), 8.66(brs, 1H) 

£g%09 5 11 



7V1- (5-7Jl/:frP-2-b?'J>Ml/) -2-»oa-4- [6 - (1-HJ5MV 

-1 H-4-tf^'/'j;i/) ia£V ri . 2-a] bf'j v ? >-3— ^>X7 

H»5 0 5tra«©R«K:«kt), ffl2 9 3it^l 4 Omg tSijtfiSJ 3 2 3 




F 
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'H-NMR (CDCI3) 

<5: 7.10-7.17(m, 6H), 7.32-7.44(m, 9H), 7.58(dd, J=11.4, 2.2Hz, 1H), 7.68(dd, J=9.4, 
0.6Hz, 1H), 7.72(d, J=8.0Hz, 1H), 7.80-7.85(m, 2H), 7.89(s, 1H), 7.90(d, J=1.6Hz, 1H), 
7.99(d, J=0.8Hz, 1H), 8.l5(d, J=0.8Hz, 1H), 8.24-8.29(m, 1H), 8.40(d, J=3.2Hz, 1H), 
8.70(brs, 1H) 

mm 5 1 2 



ATI - (.5-*m<<V*W—)V-3-' <)V) -2-7)V-*U-4- [6- (1 

-hu^-i jj-4-tf^yj;i/) -r$w ci. 2-ai bfu e^>- 3 — on 

^>X75 H 

HJ60iJ5 0 5£PH»fcUC, Stii09 2 9 3ffr&4fel 5 0 mg £§5i£#J 3 2 3 tlH^ 

0^j*-c^bfc4-yo ; e-2-7;^n-N- 
3— -OW ^>X75 K*>&*Hfc£*5 2mg£#fc. 
'H-NMR (DMSO-dg) 

5 : 2.43(d, J=0.8Hz, 3H), 6.76(s, 1H), 7.10-7.17(m, 6H), 7.32-7.44(m, 9H), 7.58(dd, J=9.6, 
1.6Hz, 1H), 7.66-7.72(m, 2H), 7.77(dd, J-ll.fi, 1.4Hz, 1H), 7.82(t, J=8.0Hz, 1H), 7.92(s, 
1H), 8.00(d, J=0.4Hz, 1H), 8.17(d, J=0.4Hz, 1H), 8.75-8.76(m, 1H) 

HiS^J 5 13 
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Ni- i3^££M^£2££zlkzL3^zdM -2-7)V*U-4- T6- (1 
-hU^;w-iH-4-bf^yj;i/) ±s££ fi. 2 -a] h°Uv ? >-3— r;i/] 

mmms ostmmizvx. 9mm 2 9 3^%i 5 omziim.miz 2 stum. 

5—fJlO ^>X75 K6 3mg^e>«fK&tl4 2mg£#fc<, 
^-NMRCDMSO-d.s) 

5 : 2.24(s, 3H), 6.34(s, 1H), 7.10-7.17(m, 6H), 7.32-7.44(m, 9H), 7.59(dd, J=9.4, 1.6Hz, 
1H), 7.68(dd, J=9.4, 0.8Hz, 1H), 7.73(dd, J=8.0, 1.5Hz, 1H), 7.80(dd, J-11.4, 1.5Hz, 1H), 
7.85(t, J=8.0Hz, 1H), 7.93(s, 1H), 8.00(d, J=0.8Hz, 1H), 8.1 8(d, J=0.8Hz, 1H), 8.77(brs, 
1H) 

«0J5 14 



H 
N 

Nl - (5-h'-;i.-2-h°U> ? ^) -2-7JM-P--4- [6- (1-HJ5^ 
- lH-4-tf^'/'j;i/) <3-^/[l, 2-al fc°'Jy>-3— OH ^>X7 

Hifi^J5 0 5tmm\ZLX, m&M2 9 3it^2 4 0mgt4-7*D ; e-2-7 

o — n— ( 5 - h*-;Hf ij v>- 2 ^>X7 5 H (KM 3 2 8^ 
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m 10 8mg* ZfemitS® 1 0 6 m g &#fco 
'H-NMR (CDCI3) 

6 : 5.34(d, J=11.0Hz, 1H), 5.80(d, J=17.6Hz, 1H), 6.70(dd, J=17.6, 11.0Hz, 1H), 7.17- 
7.24(m, 6H), 7.32-7.40(m, 10H), 7.43(dd, J=12.8, 1.6Hz, 1H), 7.57(dd, J=8.4, 1.6Hz, 1H), 
7.62(s, 1H), 7.68(dd, J=8.6, 0.8Hz, 1H), 7.81(s, 1H), 7.86(dd, J=8.8, 2.4Hz, 1H), 7.89(s, 
1H), 8.32(t, J=8.4Hz, 1H), 8.36(d, J=2.4Hz, 1H), 8.39(d, J=8.8Hz, 1H), 8.43(s, 1H), 9.12(d, 
J=14.0Hz, 1H) 

mm 5 15 



jVl - (5-X^-2-tf'J> ? ;P) -2-7)V*U-4- [6- (l-HJ^;!/ 
-lH-4-g9r/'JJ» n. 2-al tf'J^>-3-^JW] ^>X7 



HiS0iJ5 0 5tmm\ZhX. Mia&l 2 9 3it&®2 3 Omg t 

(5-X3\M/tfU^>-2 — f;W -2-7Mn^>X75H (SBfiffl 3 2 9 
£«0 1 0 2 m g j&> &mft^tt 9 9 m g £#fco 
'H-NMR (CDC1 3 ) 

6: 1.27(t, J=7.6Hz, 3H), 2.66(q, J=7.6Hz, 2H), 7.17-7.24(m, 6H), 7.32-7.38(m, 10H), 
7.42(dd, J=13.0, 1.4Hz, 1H), 7.56(dd, J=8.0, 1.6Hz, 1H), 7.62(s, 1H), 7.62(dd, J=8.5, 2.4Hz, 
1H), 7.68(d, J=9.2Hz, 1H), 7.80(d, J=0.8Hz, 1H), 7.89(s, 1H), 8.20(d, J=2.4Hz, 1H), 8.31(t, 
J=8.0Hz, 1H), 8.32(d, J=8.5Hz, 1H), 8.43(s, 1H), 9.05(d, J=13.6Hz, 1H) 

H^5 1 6 




620 



WO 02/088107 



PCT/JP02/04156 




ATI- T4- (h'J7;l/^D^ Z>x.~)V\ -2-7)V*U-4- [6- (1 

-hV?)l-lH-4-\Z5*SV)V) 15^V Cl, 2 -a] tf'Jv ? >-3— OH 

HJS^J5 0 5 »IIbT, mm 2 9 3ft£^3 0 0mgtSM3 2 3t|Wl# 

©^T^bfcivi- [4- (h'J7;i/^n^h^i/) 7x.-M 
- 2 -7Mo^>X75 H 1 5 8mg*6«^»5 5mgS#L 
'H-NMR(CDC1 3 ) 

6 : 7.12-7.15(111, 7H), 7.20(d, J=9.2Hz, 2H), 7.25-7.30(m, 9H), 7.36(dd, J=13.2, 1.6Hz, 1H), 
7.51(dd, J=8.4, 1.6Hz, 1H), 7.56(d, J=0.8Hz, 1H), 7.61(dd, J-9.2, 0.8Hz, 1H), 7.66(d, 
J=9.2Hz, 1H), 7.73(s, 1H), 7.82(d, J=0.8Hz, 1H), 8.27(dd, J=8.4, 8.4Hz, 1H), 8.34-8.36(m, 
1H), 8.45(d, J=15.6Hz, 1H) 

1 7 




Nl - U->7UU-2-7)V-tU73.-)V) - 2 -7Jl/:frD-4- [6- (1- 

1 //-4-e5'yj;i.) -f ri. 2-ai tfus?>- 3 — on 

0 5tra«fcUT, mii0iJ2 9 3tt£tj3 0 Omg £gtfi0iJ3 2 3«hl^|| 
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-7)V*ui.>X7S. H 1 4 5mgJ&>&«ttfc£4&4 Omglifc, 
'H-NMR (CDCI3) 

5 : 7.17-7.22(m, 7H), 7.31-7.36(m, 10H), 7.43(dd, J=13.2, 1.6Hz, 1H), 7.57(dd, J=8.4, 
1.6Hz, 1H), 7.63(d, J=0.8Hz, 1H), 7.68(d, J=9.2Hz, 1H), 7.80(s, 1H), 7.89(d, J=0.8Hz, 1H), 
8.33(dd, J=8.4, 8.4Hz, 1H), 8.43(m, 1H), 8.50(dd, J=8.4, 8.4Hz, 1H), 8.79(dd, J=16.8, 
3.2Hz, 1H) 

5 1 8 



7V1- (2. 3->?7Jl/^-a7xn;i/) -2-7;i/^P-4- [6- 

;1/-ih-4-H7 > /'J^) •Ysyv [1. 2 -a] fcfU>?>-3— r;n ^>X 

mt&WS 0 5«i:TO(cLT, £WJ2 9 3<fb£^3 0 Omg £§^#13 2 3 tTO 
(DjjfeTratfLlsfzNl - (2, 3-y7M07i-;W 2 -^JU 

^-D^>X75 H 1 0 0mg^6>SI®<ft£#l4 2mg» 
'H-NMR (CDCI3) 

<5 : 6.95-7.02(m, 1H), 7.12-7.22(ni, 8H), 7.31-7.36(m, 9H), 7.44(dd, J=13.2, 1.6Hz, 1H), 
7.58(dd, J=8.4, 1.6Hz, 1H), 7.63(d, J=0.8Hz, 1H), 7.68(d, J=9.2Hz, 1H), 7.81(s, 1H), 7.89(d, 
J=0.8Hz, 1H), 8.27-8.30(m, 1H), 8.33(dd, J=8.4, 8.4Hz, 1H), 8.43(m, 1H), 8.80-8.84(m, 
1H) 

mmm 5 1 9 
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Nl- [4- (HJ7,M-P*5^) 7x-JH -2-7)V*U-4- [6- (1 
-hU^-lH-4-lf7';UJM [1. 2 -a] H'J5^>- 3 — jM 

HJi^J5 0 5£ft8fcl/r» S£09 2 9 3fc£*|3 0 Omg<hgB£0iJ3 2 3t^i 
©^ST^bfciVl - [4- {Y*)7fr*U*?M 7x-JW -4-^0^- 
2-7Mn^>X75 HI 5 2mg**&Sljil^**5 Omg»fc. 
'H-NMRCCDClj) 

5 : 7.18-7.22(m, 7H), 7.31-7.36(m, 10H), 7.44(dd, J=13.2, 1.6Hz, 1H), 7.58(dd, J=8.4, 
1.6Hz, 1H), 7.63(d, J=0.8Hz, 1H), 7.65(d, J=8.4Hz, 1H), 7.69(s, 1H), 7.81(s, 1H), 7.84(d, 
J=8.4Hz, 1H), 8.89(d, J=0.8Hz, 1H), 8.34(dd, J=8.4, 8.4Hz, 1H), 8.43(m, 1H), 8.61-8.65(m, 
1H) 




Nl - [2- (h'j7;i/^-p^^) 7i^] - 2-7JM-q-4- [6- (1 
-hij^-lff-4-k°7V'J^W5^V > [1. 2- a] hf'J v>-3— fJl/] 

0 S tmm\ZLT, $»t!2 9 3^*3 0 Omz£§mmZ 2 3<i:TO 
©7j#n?£fi£Lfc/Vl - [2- (Y*)7)VHrU*3-)V) 7i-JW -4-^0^- 
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2-7;M-0^>X7S h*l 5 2mgjfr5*Hfc-&tt5-<>mg£#fc. 
'H-NMR(CDC1 3 ) 

<5 : 7.18-7.21(m, 7H), 7.28-7.35(m, 10H), 7.43(dd, J=13.2, 1.6Hz, 1H), 7.57(dd, J=8.4, 
1.6Hz, 1H), 7.62-7.70(m, 4H), 7.81(s, 1H), 7.90(s, 1H), 8.35(dd, J=8.4, 8.4Hz, 1H), 8.43- 
8.46(m, 2H), 8.98-9.02(m, 1H) 




Nl- (6-gPP-3-tfU3W -2-y)]/^TU-A- [6- (l-HJ5\fr 
-ltf-4-fcT7!/U;W) [1. 2 -a] EUv>>-3— OH ^>X7 

5H 

0 5£H«fcbT\ 9 3ft^«3 0 Omg tSS^J 3 2 3 &MK 

O^ffiT^ritbfciVl- (6-^DP-3-tfU^;W -4-^-2-7^ 
nl>X7$ K 1 5 2mg!l^M35 6mgS#L 

HlJfifll 5 2 2 




5- (4-^nP-2-7;^a7x-J0 -3- {4- [6- (1-HJ^- 

i//-4-e^^'jji/) -raw ci, 2- a] tfus?>-3-*on -1. 2. 
4 -sfrfrfrs^y 
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mmms o 5 tmmizvx, ssijg^2 93^^30 omgt3- (4-^7 

x~;W -5- (4-:?on-2-7MD7xrjW -1, 2, 4-**W7 
»/-;H 5 2mg^6*BflJ^«l5 6mg^fc. 
'H-NMR (DMSO-dg) 

5 : 7.18-7.24(m, 7H), 7.30-7.39(m, 10H), 7.61(s, 1H), 7.67(d, J=9.2Hz, 1H), 7.74(d, 
J=8.4Hz, 2H), 778(s, 1H), 7.88(s, 1H), 8.21(dd, J=8.8, 8.0Hz, 1H), 8.33(d, J=8.4Hz, 2H), 
8.45(s, 1H) 

«0iJ 5 2 3 



2-7)V*U-4- [6- (l-m^-ltf-4-^7'/'J^) LL. 
2-al h°Uy>-3— Ok] Z^Ii> 

HH0iJ5 0 5 t^«fcLT, fiilM2 9 3ffr&«3 0 0mg<!:4-7P ; e-2-7 
;W^D-7-U>l 5 2mg^6«jBfl2^tt&-5 6mg#fc, 
'H-NMR (CDC1 3 ) 

6 : 6.91(dd, J=8.8, 8.4Hz, 1H), 7.13(dd, J=8.8, 2.4Hz, 1H), 7.17-7.24(m, 7H), 7.30-7.38(m, 
10H), 7.57-7.62(m, 3H), 7.85(s, 1H), 8.28(s, 1H) 

5 2 4 



iy-v^D^yJU-AT- {2-7Jl/^D-4- [6- ( 1 - hU^fr- 1 if- 4 
-bf^VU^) d3£±L ri. 2-al bf'Jv?>-3 — OH 7x-JW frl^T 
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2-7)i*u-4- [6- (i-h'j^;u-iK-4-tf^yu;w -r^yv [i, 

2 -a] t!U> ? >-3— f;W 7~U> (^S£0iJ5 2 3<fc£$&j) 3 0 0mg, 1- 

MS m/e(ESI)661(MH*) 
HJ60J5 2 5 



N-\2-y)^U-A- [6 - (l-h'J^;i/-lH-4-lf^^/'JjU) -T5^ 
V ri. 2 -a] h?U^>-3— jM yx.—M-N*-' fyzfaWlVUT 

2-ymu-A- [6- (i-hU3\>w-i H-4-t!^/u;i') -T^^/ [1, 

2 -a] tfU^>-3— r;P] 7-U> (Hi£0!l5 2 3ft£$0 3 00mg, 2- 

MS m/e(ESI)621(MH + ) 
UliW 5 2 6 



7v— (4-^ h^->^>>uio -4- [4- o-tf u v>-2— r;u— f5^V 

n, 2- a] h!U v?>— 6 — OU) - 1 ff- g^A-JP- 3 — - <)V\ *>X7S. 
HjSfiW8 4tH«©^feT, AT— (4-* h^S/^>e?;U) -4- [4- ( 3 - tf 
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'Jy>-2- f)V— [1. 2 -a] fc!U5»-6— f;W -1-HJ3\>I/ 
- 1 //-tr^y-;i/- 3 — f ;H ^>X75 K (HJS^3 5 Ofc£tt) 2 5mg* 

Mfc^l2mg*fi6teJU:LT#fc. 
'H-NMR (CDC1 3 ) 

6 : 3.80(s, 3H), 4.57(d, J=5.2Hz, 2H), 6.33(brs, 1H), 6.87(d, J=8.8Hz, 2H), 7.09(dd, J=8.8, 
4.4Hz, 1H), 7.15(dd, J=9.2, 1.6Hz, 1H), 7.60(m, 2H), 7.70-7.80(m, 4H), 7.83(s, 1H), 8.13(s, 
1H), 8.45(d, J=4.8Hz, 1H), 9.96(brs, 1H) 

$tt09 5 2 7 



3 - tf u s?>- 2 — f 6 - ( 3 - ml u y>- 2 ~ r 1 h- \L^J-yy- 4 

— -OP) CI. 2 -a] b!U^> 

HJK«8 4ira»©^fe^ 3-t?'J^>-2— OV-6- (3-t!U$»-2- 
^ ! _ 1 H-tT^V-^- 4— f M -f==:?V [1, 2-a] tfU 

V> iMffiSk 3 5 l<b^«) 1 4 Omgfr<b, M^4fif4 6mg$Kefi^ B t 

'H-NMR (DMSO-de) 

5 : 7.22(m, 1H), 7.26-7.45(m, 2H), 7.48-7.74(m, 2H), 7.84(m, 3H), 7.96(m, 1H), 8.30- 
8.46(m, 2H), 10.00(brs, 1H) 

5 2 8 



4- {4- [3- (H'Jy>-2- OU) -fS^y [1. 2-al h°Uv>-6- 





627 



WO 02/088107 



PCT/JP02/04156 



»J8 4tMi®« 4- {4 - [3- (tf U i^>- 2 — f ;W f 5^/ [1, 
2-a] tfU5?>-6— OKI -l-hU^-lH-tf^^-^-S-^jW 7 
iy-Jl/ (Hi6S^J3 5 3fls£*» 8 0mgd>^ Mb^2 Omg^Ma^l, 

'H-NMR (DMSO-dy 

6 : 6.75(m, 2H), 7.26(m, 4H), 7.65(d, J=8.8Hz, 1H), 7.82(m, 2H), 7.94(d, J=8.0Hz, 1H), 
8.35(s, 1H), 8.44(brs, 1H), 9.87(brs, 1H), 13.20(br, 1H) 

5 2 9 



TV. N-V*^)V-2 - {4- [4- (3-tf'Ji^>-2— Qkl^£/ 

[i, 2-a] bfuy>-6— ou) -l ff-h°^y-;w-3— r;p] 7iy^» 

^JSm4£TO©:£8n?, AT, ^-^^-2- {4- [4- (3-tfU> ? > 
-2-^K$^/ Cl, 2-a] tfU 2^>— 6 — OV) - 1 - h 1 H- 

My^-)V-Z-^)V\ 7i^y} 7t^5F 3 5 4 {t£-#j) 7 8mg 

'H-NMRCCDClj) 

6 : 2.98(s, 3H), 3.08(s, 3H), 4.69(s, 2H), 6.94(d, J=8.4Hz, 2H), 7.14(m, 1H), 7.19(dd, J=8.8, 
1.6Hz, 1H), 7.42(d, J=8.4Hz, 2H), 7.62(d, J=8.8Hz, 1H), 7.72(m, 2H), 7.81(s, 1H), 8.13(s, 
1H), 8.52(d, J=4.8Hz > 1H), 9.98(dd, J=2.0, 0.8Hz, 1H) 

$ mm 530 
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6- (3- [4- (2-^;WJ>-4— f;UXh^» 7x~;l/] -lH-\^7 

v-jv-4—(M -3- (tf u^>-2— fji/) -r$^/ n. 2- a] tfuy 
mn&M8 4tmm<D^m-^ 6 - {3- [4- (2-wj>-4-^;nh^ 

>0 7x-;iO -i-h'J5 1 ;i/-i//-fc!7l/~;i'-4— OH -3- (bT'J>>> 
-2-' r;W 5^/ [1, 2 -a] e>Ji?> (HJg^J3 5 5{b£« 6 1mgfr 
5, «Hfc&tt2 3mg£B6*MI£UT#fc. 
'H-NMR (CDa 3 ) 

6 : 2.58(t, J=4.4Hz, 4H), 2.81(1, J=5.6Hz, 2H), 3.73(1, J=4.4Hz, 4H), 4.1 l(t, J=5.6Hz, 2H), 
6.90(d, J=8.8Hz, 2H), 7.11(m, 1H), 7.17(dd, J=9.2, 1.6Hz, 1H), 7.41(d, J=8.8Hz, 2H), 
7.61(dd, J=9.2, 0.8Hz, 1H), 7.72(m, 2H), 7.81(s, 1H), 8.13(s, 1H), 8.51(m, 1H), 9.98(dd, 
J=1.6, 0.8Hz, 1H) 

$1^3 5 3 1 




4- {4- [3- (2-bfUv^) LL 2-a] tfUv>-6 — Ok3 

- 1 H-3-¥yVVM 7-'J> 

*Ml^8 4tra*©*jfeT?, 4- {4- [3- (2-fcTUSW >fS*V [1. 2 

-a] tfUi»-6— r;w -i-h'j^;u-i//-3-tr7 x /u;i/} 7-»jxh 



629 



WO 02/088107 



PCT/JP02/04156 



'H-NMRCCDClj) 

6 : 6.68(d, J=8.4Hz, 2H), 7.14(m, 1H), 7.19(dd, J=9.6, 2.0Hz, 1H), 7.27(d, J=8.4Hz, 2H), 
7.60(d, J=9.6Hz, 1H), 7.72(m, 2H), 7.80(s, 1H), 8.12(s, 1H), 8.54(d, J=4.8Hz, 1H), 9.99(brs, 
1H) 

3 2 



{4- T4- (3-fcf 1 JS^>-2— — Cl. 2-al tf'J>> 
>-6 — HI/) - lH-tf^^/-;i/-3— 7xn;W 75> 
H»84tTO©^^ {4- [4- (3-t!U> J >-2-^;i/-^ 

[1,. 2 -a] t?U5?>-6 — r;W 
3-^;W 7x-JH T5> (HJS01J3 5 6fc£*W 8 7mg^S> m<b^4fil5 

'H-NMR (CDC1 3 ) 

<5 : 2.98(s, 6H), 6.69(d, J=9.2Hz, 2H), 7.12(m, 1H), 7.23(dd, J=9.2, 1.6Hz, 1H), 7.33(d, 
J=9.2Hz, 2H), 7.60(d, J=9.2Hz, 1H), 7.70(m, 2H), 7.80(s, 1H), 8.12(m, 1H), 8.53(d, 
J=4.8Hz, 1H), 10.00(brs, 1H) 

«0O 5 3 3 



^;i/3fr'J>-4-;ftjl^>gg i4- f4- (3 -b: 'J v>- 2— 5^7 n. 




NMe 2 




yr-O 
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2 -a] fcfU^>~6-^) (M ~Zj^M 7SK 

^JSW8 4tH«0^ffiT, ^)V^J>-4-t>)V^>m {4- [4- (3-tf 
U^>-2~ fKS^/ [1. 2-a] HUv>-6--r;W -l-hU^l/- 
lH-K9!/-^-3— f;W 7x-;W 75 H ^ttW3 5 7-f^tt) 7 2mg 

& > 3 7 m g £#8l€jJgJi £ life. 

'H-NMR (DMSO-dj) 

6 : 3.40(brs, 4H), 3.60(brs, 4H), 6.38(s, 1H), 7.19(m, 1H), 7.23-7.37(m, 3H), 7.38-7.55(m, 
2H), 7.65(d, J=9.6Hz, 1H), 7.83(m, 1H), 7.95(d, J=8.0Hz, 1H), 8.36(s, 1H), 8.45(m, 1H), 
9.89(m, 1H), 13.30(br, 1H) 

«0!I5 3 4 




^BJWJ>-4-;ftJ),#>Bg *^)l{4- U- (3-fcf')v>-2— 
^/[l, 2-a] bfiJ^>-6 — OU) -lH-b?^V~Jl,-3.--f 7xZ 
Jki 75 K 

«^J8 4 ^e;u*u>-4-^;i/^>^ *f-)V{4- [4- (3 

)V-lH-\dyV~)V-3—()V\ 7x-;H 75 K <Hjfc«3 5 8fc£4fe) 5 3 
'H-NMRCCDClj) 

(5: 3.17(m, 4H), 3.22(s, 3H), 3.45(m, 4H), 7.09(d, J=8.4Hz, 2H), 7.l4(m, 1H), 7.19(dd, 
J=9.2, 1.6Hz, 1H), 7.50(d, J=8.4Hz, 2H), 7.64(d, J=9.2Hz, 1H), 7.73(m, 2H), 7.82(s, 1H), 
8.16(s, 1H), 8.52(d, J=5.2Hz, 1H), 10.00(brs, 1H) 
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MMM5 3 5 




{4- [4- (3-bf'J>?>-2— j JH*^/ [1. 2-a] fcf'Jy> 
*»«8 4iR«©*JST, vpWI/ {4- [4- (3-tfU^>-2-<;K5 

[l. 2-a] tfu> f >-6-^;i/) -.l-hu^-iH-tr^y-^-s 

--f;W *>5W 75> (ISiB0!l3 6(Mt£4&) 7 8mgi^> m{b^Ml2 8 

mg^eMIil/Tifc, 

'H-NMR(CDC1 3 ) 

<5 : 2.25(s, 6H), 3.46(s, 2H), 7.10(m, 1H), 7.19(dd, J=9.2, 1.6Hz, 1H), 7.31(d, J=8.0Hz, 2H), 
7.46(d, J=8.0Hz, 2H), 7.61(dd, J=9.2, 0.8Hz, 1H), 7.72(m, 2H), 7.82(s, 1H), 8.13(s, 1H), 
8.49(m, 1H), 9.99(dd, J=1.6, 0.8Hz, 1H) 

«M5 3 6 

NHMe 




{4- [4- (3-t?'J^>-2HM5^/ [1. 2-al bf'Jy>- 
6—i)V) -lH-m*J—)V-3-' (M 7x.-M T5> 
«#J8 4<h|f^©#Snr, ;>WU (4- [4- (3-tfU^>-2— fW^ 
V [1, 2-a] trU^>-6— f)W - 1 - HJ^I/- 1 //-H^7-;i/-3 - 
-f;i/| 7x~;W #JW\*5>m ^^fJUXfJl^ (H«J3 6 2^b^) 6 9 

'H-NMR(CDC1 3 ) 
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<5: 2.85(s, 3H), 6.59(d, J=8.4Hz, 2H), 7.13(m, 1H), 7.23(dd, J=9.2, 2.0Hz, 1H), 7.28(m, 
3H), 7.59(d, J=9.2Hz, 1H), 7.72(m, 2H), 7.80(s, 1H), 8.12(s, 1H), 8.54(d, J=5.2Hz, 1H), 
9.99(brs, 1H) 

&6&0J5 3 7 



H 

6- T3- (6-^h^'>H'3^>-3— -\H-\j^J-)\s-±-<M 

-3- (b!«Ji?>-2-^Jl/) fl. 2-al HU^> 

^Jg0iJ8 4t|S|«(DMT-, 6- [3- (6-^h^i/t°U> f >-3— f JW -1 

-y.\)3-)\,-lH-\Z?V-)V-4-' OH -3- (fc!U^>-2— f;W 

V [1, 2- a] bf'Jv> (Hflffll3 6 3<fr&*0 12 6mgi^, Mft£#>4 

2 m g & Bfi&£i £ bTf#&. 

'H-NMR(CDCl3) 

6: 3.93(s, 3H), 6.74(d, J=8.8Hz, 1H), 7.13(m, 1H), 7.21(dd, J=9.2, 1.6Hz, 1H), 7.66(d, 
J=9.2Hz, 1H), 7.72(m, 3H), 7.84(s, 1H), 8.14(s, 1H), 8.34(d, J=2.8Hz, 1H), 8.48(d, J=5.2Hz, 
lH),9.97(dd, J=1.6, 0.8Hz, 1H) 

HJ&0J5 3 8. 



5- T4- (3-HOi?>-2MHS^; [1 . 2-al tf U v?>- 6 -- f Jl/) 
6 _ [3 _ ( 6 -*b*vtf'Jv>-3— Ol/) - 1 - b U 1 H- \L^J- 




OMe 
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^-4—01/1 -3- (t:U$»-2— fJW -f^^V [1. 2- a] tf U (H 
JfcW3 6 3-fb^«) 12 6mg, 5Nli5mL, X^y-jU5mL<D*g-&#j£- 

'H-NMR (DMSO-dg) 

5 : 6.38(d, J=9.6Hz, 1H), 7.46(m, 1H), 7.51(dd, J=9.2, 2.4Hz, 1H), 7.57(d, J=2.4Hz, 1H), 
8.02(dd, J=7.6, 2.0Hz, 1H), 8.10(m, 3H), 8.19(s, 1H), 8.54(d, J=4.0Hz, 1H), 9.03(s, 1H), 
10.11(brs, 1H) 

mmms3 9 



6- T3- (4-^Jl/frU>-4 — f Jl^xXJP) — 1 H— tf 2 % A-.H'~ 4 — f ;|/] 

-3- (g'J3?>-2-<J» -f$W [1. 2- a] fc°'J>>> 

M#!8 4£TO<7)#&T?, 6- [3- (4-WJ>-4-'f;V7i^W - 

i-hU5 L JV-iH-tr7i/-;w-4— <;w -3- (t?u^>-2-<;w -rs 

[1. 2-a] HU> ? > dt*fi«8J3 6 4<t£tt) 15 4mg*5, ffifc^tt 
6 2mg$^}IMSi:lT#fc. 
'H-NMR (CDClj) 

5 : 3.18(t, J=4.4Hz, 4H), 3.85(t, J=4.4Hz, 4H), 6.89(d, J=8.8Hz, 2H), 7.13(m, 1H), 7.22(dd, 
J=9.2, 1.6Hz, 1H), 7.39(d, J=8.8Hz, 2H), 7.61(d, J=9.2Hz, 1H), 7.72(m, 2H), 7.81(s, 1H), 
8.13(s, IH), 8.52(m, 1H), 10.00(brs, 1H) 

5 4 0 
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.6- {3- [4- (6-* h^'>h°U> ? >-3— iJV) 7x^] - \H-M^J 

-)\,-4— jM -3- (hruv>-2— f )V) -ysw [i, 2- a ] tfu> ? > 

H»8 4t|SHi0^T, 6- {3- [4- (6-^ N^^hfU^>- 3-^r;i/) 
7I-JH - 1 - h'J^;U- 1 H-\f^V~)l~4--( )V} -3- (t?D>>>-2 
-- r;W -f^yV [1, 2- a] fcf'J^> (^ffi^J3 6 5<K&m) lOOmg^e, 

'H-NMR(CDC1 3 ) 

6 : 3.98(s, 3H), 6.82(dd, J=8.8, 0.8Hz, 1H), 7.09(m, 1H), 7.26(dd,. J=9.2, 1.6Hz, 1H), 
7.53(d, J=8.4Hz, 2H), 7.60(d, J=8.4Hz, 2H), 7.66(dd, J=9.2, 0.8Hz, 1H), 7.70(m, 2H), 
7.77(dd, J=4.4, 2.4Hz, 1H), 7.86(s, 1H), 8.14(s, 1H), 8.38(dd, J=2.4, 0.8Hz, 1H), 8.43(d, 
J=4.4Hz, 1H), 10.02(dd,J=1.6, 0.8Hz, 1H) 

II«5 4 1 




5- {4- [4- (3-h!U> ? >-2— f;i/^f$y'/ [1, 2-al tf'JS?> 

-6— r;w) - itf-^7-;p-3- <jh ?x-jh -i/f-H'jy>-2- 

6- {3- [4- (6-^h^r->t!U^>-3— f;W 7i-M -1-MJ3MI/ 
-lH-lf7«-4- OW - 3- (H'Jv>-2— f;U) -fS^/ [1. 2 
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-a] KU5» (MMM3 6'5fc£m) 1 1 4mg, 5Nfig|4mL, JL?y-)l 

>^«JBE$y&LT«8fc£* 3 6m g Uffe. 
'H-NMR (DMSO-dj) 

5 : 6.18(d, J=9.2Hz, 1H), 7.12(m, 1H), 7.34(dd, J=9.2, 1.6Hz, 1H), 7.45(d, J=8.4Hz, 2H), 
7.5 l(d, J=8.4Hz, 2H), 7.60(m, 1H), 7.67(d, J=9.2, 1H), 7.80(m, 2H), 7.94(d, J=8.0Hz, 1H), 
7.97(s, 1H), 8.36(brs, 2H), 9.91(brs, 1H) 

H^J5 4 2 

NHMe 

2L£ik {4- [3- (tfUi?>-2— IjV} 1$^/ n. 2- a] fcfUS?>-6 

i»j8 4t^i©« *?\>p {4- [3- (trus»-2— f;w -f^y 

[1, 2 -a] trUi^>-6— Ol/j - l-hU^U-l/f-fcf? 7-^-3— f 

m<t&® 8mg$ Sfe^ii t LTffe, 
'H-NMR (CDC1 3 ) 

6 : 3.00(s, 3H), 7.17(m, 1H), 7.39(dd, J=9.2, 2.0Hz, 1H), 7.59(s, 1H), 7.72(d, J=9.6Hz, 1H), 
7.75(m, 2H), 8.14(s, 1H), 8.66(m, 1H), 10.06(brs, 1H) 

Hl&tfJ 5 4 3 
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S0 2 Me 



3- (5-^M^J^7z>-2- fJU) -6- [3- (g'J5?>-2 
—OV) -IH-\1^J-)V-A-^)V] [1. 2- a] b?'J>>> 

H56^J8 4tn^©^teT, 3- (5 - ^^W-;i^*7x>- 2 

-6- [3- (HUv?>-2-<;W -1-MWW-l H-EyV-)l-4:-' i 
M -f5^/ [1, 2 -a] tfUv> 7 Oft£«0 1 0 9mg*^> 9 

■H-NMRCCDClj) 

6 : 3.23(s, 3H), 7.28(d, J=3.6Hz, 1H), 7.28(m, 1H), 7.37(dd, J=9.2, 2.0Hz, 1H), 7.45(d, 
J=8.0Hz, 1H), 7.65(ddd, J=8.0, 8.0, 2.0Hz, 1H), 7.74(m, 3H), 7.91(s, 1H), 8.57(d, J=1.2Hz, 
1H), 8.63(dd, J=4.8, 0.8Hz, 1H) 

HJ&fliJ 5 4 4 



(4- {4- T3- ( 5 - J^M-Mt7x > - 2 - ^ Jl/) lA^V Cl. 
2 -a] HU> ? >-6— f - lH-tf7V-;i/-3— YJW 7iz;V) v^^- 

H^J8 4 <h^©7jfeT?, (4- {4- [3- (5.-^^HJWC^t7x 
^ — 2 — f ;P) -TS^l/ [1, 2 -a] ei>5?>-6— OM -1-HJ3^-1 
H-t!7!/-^-3-<;W 7x-Jl/) S?jWW75> (H»3 7 4 8 

6 m g * e> , am^^ 4 7 m g <t 

'H-NMRCCDCy 




NMeg 



S0 2 Me 
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5 : 3.00(s, 6H), 3.21(s, 3H), 6.73(d, J=8.8Hz, 2H), 6.93(d, J=4.0Hz, 1H), 7.30(d, J=8.8Hz, 
2H), 7.37(dd, J=9.2, 2.0Hz, 1H), 7.59(d, J=4.0Hz, 1H), 7.68(d, J=9.2, 1H), 7.78(s, 1H), 
7.82(s, 1H), 8.32(brs, 1H) 

£«J 5 4 5 

NHMe 




(4- (4- [3- (5-^5 : MM^W7x>-2- TJP) -YSW Tl. 
2 -a] b?U^>-6 — OKI -1H-K^"/-)V- 3-^)1} 7 x.~)V) 

»J8 4t»MT, (4- {4- [3- (5-*3^x;Mn-;i^ 

t7x>-2--f;W -f5^V [1. 2-aJ fcTUS>>-6— f;W -l-b'J3=- 

W3 7 7 ft&tl) 4 8mgi^> m^^tt 2 1 m g t UT^fco 
'H-NMR (CDClj) 

6 : 2.87(s, 3H), 3.20(s, 3H), 6.65(d, J=8.8Hz, 2H), 6.94(d, J=4.0Hz, 1H), 7.25(d, J=8.8Hz, 
2H), 7.38(dd, J=9.2, 2.0Hz, 1H), 7.63(d, J=4.0Hz, 1H), 7.68(dd, J=9.2, 0.8Hz, 1H), 7.79(s, 
1H), 7.82(s, 1H), 8.29(dd, J=2.0, 0.8Hz, 1H) 



«0iJ 5 4 6 




(4- {4- [3- (5-^5 1 ;W7.J^n;i/5 1 ^-7x>-2— f;U) -f $ 



[1, 2- a] H'Jy>-6--f;l/l 



638 



WO 02/088107 



PCT/JP02/04156 



M 75 > 

mmms 4 tmm^m^ u- u- [3- (5-^)^m=.)i 

^t7x>-2-^W -fS^*/[l, 2-a] tf U i?>- 6 — f;W - 1 - HJ 

1 h- tr^i/-;u- 3 —on ^>s>;w 7$ > 3 8 0 it&m 6 

0mg^6, @^i2 8mg$^ffi^i:tTllfc. 
'H-NMR (CDCI3) 

8 : 2.28(s, 6H), 3.22(s, 3H), 3.50(s, 2H), 6.97(d, J=4.0Hz, 1H), 7.30(dd, J=9.6, 1.6Hz, 1H), 
7.37(d, J=8.4Hz, 2H), 7.42(d, J=8.4Hz, 2H), 7.65(d, J=4.0Hz, 1H), 7.68(dd, J=9.6, 0.8Hz, 
1H), 7.79(s, 1H), 7.84(s, 1H), 8.29(dd, J=1.6, 0.8Hz, 1H) 

&K095 4 7 



3- (5-^^ji/x;^-jP^7x>-2— r;u) -6- [3- u-^fru 

>-4 — nV7x.-)V) -lH-V5 % /-)V-4-<f)V\ [1. 2-al 

*»«8 4fcHfll0^ftT?, 3- (5-^^;U7,;^-;l/^7x>- 2— 
-6- [3- (4-WiJ>-4-^^i^W - l-bVT-JV-lH-VJ 
*J-)V-4-'()V] [1, 2 -a] bf«J^> (HSS0J3 8 2fc£*fe) 14 

'H-NMR (DMSO-dg) 

5 : 3.31(brs, 4H), 3.38(s, 3H), 3.73(m, 4H), 6.96(br, 3H), 7.28-7.42(m, 4H), 7.68(d, 
J=9.2Hz, 1H), 7.79(d, J=4.0Hz, 1H), 7.98(s, 1H), 8.42(brs, 1H) 

HJg^J 5 4 8 



0 




SO z Me 
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6- [3- (2, 4-y7MD7x-J|/) - 1 H- M^J-fr- 4 — ( )V] -3 
- (5-/f;i/7M^t7x>-2- jM [I* 2- a] bfUS? 

> 

HS§#J8 4£^«©#i6T, 6- [3- (2, 4-y7MD7x^W -1-h 
U5 t ^-lH-b!5r/-;W-4-^^] -3- (5-^5 L ;WX;i/*-;P5 1 ^7x> 
-2-*f/W -f5^/ [1, 2- a] tfUv^> (HJfiM3 8 4^«) 118mg 

'H-NMR (DMSO-dj) 

5 : 3.40(s, 3H), 7.18-7.26(m, 3H), 7.37(dd, J=9.6, 1.6Hz, 1H), 7.56(m, 1H), 7.72(dd, J=9.6, 
0.8Hz, 1H), 8.01(s, 1H), 8.25(brs, 1H), 8.36(brs, 1H), 13.40(brs, 1H) 
MS m/e (ESI) 457 (MH + ) 

HSfi^I 5 4 9 




6- [3- (2, 6-v?7;^D7x-Jl/) — 1 H— \jy^/—)V— 4 — f JW] -3 
^S!^8 0£TO©#feT?, 6- [3- (2, 6-y7Mn7i-JW 

U5 1 ;i'-iH-hr5\/-ji/-4-^;w - 3- (5-^^x;w*^?-7!/— ^ 

-2 --MO -fS^l/ [1, 2- a] tf'J> ? > (1146093 8 6ft£#l) 14 6mg 
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'H-NMR (DMSO-dg) 

5 : 3.26(s, 3H), 7.24-7.36(br, 2H), 7.58-7.68(br, 1H), 7.72(dd, J=9.6, 2.0Hz, 1H), 7.84(dd, 
J=9.6, 0.8Hz, 1H), 8.18(s, 1H), 8.40-8.54(br, 1H), 8.51(s, 1H), 9.30(brs, 1H), 13.58(brs, 
1H) 

H^J5 5 0 




4' - (4- [3- U-*h**s7x~JV) -fg^y n. 2-a] bfUS?>- 
6 — f JW] - lH-\Z5V-)V-3-' f)l) !:7iZJl/-2->!jM>i 
4' - {4- [3- (4-^h+y7x"JW -fS^/ [1, 2-a] KU5»- 
6-<;H - l-h*)^)l-lH-¥7V-)V-3— iM k'7x-J|/-2-M 
^^xXril/ (^H5il3 8 7^» 1 1 9mg, 1 N*BffcJ- h »j £ 
AtKMO. 5mL, **y-;i/3mL©ig£#j£6 0 < CT*-»M»SUfc o M 

ttSU tt»£«JET»*bfc. 4' - {4- [3- (4-/N^>7x~jW -f 
[1, 2 -a] t°'Jv>-6-^jl/] - l-h'J^-lH-^ 1 /-;!/- 
3-<;H t'7x-Jl/-2-*M>i0aMl3 4mg$gfi7^77X 
£LT#7c. 31©fl:^«l^5|li6«I8 4t|g«0^j5feT?, ffSfb^MlS OmgSS 

'H-NMR (DMSO-dg) 

5 : 3.69(s, 3H), 6.91(d, J=8.8Hz, 2H), 7.18(m, 1H), 7.24(dd, J=9.2, 1.6Hz, 1H), 7.32- 
7.52(m, 9H), 7.56-7.64(m, 3H), 8.21(brs, 1H) 
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mmm 5 5 1 




C0 2 H 



Me' 



4' ~ {4- [3- (4-^h^>7x^) *f [1, 2-al KUS?>- 

6 — r -iH-\uV—)V-z-'tM bf7x-;i/-4-^j;i/^>M 

H»5 5 0£Htt©#Jire, 4* - {4- [3- (4-^h^>7i-;W -f 5 
[1, 2- a] tf' J S?>— 6 — f;W - 1 - 1 H-fc^/-;!/- 3 

—OH \iy^)V-A-t>)^ym ^/hc^t-^ (H5S^J3 8 8fc£<») 

'H-NMR (DMSO-d 6 ) 

5 : 3.58(s, 3H), 6.80(d, J=8.4Hz, 2H), 7.30(m, 3H), 7.61(m, 5H), 7.85(m, 4H), 8.02(d, 
J=8.0Hz, 2H), 8.13(s, 1H) 

-mm 552 



7- (4- {6 - [3- (4-7MD7x=^) - 1 /f- tf 7'/-JP- 4 — jjk3 
Cl, 2- a] hf'J^>-3— r;W 7i/^» ^\:7°*>% 



F 




C0 2 Et 
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mMM8 4tmm<Dj5fcV> 7- (4- {6- [3- (4-7MD7i^W - 
l-hU^;W-l if- If 7^-^-4— -OKI [1. 2-a] t£US»- 

3— fJH 7x;^-» ^\^>H i^H^rJV (%KM 3 8 9^^411) 4 0 

'H-NMR(CDC1 3 ) 

6: 1.26(t, J=7.2Hz, 3H), 1.43(m, 2H), 1.52(m, 2H), 1.68(m, 2H), 1.82(m, 2H), 2.33(t, 
J=7.2Hz, 2H), 4.00(t, J=6.4Hz, 2H), 4.14(q, J=7.2Hz, 2H), 6.92(d, J=8.8Hz, 2H), 7.12(m, 
3H), 7.23(d, J=8.8Hz, 2H), 7.47(m, 2H), 7.61(s, 1H), 7.62(dd, J=9.2, 0.8Hz, 1H), 7.74(s, 
1H), 8.08(s, 1H) 

Hffifll 5 5 3 



7- (4- (6- [3- (4-7)V*U7x.-)V) -1 H-¥7>J-)V-4-'()M 
£«0«5 5 0iH«®:£«rC, 7- (4- {6- [3- (4-7Ma7i-JW 

-i-MJ3 t ;p-i/f-K5v^-^-4-'f;u] -rsyy [i, 2-a] eys» 
-3— r;w 7x;^» ^\^>^ i^x^f;v (»J3 8 9M) i 

1 5rag^«^i4 8mg$eM^iUTifc, 
'H-NMR (DMSO-dg) 

6: 1.36(m, 2H), 1.45(m, 2H), 1.54(m, 2H), 1.75(m, 2H), 2.23(t, J=7.2Hz, 2H), 4.01(t, 
J=6.4Hz, 2H), 6.97(d, J=8.8Hz, 2H), 7.20-7.32(m, 4H), 7.34(d, J=8.8Hz, 2H), 7.5 l(m, 2H), 
7.62(dd, J=9.2, 0.8Hz, 1H), 7.63(s, 1H), 8.10(s, 1H) 



F 
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;o 2 Et 



MeO 



7- (4- {4- [3- (4-^ t±k2*=M d$££ CI. ~6~ 

lik] - i//-bf^'/-;i/-3— oh 7x;^» ^y^>&g x^i/xxf;i/ 

M^J8 4t|wiaO^^ 7- (4- {4- [3- (4 h*f7x.-)l) <i 

s^/ [i, 2 -a] -6— <;w -i-bU^;i/-iH-k°^y-^-3— f;|/} 

7i/^» ^\^>m I^H^f^ («09 3 9 2*fc£#|) 4 0mg^e, 
^-NMRCCDClj) 

6 : 1.25(t, J=7.2Hz, 3H), 1.42(m, 2H), 1.46(m, 2H), 1.66(m, 2H), 1.80(m, 2H), 2.31(t, 
J=7.6Hz, 2H), 3.86(s, 3H), 3.96(t, J=6.4Hz, 2H), 4.13(q, J=7.2Hz, 2H), 6.92(d, J=8.8Hz, 
2H), 6.94(d, J=9.2Hz, 2H), 7.18(dd, J=9.2, 1.2Hz, 1H), 7.25(m, 2H), 7.37(d, J=8.8Hz, 2H), 
7.61(m, 2H), 7.73(s, 1H), 8.12(s, 1H) 

£2609 5 5 5 



6- T3- U-y)]/*nyx.-)\s) - 1 h-V7*/-)V-4— f - 3- (5 
-^^XJU^ 7 -;i/ ri. 3, 43 ^-tfv7y-;i/-2— -fs^i/ n. 

2-al fcT'JS?> 
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%ffiM8 4 tmifc<Dj5&T?. 6- [3- (4-7;i/*0 7x-JW) -1-MJ3MI/ 
-lH-tf7 , /-^-4--f;i/] -3- (5-*^)WV7 7"-)l, [1, 3. 4] 
**D-i?T*/~)V-2-^)V) [1, 2 -a] t!'J>>> (#1$^ 3 9 3 <t 

3 Omgfr£> ffffib^ttl 3mg^fifefeitbT#fc, 
'H-NMR (DMSO-dg) 

5 : 2.78(s, 3H), 7.20-7.32(br, 3H), 7.40(d, J=9.6Hz, 1H), 7.51(m, 2H), 7.83(d, J=9.6Hz, 
lH),8.37(s, 1H),9.12(s,1H) 
MS m/e (ESI) 392 (MH + ) 

mifom 5 5 6 



3- (5-->?P7°PbfJl/ [1. 3. 4] 9-7 iS7V-)l- 2-^)1) 6- [3- 
(2, 4->?7Mn7x^) -lH-bf7^-;i/-4— YJi/] -f^V [1, 
2-al b?'Jv?> 

«^J8 4t(WIii©^T, 3- ^-v^P^Dt^ [1, 3, 4] ^7V7V 
~)V-2--()V) 6- [3- (2, 4-y*7M07i^W -1-HJ3\>1<-1 
H-\£5*/-fr-4-' i)V\ -fS^V* [1, 2 -a] eU^> («0iJ3 9 4{b£- 

6 5 m g to Z , 8Sfc£4*l 2 4 m g £ SfiM t LT^fc. 
'H-NMR (DMSO-dg) 

5 : 1.07(m, 2H), i.25(m, 2H), 2.56(m, 1H), 7.18(m, 2H), 7.40-7.58(m, 2H), 7.75(d, 
J=9.2Hz, 1H), 8.23(s, 1H), 8.33(s, 1H), 9.32(s, 1H), 13.40(brs, 1H) 
MS m/e (ESI) 421 (MH + ) 

^5 5 7 



F 
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3- [1. 3, 4] HrttyTV-)V-2-<1)V) 6- [3 

- (2, 4-^7MD7x^l/) -lH-\?7 s /—)l-4-'()W -fSW [1. 
2 -a] ejl2> 

30t«8 4fcnai©^rifeT, 3- 3, 4] :*-*-tf->>7 

!/-;P-2— <;W 6- [3- (2, 4-S?7MD7i-JW -1-M)9\»'- 
lH-K5!/-JI'-4-' fJW -f5^/ [1, 2- a] fc?U5?> (*»«3 9 5flS 
£«fl 5 9mg*6, «aft^*2 2mg*afilSfttbT#fc. 
'H-NMR(CDCl3) 

5 : 1.23(m, 4H), 2.26(m, 1H), 6.91(m, 2H), 7.24(dd, J=9.2, 2.0Hz, 1H), 7.42(m, 1H), 
7.68(dd, J=9.2, 0.8Hz, 1H), 7.89(s, 1H), 8.19(s, 1H), 9.40(dd, J=2.0, 0.8Hz, 1H) 

mMM 5 5 8 



6 - f 3 - (2. 4-S?7MP7i^) -1H-M^J-)V-A-^M -3 
- (5-*h*'> [1. 3, 41 ^ij-y7^-;P-2— f Jl/) ;j_SgV [1. 2 
-al fcfU^> 

«H8 4£ffMl0#8nr. 6- [3- (2, 4-i?7MD7x-JW -1-b 
^J-)V-\H-\f.y'J-)V-A-^)V] -3- (5-*h*'> [1, 3, 4] 

it^yy-JU^ 2 — f ;w -f 5 [ i , 2 - a] tf u v> mm 3 9 6 
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'H-NMR(CDC1 3 ) 

5 : 4.28(s, 3H), 6.92(m, 2H), 7.23(dd, J=9.2, 1.6Hz, 1H), 7.41(m, 1H), 7.68(dd, J=9.2, 
0.8Hz, 1H), 7.89(s, 1H), 8.15(s, 1H), 9.30(dd, J=1.6, 0.8Hz, 1H) 
MS m/e (ESI) 395(MH + ) 

gJSfcl 5 5 9 



5- {6 - [3- (2. 4-^7MD7xZJ|/) - 1 if- 4 — i )V\ ■ 
1$^/ [1. 2 -a] tf'JS?>-3 — OH -3ff- [1. 3, 4] £f££2Z 

>/~;W-2-:fr> 

&»^4fcE«©:£8sT, 6- [3- (2, 4-y7MD7x'JW -1-h 

u^-i/f-h°^i/-;u-4— r;w -3 - (5— rvyp#^-> [i, 3, 4] 

t^fy77-^-2-<JW -fS^/ [1, 2- a] t"'Jv> («#J3 9 7fc 

4 6mg^5, Slft^Mll 8mgS6fiteItbTSfc. 
'H-NMR (DMSO-dg) 

5 : 7.14-7.32(m, 2H), 7.48(dd, J=9.2, 2.0Hz, 1H), 7.55(m, 1H), 7.81(dd, J=9.2, 1.2Hz, 1H), 
8.17(s, 1H), 8.33(s, 1H), 8.71(s, 1H), 12.65(brs, 1H), 13.44(brs, 1H) 

5 6 0 



MeO 

6- [3- (2. 4-y7MD7i-Jl/) — 1 H— 4 — f JU] -3 
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- T5- [1. 3. 4] ttHr*J7*J-)l- 2 -4 M 

dAllL LL 2- a] ejjg> 

miMMs 4tmM(D^mr\ 6- [3- (2, 4-^7MP7i-;w - i-h 
y^-iH-K9^/-;w-4— r;w - 3- [5 - (2-^h^>xh+y) [1, 
3, 4] 2 --ow -fs^!/ [1. 2 -a] true?> (^JSfll 

3 9 8 10 7mg*6, Um\&® 1 7 m g £ £ UT#fc. 
'H-NMR (CDCI3) 

5 : 3.46(s, 3H), 3.83(m, 2H), 4.70(m, 2H), 6.91(m, 2H), 7.23(dd, J=9.2, 1.6Hz, 1H), 7.43(m, 
1H), 7.67(m, 1H), 7.88(s, 1H), 8.14(s, 1H), 9.29(brs, 1H) 

5 6 1 



(5-{6-[3-(2. 4-y)V^U7x.=.)V) - 1 Jf- 4 — jjU] 

-fSWCl, 2-a] lfU^>-3— Qkl Tl, 3, 4j_^£gZ^/=ik= 

4£TO£>7j8re, (5- {6- [3- (2, 4-7Mn7i^W - 

i-hU5 1 ;i/-i//-if^y-;w-4— r;w -ys^/ [1, 2-a] hu>>>- 

3— OW [1. 3, 4] ^^7V-JU-2—i)V) *7)V7S> (IIM4 
0 0te£*l) 7 9mg^&, iiM3 Omg^e^aiLTifc. 
'H-NMR (DMSO-d 6 ) 

5 : 2.88(d, J=4.8Hz, 3H), 7.14-7.34(m, 2H), 7.37(dd, J=9.2, 1.6Hz, 1H), 7.57(m, 1H), 
7.73(q, J=4.8Hz, 1H), 7.76(dd, J=9.2, 0.8Hz, 1H), 8.07(s, 1H), 8.14-8.26(br, 1H), 8.05(s, 
1H), 13.44(brs, 1H) 

«#I5 6 2 



F 
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6- [3- (2, 4-y)V*U7*~)l) -lH-\dy'J-)V-4— i )V\ -3- 
(5-*Hfr~> [1. 3, 4] *7 s J7*/-)V-2-' ( )V) ± Cl, 2 -a] 

m&ms4tmmo^m-c, 6- [3- (2, 4-7Md7x^w -i-hj 
^-iH-tf^i/-;v-4— r;n -3- (s-^h*^ [1, 3, 4] 97 V 

7V-)V-2—<M [1, 2-a] KU5» (HM^J40 Hb-&%) 1 

MS m/e (ESI) 410 (MH + ) 
HJStfiJ 5 6 3. 



6- [3- (2, 4-7JP^-P7x-;U) - lff-h°7V-;P-4-> f JUl -3- 
(5-^ h^>- 4-^^-4 H- [1, 2. 41 VI) ± 

HJI5^8 4t^©^T, 6- [3- (2, 4-7MD7i-JW — 1 — HJ 

5 1 ;i/-iH-tf^V-;i'-4-^;u] - 3- (5-* h+~>-4-^;u-4//- 

[1. 2, 4] hU7 % /-;P-3— <)V) -fS:?V [1, 2-a].bfUv> 
(H*fi«4 0 2tt&m) 2 4mg*&, gSMl Omg^eMStbTffc. 
'H-NMR (DMSO-dg) 

5 : 3.56(s, 3H), 4.1 l(s, 3H), 7.12-7.32(m, 2H), 7.28(dd, J=9.2, 1.6Hz, 1H), 7.54(m, 1H), 
7.70(d, J=9.2, 1H), 8.05-8.28(br, 1H), 8.15(s, 1H), 9.24(brs, 1H), 13.40(brs, 1H) 
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MS m/e (ESI) 430 (MH + Na adduct) 



MM 5 6 4 




6- T3- (2, 6-S?7MP7iZJ|/) - 1 H- bf^^-^- 4 -3 

Htt«8 4tra«©*flsT?, 6- [3- (2, 6-i?7MD7x-;W 
V^JV- 1 H-VJV-JV- 4— 1)V\ - 3- (5-^h^>' [1. 2, 4] 
^7^-^-3— f;U) -f 5 ^7 [ 1 , 2 -a] bfUS?> 0 3<b^#l) 

3 4mg*6, «Sft:^*9. 3mg^efiS^tl/T#fc. 
'H-NMRCCDClj) 

§ : 4.25(s, 3H), 7.00(m, 2H), 7.32(dd, J=9.2, 2.0Hz, 1H), 7.41(m, 1H), 7.66(dd, J=9.2, 
04Hz, 1H), 7.98(s, 1H), 8.31(s, 1H), 9.62(bis, 1H) 

$%09 5 6 5 



2- { 8 — ^ aa- 6 - [3- (4-y)V^-uyx.zL)P) - 1 h- 4-tf ^i/ujpi 

Cl. 2 -a] b°'J^>-3-<;i/} -1, 3-5P77-;U- 3^M^ 
H«5«6 8tl^«K:UT, «#J4 0 4T#^nfc2- {8-^DD-6- [3- 
(4-7JWD7x-JV) lH-4-\£5 % /VM I" 5^7 [1, 

2 -a] tr>J^>-3— r;W -l, 3-^77-;H 3 7mgA^. 
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6 Omg (ft&ttA) £#fc„ 
'H-NMR (DMSO-dj) 

fi : 7.21-7.29(m, 2H), 7.48-7.57(m, 2H), 7.71-7.83(m, 3H), 8.16-8.22(m> 1H), 8.40- 

8.49(m, 1H), 9.47-9.52(m, 1H) 

MSm/e(ESI)396(MH*) 

$mm 5 6 6 



8 6 _ [ 3 - (4-7MD7x~Jl/) - 1 H- 4 - fc°7*/l) >>1/] -3 

- (2-<fUv-^) -rg^/ [1. 2-a] tf'Jy>- 3jj[gjfi 
»J6 8t«UT, M4 0 5t#Wc8-^DD-6- [3- (4- 
7MD7i=JW -l~hUW-lff-4-lf5!/U;W -3 - (2-tfU^ 
^5^7 [1, 2-a] K'J3»2 3 5mg*>&, SSfl3^*2 7mg (* 

'H-NMR (DMSO-dj) 

g : 7.18-7.28(111, 2H), 7.33-7.43(m, 1H), 7.49-7.59(m, 2H), 7.89-8.14(m, 3H), 8.20- 
8.28(m, 1H), 8.3I-8.36(m, 1H), 8.70-8.85(m, 1H), 9.86-9.93(m, 1H) 
MS m/e (ESI) 390 (MH*) 

HJSfiSJ 5 6 7 



2- f8-gnP-6- (lH-4-\d5W)V) ±3£±L [1. 2-a] tfUS? 




CI 




H 3HC1 
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h^)^)V-lH-4-\^yVV)V) [1, 2-a] tTU 5»- 3 -> OH 

-1, 3-3=\7V-;H 7 lmg)}^, mfc&4b7 5mg (^HfiT^^yT.) 

'H-NMR (DMSO-dj) 

5 : 7.87-7.92(m, 1H), 8.05-8.12(m, 1H), 8.17-8.31(m, 3H), 8.56-8.64(ro, 1H), 9.83(s, 
1H). 

MS m/e (ESI) 302 (MH*) 
Hffiftl 5 6 8 



8-gdP-6 - (lf/-4-tf7V'J;i/) -3- (2-tfU^;W<5^/[l. 
2-al tf U v ? > • 3jfiBlja 

HJg^6 8 tmWzLX, M1&M4: 0 7T*#e>n^8-^OD-6- (1-HJ3 1 

;u-iff-4-K^yy;w -3- (2-eus^=;w -rs^/ [i, 2-a] tr 

•J^>8 7ragi^, «^3 0mg 
'H-NMR (DMSO-dj) 

5 : 7.44-7.5 l(m, 1H), 7.99-8.08(m, 1H), 8.15(d, J=8.0Hz, 1H), 8.24-8.32(m, 2H), 8.38(s, 
1H), 8.79-8.90(m, 2H), 10.26(s, 1H) 
MS m/e (ESI) 296 (MIT) 

5 6 9 
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H 3HC1 



6- [3- (4-7;M-P7x-;i/) -lH-4-tf^/'JJl/1 -3- (5-7x 
[1. 2, 4 3 ^»^7^-^-3— r;U) ndLjgVUL, 2 -a] g 

LL2> ♦ 3||l 

HIi6 7tHit:lT, H^J4 0 8T#e>tlfc6- [3- (4-7^n7x 
- i-hU?;i/-iH-4-t!5yu;i/] -3- (S-7*-)V- [l, 2, 
4] **WTV-)l- 3 — f;W — fS^/ [1. 2-a] tTUv>18mg#> 
6, Mit^llSl. 2mg (MHA) £#fc. 
'H-NMRO^MSO-ds) 

5 : 7.20-7 .28(m, 2H), 7.52-7.59(m, 2H), 7.62(d, J=9.6Hz, 1H), 7.52(s, 1H), 7.67-7.80(m, 
3H),7.93(d, J=9.6Hz, 1H), 8.11-8.20(m, 3H), 8.61(s, 1H), 9.15(m, 1H) 

gftiftl 5 7 0 



6- T3- U-7)V*U7^-)V) -lff-4-tf7^'JJW] -3- (5-^^ 
Jl/- CI, 2, 4] **W7^-)V-Z-<i)V) — fS^/Cl. 2-a] bf'J 

HJg^8 0 limmzlsT. *lKW4 0 9 7?»6nfc6.- [3- (4-7MP7I 

-i-hu^-iw-4-fc!7»/u;W -3- (5-*^;p- [i. 2, 

4] *^7y-;P-3-fJW — f 5 3^1/ [1, 2-a] tfUv J >18mg^ 
'H-NMR (DMSO-dj) 
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8 : 2.67(s, 3H), 7.14-7.32(m, 2H), 7.42(dd, J=9.2, 2.0Hz, 1H), 7.47-7.57(m, 2H), 7.81(dd, 
J=9.2, 1.2Hz, 1H), 8.11-8.23(m, 1H), 8.29(s, 1H), 8.98(dd, J=2.0, 1.2Hz, 1H) 
MS m/e (ESI) 361 (MIT) 

«0fl 5 7 1 



2- {8-!7;M-P-6- [3- (4 -7;!/^- U7 - 1 f/- 4 - tf ^/U 
2k] lAgV [1. 2 -a] tf' J v ? >— 3 — Ok] -1, 3-^7!/-;^ 3j£ig 

8 bfflWzLT* HJ60J4 1 0T?#6*lfc2- {8-^;^P-6- [3 
- (4-7MD7I-JW -1 - HJ3\>U- 1 ff-4-lf5»/U;W'f5^/Cl. 
2 -a] HUv>-3— r;W -1, 3-?7y-;V9 1mg^e,, g]gft;&4fe4 
Omg (flM&ttft) 
'H-NMR (DMSO-dj) 

5 : 7.21-7.32(m, 2H), 7.45(brd, J=12.0Hz, 1H), 7.50-7.59(m, 2H), 7.74-7.84(m, 2H), 
8.11-8.19(m, 1H), 8.36(s, lH),9.36(d,J= 1.6Hz, 1H) 
MS m/e (ESI) 380 (MH + ) 

H»J 5 7 2 



H 3HC1 

6- [3- (4-7;M-D7x-;i/) -l//-4-tf7'/'j;i/] -3- (2-^7 
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nmM6 stmmzLx, $jk0hi l-enzntcQ- [3- (4-7Md7i 
-i-hU5 L ;p-iif-4-tf7i/u;W -3- (2-^77u;» -f^¥ 

V/ [1, 2 -a] If U5*>-8-#;MfciHJiW6 8mgd^e>, *^#TT->7y 
'H-NMR (DMSO-d 6 ) 

g : 7.19-7.30(m, 2H), 7.50-7.60(m, 2H), 7.78-7.90(m, 2H), 8.11-8.30(m, 3H), 8.56(brs, 

1H), 8.24(brs, 1H), 9.75(d, J=1.6Hz, 1H) 

MSm/e(ESI)405(MH + ) 

$%09 5 7 3 



2- {6- [3- (4-7MD7i^) - 1 H-4-\Zz>W)V\ -8-^ 
M5^/ [1. 2 -a] tf U^>- 3 - jjkl -1, 3-?-7*S-)V' 3jft»jft 
£Jfi0!l6 8iR«K:UT, &K0H 1 2T#e>n^2- {6- [3- (4-y)V* 
□ 7iZJW -l-HJ9^-lJf-4-£7 % /U;W -8-/fJWS^/ [1. 
2 -a] H'J>>>-3 — i)V] -1, 3-^7*/— ;H 1 8mg^6, Mfc£4b 
3 Omg 

*H-NMR(DMSO-d 6 ) 

5 : 2.61(s, 3H), 7.20-7.31(m, 2H), 7.45-7.60(m, 2H), 770-7.93(m, 3H), 8.12-8.24(m, 1H), 
8.80-8.98(m> 1H), 9.49-9.57(m, 1H) 
MS m/e (ESI) 376 (MIT) 

«0J 5 7 4 
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N 

H 3HC1 



3- (5-->^D^PbfJU- CI. 2, 41 **W7V-)\,-3— Ob) -6- 
[3- (4-7Mn7xr^) -lH-4-\£?\/VM — f$W n. 2- 
al g'JS?>- 3i£i£ifi 

8 tmmzVT.m&mi i 3T#e>nfc3- (s-^^ayDtr;!/- a, 

2, 4] t^7y-JP-3-' T;W -6- [3- - 

i-hu^;p-i//-4-tr^yj;w a, 2 -a] trus?>i3 8 

'H-NMR (DMSO-dg) 

5 : 1.14-1.24(m, 2H), 1.28-1.42(m, 2H), 2.40-2.64(m, 1H), 7.16-7.28(m, 2H), 7.44-7.56(m, 
2H), 7.60-7.70(m, 1H), 7.88-7.96(m, 1H), 8.13(s, 1H), 8.48-8.59(m, 1H), 9.03(s, 1H) 
MS m/e (ESI) 387 (MH + ) 

5 7 5 



6- [3- {4-7)V*n7x.-)V) - l//-4-bf7 s /'j;i/] -3- [5 - (2 
-7x-jl^>£a7Pb?Jl/) - [1, 2, 41 ^•»^7V-;p-3-^rjH — f 
5^/ [1. 2- a] H'J^> 

HJS0iJ8 Ot^itUT, HJfi0!l4 1 4T?#e>ttfc6- [3- (4-7JM-D7x 

-JW - 1 - S'J^;i/- 1 //-4-tr^yj;u] - 3- [5- (2-7x-^ 

U?U\i)V) - [1, 2, 4] ^U-^7y-Jl/-3-'fJH [1. 2 

-a] tTU^>l 0 7mg^, «»i^«4 5mg (&£«A) £#fco 
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'H-NMR(CDC1 3 ) 

8 : 1.71-1.79(m, 1H), 1.90-1.97(m, 1H), 2.50-2.56(m, 1H), 2.78-2.86(m, 1H), 7.02-7.11(m, 
2H), 7.15-7.37(m, 6H), 7.42-7.50(m, 2H), 7.68(d, J=9.2Hz, 1H), 7.83(s, 1H), 8.35(s, 1H), 
9.13-9.17(m, 1H) 

5 7 6 



3- (5 n. 2, 4] £££2Z2l=Jk^3szdM -6- 

T3- (2, 4->?7;U^-D7x-Jl/) -1 H-4-b!5>'/'J;H — f$^/ [1, 
2- al bfU> ? > • 3j&lgjg 

6 8 t UT, IIM 4 1 5 T# ?>nfc 3 - ( 5 - */tt o 7 D bf [ 1 , 
2, 4] ttWTV-fr-Z—DV) -6- [3- (2, 4-^7MD7x" 

;w -i-hu^-i//-4-tr^yu;w -fa^; [i, 2 -a] tru5» 

2 0 7mg*5, SlM9 0mg (MfilSII) 
'H-NMR. (DMSO-dg) 

S : 1.14-1.22(m, 2H), 1.30-1.38(m, 2H), 2.40-2.49(m, 1H), 7.23(ddd, J=8.4, 8.4, 2.4Hz, 
1H), 7.34(ddd, J-10.0, 10.0, 2.4Hz, 1H), 7.60(ddd, J=8.4, 6.4, 6.4Hz, 1H), 7.81(brd, 
J=9.6Hz, 1H), 7.94(d, J=9.6Hz, 1H), 8.34(s, 1H), 8.54(s, 1H), 8.92(s, 1H) 
MS m/e (ESI) 405 (MIT) 

HiS^J5 7 7 




H 3HC1 
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6- [3- (4-!7au-2-y)^uy^-)U) - 1 H-4-fcf y'/VM -3 
- (5-->fra7°PfcfJU- [1, 2, 4] ttWTV-fr- 3-^)1) — f5y 
[1, 2-a] bf'Jy>- 3j£jgj£ 

8 tlliB'LT. 1 6T#e>n^c6- [3- (4-^DD-2- 

7WQ7i^) -i-hu^-iff-4-tr^vu;i'] -3- (5— >^o 

ypt!;i/- [1. 2, 4] **W7.V~)V-3— nV) — [1, 2-a] 
fcf U v f >3 1 7mg^^ ra^tJl 1 5mg (^7^7 7^) 
'H-NMR (DMSO-d 6 ) 

5 : 1.12-1.46(m, 4H), 2.38-2.62(m, 1H), 7.43(dd, J=8.0, 2.0Hz, 1H), 7.52(dd, J=10.4, 
2.0Hz, 1H), 7.57(dd, J=8.0, 8.0Hz, 1H), 7.75-7.90(m, 1H), 7.95(brd, J=9.2Hz, 1H), 8.36(s, 
1H), 8.51-8.64(m, 1H), 8.93(brs, 1H) 
MS m/e (ESI) 421 (MH + ) 



MM 5 7 8 




6 - [3- (2. 4-*J7)V*U7ai-)V) - 1 rt- 4 - M gVUikJ 
-3- T5- (jWI/TJI/?*-^) -2-^x-JKl <$W [1, 2-a] tf 
U3?> ; 2j£&jg 

HIS«aJ6 8tl^i{CUT, M4 18Ti^tlfc8-7DO-6- [3- (2, 
4-y7MD7iZJl/) -i-hu^;i/-if/-4-e7Vu;n -3- [5- 
(*^)IX)17*-M -2-^X-;U] ^5^/ [1, 2-a] tf'Jy>17 8 
mg^e., iiM82mg 'H-NMRtt, ^7'J-#:<D% 

i 

'H-NMR (CDClj) 

8 : 3.24(s, 3H), 6.92-6.99(m, 1H), 7.00-7.07(m, 2H), 7.38(d, J=1.2Hz, 1H), 7.46(ddd, J=8.4, 
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6.4, 6.4Hz, 1H), 7.70(d, J=4.0Hz, 1H), 7.85(s, 1H), 7.88(s, 1H), 8.13(d, J=1.2Hz, 1H) 
MS m/e (ESI) 491^1(MH + ) 

mmm5 7 9 



3- (5-->^gyabf;i/- [1. 2, 4] *tti?7*/-)l-3-<<)V) -6- 
C3- (4-^h^>7i^) -l/f-4-WJJH z^fA22l ri. 2- 
al fcf'J>>> • 3j£&j£ 

HiS^J6 8tH«fcbT, ££6094 1 9 T#S>nfc 3 - (5 -^n7°a tf;U- [ 1 , 
2, 4] *3rU-$?7V-;W- 3 — f;W -6- [3- (4-^h^>7i-JW - 
l-hU^jp-lH-4-tf7 > /U;W — fS*V [1, 2- a] tfU> ? >14 0 
mg^6, IM^8 0mg (MISA) 'H-NMR », *7U— 

'H-NMR (CDC1 3 ) 

6 : 1.22-1.38(m, 4H), 2.23-2.32(m, 1H), 3.83(s, 3H), 6.88-6.95(m, 2H), 7.24(dd, J=9.2, 
1.6Hz, 1H), 7.35-7.41(m, 2H), 7.65(dd, J=9.2, 0.8Hz, 1H), 7.81(s, 1H), 8.32(s, 1H), 9.16- 
9.22(m, 1H) 

MS m/e (ESI) 399 (MIT) 
8 0 



3- n. 2. 41 ttHr&7V-)V-3-'()V) -6- 




OMe 




OMe 
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[3- (2-7MD-4-^h^>7i^) - 1 H- 4 - M y »/U )V\ — i 5 
^/ [I, 2 -a] £U_2>j 3^M^ 

Hi6£#l6 8 iMfcl/T^li§0iJ4 2 <m#£ttfc3 - (5 - D^o fc!;P- [1, 
2, 4] ^#5?7 1 /-;U-3--f;W -6- [3- (2 -y)V^rU- 4 - ^ 
->7i-iW -l-h>J^;V-l/f-4-tf^yj;i/] — C5*V[1, 2-a] 
tfU> ? >l 3 Omg^e, «Bfttft2 5mg £t#fc 0 
'H-NMR (DMSO-dj) 

5 : 1.12-1.23(m, 2H), 1.30-1.40(m, 2H), 2.48-2.63(m, 1H), 3.83(s, 3H), 6.88-6.96(m, 2H), 
7.42(dd, J=8.4, 8.4Hz, 1H), 7.78-7.83(111, 2H), 8.24-8.32(m, 1H), 8.54-8.72(m, 1H), 8.98- 
9.04(m, 1H) 

MS ro/e (ESI) 417 (MH*) 



&ttffl5 8 1 




3- (5 n. 2. 41 •**WT"J-)V-Z-'U\>) - 6- 
T3- (2-7Mn-4-^fJl/7x-JI/) - 1 J/- 4 - \L=> — 
'/ fl. 2-al h°Uv>- 3jBffll 

£%096 8£H«teLT,Hafi«l4 2 1 Tt#e>ftfc 3 - ( 5 P^D t?;i/- [1, 
2, 4] ttW7V-)\'-Z-'{)V) -6- [3- {2-7)V*U-4-*7)V 
7x-JW -l-hU^-l/f-4-t!^y , 'j;i/] — T5*V [1. 2-a] If 
«J^>1 3 9mgi^, «jg^«6 0mg £#fc„ 
'H-NMR (DMSO-dj) 

5:1.12-1.23(111, 2H),.1.27-1.40(m, 2H), 2.23(s, 3H), 2.35-2.55(m, 1H), 7.15(dd, J=8.4, 
8.4Hz, 1H), 7.24-7.32(m, 1H), 7.44-7.54(m, 1H), 7.64-7.75(m, 1H), 7.92(d, J=9.6Hz, 1H), 
8.14(s, 1H), 8.55(s, 1H), 9.06(s, 1H) 
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MSm/e(ESI)401 (MH*) 



mmm 5 8 2 




3- (5-^D^Dt!;p- [1. 2, 4] ^-»^7^/-JW-3-^;P) -6- 
i3- [A-yMu-2- 7i>JH -l/f-4-fcf 

Z^Jlik} — fS^/ [1. 2- a] tfU^> ♦ 3tttt«t 

&K4!I6 8fcB«lCbT, £%0H 2 2T#^nfe3- (5-'>^P^Dtf;i/- [1, 
2, 4] **W7V-)V-3—f)l>) -6- {3- [4-7;^D-2- (2- 
^h+ylh^y) 7X-JW -l-bU^-lH-4-bf7VU;W —- f 5^ 
V [1, 2-a] tf'J v>9 5mg^£> Hljb^bl 5mg ($SS£&S) 
•H-NMRtt, ifi^U-flMD'bOSIBfcLfc. 
•H-NMRCCDQ^ 

5 : 1.21-1.38(m, 4H), 2.21-2.32(m, 1H), 3.55(s, 3H), 3.76-3.81(m, 2H), 4.25-4.30(ro, 2H), 
6.58(ddd, J=8.4, 8.4, 2.4Hz, 1H), 6.76(dd, J=10.4, 2.4Hz, 1H), 7.17(dd, J=8.4, 6.4Hz, 1H), 
7.27(dd, J=9.2, 2.0Hz, 1H), 7.67(d, J=9.2Hz, 1H), 7.75(s, 1H), 8.33(s, 1H), 9.18(brs, 1H) 
MS m/e (ESI) 461 (MHO 

mmm 5 8 3 



3- (5— >»P^Dtf;W- ri. 2, 4] *tt*?7 s /-)l-3-'()V) -6- 
T3- (2-7MD7x-;i/) -lH-A-V^/VM ->fS^/ [1. 2- 
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2, 4] ttW7V-)V-Z—i)V) -6- [3- (2-7;i/tn7x^W - 
l-\*\)?)\,-lH-4-\±7VV)l] — <5^7 [1, 2-a] tTU^>248 

'H-NMRO^MSO-dj) 

5 : l : 10-1.22(m, 2H), 1.25-1.38(m, 2H), 2.27-2.45(m, 1H), 7.21-7.28(m, 1H), 7.30(ddd, 
J=7.2, 7.2, 1.2Hz, 1H), 7.44-7.58(m, 2H), 7.75(dd, J=9.6, 0.8Hz, 1H), 7.92(d, J=9.6Hz, 1H), 
8.27(s, 1H), 8.54(s, 1H), 8.93(d, J=0.8Hz, 1H) 
MS ra/e (ESI) 387 (MH + ) 

^Jfifll 5 8 4 



6- f3- (.4-iy^U^>^)V^iy-2-y)l^ruyjL~)V) -l/f-4-tf 
9»/UJH -3 - (5-^p7pQ/- [1. 2. 4] m'77'/-^-3- 

lik) =r rs^ ri. 2-a] tfu^>- 3jfttttf[ 

5feffi0!l6 8£EI»fcbT, 2 47?^e.tlfc6- [3- (4 n^>5=- 

M^>-2-7M07x^) -l-hU^;i/-lH-4-tf^VU;i'] -3 
- (5-v^oyntf;U- [1, 2, 4] **W7'J-)V-Z-'()V) — IS.? 
V/ [1, 2-a] b-'Jy>8 6mg^, ii^«3Smg (£&&fl) 
'H-NMRte, fr©t>©£f2f£Lfco 
'H-NMR(CDC1 3 ) 

5 : 1.20-1.37(m, 4H), 1.40-1. 98(m, 8H), 2.23-2.32(m, 1H), 4.70-4.80(m, 1H), 6.61-6.72(m, 
2H), 7.l9-7.32(m, 2H), 7.66(d, J=9.2Hz, 1H), 7.84(s, 1H), 8.31(s, 1H), 9.13-9.16(m, 1H) 
MS m/e (ESI) 471 (MHO 
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O^OMe 



3- (5-->^pyptf;p- Cl. 2. 4] ££*£2Z±tzJkzL3^LM -6- 
{ 3 - \2-y)^U-A- (2-/h^>Xh^» 7x-JU] - 1 /f- 4 - fcf 
9»/'JJH — fS^V [1. 2 -a] bf'J^>- 3111 

^J60iJ6 8 tmmizLT. Hlfc0j|4 2 5 r%t>ntc 3 - ( 5 - : s>7 U?U tf;U- [ 1 , 

2, 4] ^^77-^-3— f;i/) -6 - {3- [2-y)l-tU-4~ (2- 

^h+->Xh+*» 7i-JW -l-h'J^-lif-4-tf^\/ij;i/} 

»/ [1, 2-a] tTUS^>7 3mgJ&>£, i»!|3 8mg 

'H-NMR«, ffc©t><E>£IBfcUfco 

*H-NMR(CDC1 3 ) 

8 : 1.22-1 .37(m, 4H), 2.23-2.42(m, 1H), 3.45(s, 3H), 3.72-3.81(m, 2H), 4.08-4.17(m, 2H), 
6.69-6.80(m, 2H), 7.24(dd, J=9.2, 1.2Hz, 1H), 7.27(d, J=8.4Hz, 1H), 7.65(dd, J=9.2, 0.8Hz, 
1H), 7.84(s, 1H), 8.31(s, 1H), 9.13-9.18(m, 1H) 
MS m/e (ESI) 461 (MIT) 

§H»5 8 6 



3- (s-i/t7w7a\d)V- ri. 2, 41 ^-»y.7^/-;w-3-^;p) -6- 

[3- (2, 6-S?7MD7i^) - lff-4-bf^/UJl/l -H'S^r/ [1. 
2-a] tf'Jv> • 3j6»jfi 

8£I^J3SfcbT, 2 6T#e,nfc3- (5 P^ntf*- [1, 

2, 4] **W7"J-)V-Z-'()V) -6- [3- (2, 6 -^7J^07 x~ 
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)V) -l-h'J^;i/-lH-4-tf^^UJU] -^5^/ [1, 2-a] h°U>^ 
2Hmgi^ 1 Mfc&ttl 0 5mg 
'H-NMR (DMSO-dg) 

5 : 1.17-1.23(m, 2H), 1.3Q-1.37(m, 2H), 2.38-2.48(m, 1H), 7.18-7.29(m, 2H), 7.54-7.64(m 
1H), 7.71-7.79(m, 1H), 7.89(d, J=9.2, 1H), 8.35-8.46(m, 2H), 8.89(s, 1H) 
MS m/e (ESI) 405 (MKT) 

^I^J 5 8 7 



6- [3- (2, 4-^7MD7x^) - 1 H- 4 - tf ^/U )\A -3- (5 
2-a] bf'J>>> • 3jjM^ 

^JgM6 8 £ Infill;: UT, mffiM4 2 77?#5nfc6- [3- (2, 4-v>7;i/* 

d7x-jw -i-hj^-i //-4-t?^/u;w -3- (5--f vr/ntfjv 

- [1. 2, 4] **-V-iS7V-)]/-3— i)V> —f^^V [1, 2-a] tfUS? 
>12 8mg^^ «^i6 Omg 
'H-NMR (DMSO-dj) 

5 : 1.39(d, J=6.8Hz, 6H), 3.37-3.43(m, 1H), 7.18-7.27(m, 1H), 7.30-7.38(m, 1H), 7.55- 
7.64(m, 1H), 7.74-7.88(m, 1H), 7.91-8.00(m, 1H), 8.29-8.38(m, 1H), 8.53-8.66(m, 1H), 
8.93-8.99(m, 1H) 
MS m/e (ESI) 407 (MH + ) 

5 8 8 
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F 



6- T3- (2, 4-z?7)\,jTU7x.-)V) -lH-4-¥?W)l] -3- (5 
-yntfju- [l. 2, 4] W^7';-^-3--f^) -f$^/ [1. 2- 

8£|WUSK:bT> 2 8tfffl-&nfc6- [3- (2, 4-^7;^ 

D7i-;w -i-hu^-iH-4-a , /'jM-3 - (5-yptf;w- [i, 

2, 4] 3 — OV) T5^/ [1, 2-a] KU5»12 8 

'H-NMR (DMSO-dg) 

5 : 1.00(t, J=7.2Hz, 3H), 1.75-1.87(m, 2H), 3.00(t, J=7.2Hz, 2H), 7.19-7.28(m, 1H), 7.29- 
7.40(m, 1H), 7.55-7.65(01, 1H), 7.82(d, J=9.2Hz, 1H), 7.95(d, J=9.2Hz, 1H), 8.35(s, 1H), 
8.58(s, 1H), 8.95(s, 1H) 
MSm/e(ESI)407(MH + ) 

HPJ5 8 9 



6- [3- (2. 4->?^Jl/^-n7^-^) -lf/-4-h°^^/U;i/] -3- (5 
-^7MD^^- [1. 2. 41 3 — f )V) — fS^/[l. 

2-al bf'Jv>- 3JIM1 

HJ60»J6 8 t^fcUT, «fiSJ4 2 9T'#enfc6- [3- (2, 4-i>7JM- 
07x"JW -l-hU^;i/-l/f-4-t°^^U;W -3- (5-5>7;M-D* 
5P^- [1, 2, 4] :t*U-^7*/-Jl'-3-^;i/) — T5^y [l, 2-a] tr 
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US>>1 0 5mg#6» Mft;£4to5 Omg iM&TWJ 7X) 

'H-NMR (DMSO-dg) 

5 : 7.17-7.28(m, 1H), 7.28-7.38(m, 1H), 7.57(t, J=51.6Hz, 1H), 7.54-7.64(m, 1H), 7.70- 
7.78(m, 1H), 7.93(d, J=9.2Hz, 1H), 8.34(s, 1H), 8.49-8.55(m, 1H), 8.85(s, 1H) 
MSm/e(ESI)415(MfT) 

5 9 0 



3- (S-*?7)V*U*r)V- n. 2. 41 ^-»^7\/-;W-3— -6 
- T3- (2-7MD7xn;V) [1. 2 

-a] bf'J^>- 3J11 

MIN 6 8 £ TOfc UT, DWJ 4 3 0 T*# e. nfc 3 - ( 5 - 5? 7 JU^O * 
[1, 2, 4] 3-*lK?7V-;i'--3-' OP) -6- [3- (2-7MD7x- 

m - i-h'j^-iH-4-t o ^yu;n rs-yy [i, 2- a] ey$» 

'H-NMR (DMSO-dfi) 

6 : 7.22-7.38(m, 2H), 7.48-7.60(m, 2H), 7.57(t, J=52.4Hz, 1H), 7.78(d, J=9.2Hz, 1H), 
7.96(d, J=9.2Hz, 1H), 8.32(s, 1H), 8.66(m, 1H), 8.91(s, 1H) 
MS m/e (ESI) 397 (MKT) 

UttStil 5 9 1 



6- [3- (2, 6-^7Ma7z-JV) -lH-4-mVVM -3- (5 





WO 02/088107 



PCT/JP02/04156 



2- a] MW> - 3j&§£& 



mt&M4 3 lTi^M, 6- [3- (2, 6-5?7Mn7xnjW - 1 - h >J 

-3- (5-^7;^n^^;P- [1. 2, 4] * 
*W7^-)V-Z—i)\s) t%M [1. 2 -a] tTUS?>l 0 5mg*6, 

fi#£l« Ufflffi©a^tf**g£TJ fc. SgUfifcl 6 8 £ K«fc*fi»j3&£fr 

'H-NMR (DMSO-dj) 

5 : 7.20-7.32(m, 2H), 7.56(t, J=51.6Hz, 1H), 7.56-7.65(m, 1H), 7.70-7.82(m, 1H), 7.88- 

7.96(m, 1H), 8.43(s, 1H), 8.44-8.53(m, 1H), 8.84(s, 1H) 

MSm/e(ESI)415(MH + ) 

«fl|5 9 2 



6- [3- (2-7MD7i^) - l/f-4-b?7*/U;H -3- [5- (2 
-^^yp^xjp) ~ [1, 2, 4] ^^j?7V-)l-3-^)V\ z^LA^jL 
r 1 . 2 - a] tf U 2> • 2 h u 7;V^n»»jft 

6-7p^-3- [5-(2-^^;i/7o^-;W- [1, 2, 4] Hr*W7V- 
)V-3-^)V] -fS^l/ [1. 2 -a] t?Uv>> («jfi«l 2 6 2 3 2mg 

(0. lOmmolK 3- (2-7Mn7x-JW -l-HJ^-l/f-4 
-If7*/U;i'3t5n>aft 9 7fc£*b) 13 5mg (0. 3 0mmol) , 

fh^X (h'j7x-Jl/7^-77^» /t7-79M2mg©2NKithU9 
A*»«0. 4 5mL^l, 2 -S?* h*->X* > 2 . 2mLigM8 0"CT? 
5l^ia»U7c. fi&Sl^7K^h'J7A7K^2mLS:UaA> H«x^T«lttJ 
U t«i§/>7'7>7<fM-T5M, Ml:rh7bK 
D77>lmL, mL^i[;5 NiS 1 mL ^MiiatMftil 
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- (WAKO PAK ODS^7^A, ^ : 7X/ / T'fehnh'j;i//0. l%h'J 
MS m/e(ESI) 401 (MH + ) 




6- [3- (2, 6-S?7;M-D7x-Jl/) - 1 H- 4 - tf7>/l) )V\ -3- [5 

- (2-*5MP7p^-ju) - n. 2. 4] ^-9-^x^-^-3— r;u] -- r 
2-a] b?'>7> • 2 hU7;i/3-a§Eigm 

9 2 tittle: UT, 6-7D : e-3-[5-(2-^9 1 ;V7 , D^-;i/)-[l, 
2> 4] ^U-^7^-;U-3-^;i/] -f 5^7* [1. 2-a] EU5?> (Kjfttil 
2 6 2M) 3 2mg, 3- (2, 6-^7Mn7xr;W -1-h'J^- 

iH-4-t:7 , /y;^p>» (Siitm 1 nu£4w uomgitJis^ 

1 3mg£#fco 
MS m/e(ESI) 419 (MH + ) 

HJfi^5 9 4 




6- [3- (2-7Jl/^a7x-JW) - l//-4-hf7'/'JJH -3- (5-*h 

^>*?mp- [l, 2, 41 ttW7V-)V-3-' nv) — u£±L ci. 2- 

aj tf'Jv?>- 2 HJ 7;kfrD§E%jg 
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mmmi2stmm\zvx, (5-*Mr$owi/- [i. 2, 

4] **W7V-)V-3— OV) < %W [1. 2 -a] fcTUS?> (Mai«sj2 6 
3fc£tl) 3 1mg, 3- (2-7M07x^;W - 1 - 1 H-4 - 

\Z7*/V)v#n>m mmmi 9 itt&m) 1 3 5mgj;Ds«b6«7mg^ 

MSm/e(ESI)391(MH + ) 



«0<I5 9 5 




6 - C3 — (2, 6-^7;^D7xr:jW) — 1 H— 4 — bf ^ 1/ 1 J ;H -3- (5 
-*±±±Z*±lkz [1. 2, 4] tWT^-^-S-fJP) — fS^V [1. 
2 - al tf u s jy • 2 HJ 7;^PftMftjft 

2 8 fcHtttfcl/T, 6-^O^E-3- (5-*h=^>*3MV- [1. 2, 
4] ^-*U-^7l/-;i/-3-^;W -f [1, 2 -a] t?US?> (StifiM2 6 

3fc£fe) 3 1mg, 3- (2, 6-^7Ma7x^;W - 1 - HJ 1 /f 
-4-t!9VU;P#o>» (81H2 1 Hfr&tt) 1 4 0mg<t!5iiM9ni 

MS m/e(ESI) 409 (MH + ) 
£J609 5 9 6 




1- (3- {6- [3- (2-7J^D7x-Jl/) --f 
5^7 [1, 2 -a] fc°'Jy>-3— fJW - n. 2, 4] ^ij-^yy-^- 
5— f;i/^^;w) -tfnu v>-2-^-> • 2_H27jk±PfEit^ 
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mmwi 2 stmmzLx, 1- [3- $w [1, 2 -a] eu 

S?>— 3 — T/l^> - [1. 2, 4] 0r*W7V-)\'-5-'()VM-)Vl -fcfPl) 
v>>-2-*> (SB£M2 6 4<t£$l) 3 6mg, 3- (2-7Mn7x-^) 
-l-h'J?;i'-lH-4-tf^l/'j;^P>^ (SSf«Jl 9 74b£#|) 13 5m 
g «k 0 flUS^^tt 3 m g £*§fco 
MS ro/e(ESI) 444 (MH + ) 




1- (3- {6 - [3- (2. e-v^JM-P^xiijV) - l/f-4-lf7'/U;i/1 
— [1, 2 -a] tfUv>-3— r;W - CI. 2, 4] ttWTV- 
JV-5-' -bfDU> ? >-2-^-> • 2 h'J7;^PlWftjS 

$mmi2 8tmmzLT> 1- [3- (e-ytws^v [1, 2-ai tfy 

5»-3 — OU) - [1, 2, 4] **W7V-)V-5-'t)V* ; ?)V\ -Ep'J 
v>-2-^-> («j&«2 6 4<k^«l) 3 6mg, 3- (2, 6-^7MP7i 
- 1 - h U 3^- 1 H- 4 - tT^yj^P >K (fiiSffil 2 1 1 1 
4 0 m g «fc 0 Mfc£#l 9 m g 
MS m/e(ESI) 462 (MH + ) 

HSS0iJ 5 9 8 




(3- {6- [3 - (2-7JVtn7i^) -1 Jf-4-e9»/'JJH — 
r/ [1. 2-al tf'Jv>-3— fJH ~ [1. 2. 4] sfrfrffSJy*/-;)/- 5 - 
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mmmi2 8tmm\zvx, is- (e-ya^s^i/ [i. 2-a] trus» 

-3— f;p) - [1, 2, 4] **D-i?7V-)V-5-'()\'*?M -V*?-)V7 
5> (8B£0!|2 6 54fr&%) 32mg, 3- (2-7MD7x^) -1-hU 

{b£1&7mg£*#fc. 
MSm/e(ESI)404 (MH + ) 

5 9 9 



(3- {6- [3- (2, 6-v7;^n7x^Jl/) -lH-4-t?7^/'JJH - 
ri. 2-a] fcfU> ? >-3— f;W - [1. 2, 41 a^-fr^T*/-;!/ 

£%0U 2 8 tnm\ZLX, [3- (6-7ot-f5^[l, 2-a] t!U^> 

-3— r;u) - [i, 2, 4] ^^7y-;i/-5— oioww -s>;wi/7 

5> (WJ2 6 5M) 3 2mg, 3- (2, 6 -> f ^;^n7xnjU) -1 

-hU^;i/-iif-4-tr^v i J;i/^o>m (S&fli 2 1 1 fc£4b) uomgj: 

MSm/e(ESD422(MH + ) 
HJfifll 6 0 0 



6-y7;^P7x-Jl/) -!H-4-tf77'JM — [1. 2-a] g 





3- (S-1>z?)V- [1. 2, 4] ttWTV-fr-Z—fto-G- [3- (2, 
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8 tmmzLT. 3 2T#e»n^3- (5-^>iW- [1, 2, 

4] lr*W7"/-)V-3— <;!/)- 6- [3- (2, 6-^7^D7i-JW - 
l-hU5 1 ;i/-lH-4-kr7y'J;W -^5^/ [l. 2- a] KU3»6 5m 
gfr&» Mft^«3 0mg *»fc. 'H-NMRfcL £7 U 

l H-NMR (CDCI3) 

8 : 4.30(s, 2H), 6.94-7.03(111, 2H), 7.23-7.43(m, 7H), 7.66(dd, J=9.2, 0.8Hz, 1H), 7.95(s, 
1H), 8.33(s, 1H), 9.08-9.12(m, 1H) 
MS m/e (ESI) 455 (MH*) 

H««6 0 1 



3- T5- (3, 3. 3-HJ7JUa-P:/Dtf;» ~ [1. 2, 4] ttWTV 
-)V-Z-^)V\ -6- [3- (2, 6-^7Mn7x-;P) 
r/UJM — Ls^Z LL 2-al t:'J^> 

HJ6M68tTOfctT, Wm* 3 3T#&n&3- [5- (3, 3, 3 - h U 
7M07°DW - [1, 2, 4] **W7*/-)V-3-<1)Vl - 6- [3- 
(2, 6-^7MD7i-JW -l-hV2-)V-lH-4-\U*/V)V] — f 5 
[1, 2 -a] fc?U> ? >8 3mg*^, SHMl 9mg (4S&&H) 
fc. 'H-NMRte, it^U-M^CD^Mbfe. 
'H-NMR(CDC1 3 ) 

8 : 2.70-2.83(m, 2H), 3.17-3.30(m, 2H), 6.95-7.06(m, 2H), 7.31(dd, J=9.2, 1.6Hz, 1H), 
7.35-7.45(111, lH),7.68(d, J=9.2Hz, lH),7.97(s, 1H), 8.33(s, 1H), 9.02-9.1 l(m, 1H) 
MS m/e (ESI) 461 (MR*) 

mmme o 2 
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3-(5-yj/D^Pb>-[l. 2. 4] ttMri?7*S-)],-3-' fM-6- [3 
- (2. 5-y7MD7xrjV) - 1 if- 4-K77'JJM — [1. 2 
-al fcTUS?>- 3i»!& 

H«6 8iRI«fcLT\ «0!l4 3 4f#e>nfc3-(5-^^pyPtf;W-[l, 
2, 4] *tti?7\r-)V-3-' fJW-6- C3- (2, 5-^7MP7i-JW 

-i-HJ9 L ;w-iH-4-t:^/u;w -- rs^i/ci. 2- a] tru>>>9 2 

mg*5, SiM4 0mg (Mfc&iSi) 
'H-NMR (DMSO-dg) 

8 : 1.10-1.23(m, 2H), 1.26-1.38(m, 2H), 2.35-2.48(m, 1H), 7.24-7.48(m, 3H), 7.64-7.80(m, 
1H), 7.84-7.96(m, 1H), 8.26-8.54(m, 2H), 8.91(brs, 1H) 
MS m/e (ESI) 405 (MIT) 

0 3 



6- T3- (2, 6-y7MP7x^l/) - 1 H- 4 - bf^/'JJl/l -3- (2 
-bfu^-;w) dA^2l [1. 2 -a] bf'JS?>- 2jg&& 
HiS0>J6 8 fcli^SfcUT, 5T»&nfc6- [3- (2, 

U7x-)V) -i-hu^-i/f-4-if5»/u;W - 3- (2-tru>?-;i/) 

< 5 y 7 C 1 , 2 -a] lfUy>2 3 8mg^e), W^4 0mg 
'H-NMR (DMSO-ds) 

6 : 7.14-7.21(m, 2H), 7.22-7.42(m, 1H), 7.50-7.62(m, 1H), 7.83-8.12(m, 4H), 8.32- 




673 



WO 02/088107 



PCT/JP02/04156 



8.50(m, 2H), 8.80-8.90(m, 1H), 9.83-9.90(m, 1H) 
MS m/e (ESI) 374 (MH + ) 

H»J6 0 4 




6- T3- (2. %-V7)\>*U7x.-)V) - 1 /f-4-tf ^y'JJi/] -3- (4 
-7MD7I-JM rLg^Z LL 2-al tf'J 

H»J6 8 tl^HKUT, *««4 3 6T»6nfc6- [3- (2, 6-3?7^* 
D7xZJW -l-MJ^- yj^] -3- (4-7MD7I 

-f^^V [1. 2- a] f'J^>2 5 0mg^^ Ig^«l8 6mg (& 

'H-NMR (DMSO-dj) 

5 : 7.14-7.24(m, 2H), 7.35-7.42(m, 2H), 7.43-7.52(m, 2H), 7.53-7.63(m, 1H), 7.87- 
8.1 l(m, 3H), 8.33(d, J=3.2Hz, 1H), 8.47(d, J=2.4Hz, 1H) 
MS m/e (ESI) 391 (MH + ) 



m&me o 5 




6- T3- (2-7MD7x^) - 1 //- 4 - bf.^/'JJH -3- (5— fV 
^□bTJl/- [1. 2, 43 ^jj-v7'/-Jl/-3— LMz^ L§^/ LL 2-a] 

HJ6M6 8 tTOfcUT, ££094 3 7t:#e.n7c6- [3- (2-7Wn7x 

-i-Hj^i/-iH-4-t77'j;w -3 - (5--rvyDt?;u- [1, 
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2, 4] **W7V-)V-3-4)V)-4=iyS [1, 2-a] tf'Jv>2 0 3m 

g^e», wmo&to 1 1 5m g (m^h) £#fc 0 

'H-NMR (DMSO-dj) 

5 : 1.39(d, J=7.2Hz, 6H), 3.36-3.45(m, 1H), 7.22-7.37(m, 2H), 7.46-7.62(m, 2H), 7.81- 
7.92(m, 1H), 7.96-8.04(111, 1H), 8.31(brs, 1H), 8.68-8.77(m, 1H), 9.04(brs, 1H) 
MS m/e (ESI) 389 (MH*) 

HJg^iJ 6 0 6 



3- (4-7MD7x^) -6- [3- (2-7MD7x^l/) -ltf-4 

-tf^vu;!/] -r$^'/ [i. 2-a] gus?>-anatt[ 

HJS0iJ6 8 t^fcbT, HM^J4 3 8T#enfc3- (4-7MD7i-iW 
-6- [3- (2-7)V*U7x.~)V) - 1 - bU9^- 1 J F/-4-tr^yU;i'] 
-f$*V [1, 2-a] tTU 1 5 Omg^S, IIM7 1mg ($tm£i£ 

'H-NMR (DMSO-dj) 

5 : 7.22-7.40(m, 4H), 7.42-7.58(m, 4H), 7.94-8.06(m, 2H), 8.10(brs, 1H), 8.32-8.40 (m, - 
2H) 

MS m/e (ESI) 373 (MH*) 
H» 6 0 7 
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3-^>V [1,3] i?jr*V-)V- 5 — T JP— 6 — T3- (2-7MD7x- 
)V) -l/f-4-b?7'7U;i/] Cl, 2- a] tf'Jv?>» h'J7J^P§^ 

6- [3- (2-7MD7i-;W -l-HJ?^-lif-4-fcf57*U;KI - 
3-3-M5^/[l, 2- a] t?U> 5 > (§^#12 7 lfc£4fe) 6 5mg (0. 
lOmmol) > 3, 4-^?U>^^>7i-J^D>i3 4mg (0. 2 0 
mmol) > fh7*7, ( h 'J 7xnjl/7*X7^ » A7^!7A6mg©2N^ 
»^HU«>A7K*K0. 2mL*3«ktfl, 2-^ h^>I^>2mL^8 

^>lmL^«tUChij7;^D^m2mL^0^4 OT^IMSSUfc. h 'J 7^ 
?>7 J )V?--?Zj&\stzo ^mkWZu^VtfyU— (WAKO PAK O 

'H-NMR (DMSO-dj) 

8 : 6.14(s, 2H), 6.79(brd, J=8.4Hz, 1H), 6.98(d, J=8.4Hz, 1H), 7.00(brs, 1H), 7.17- 
7.34(m, 2H), 7.41-7.56(m, 2H), 7.79(brd, J=9.2Hz, 1H), 7.89(d, J=9.2Hx, 1H), 8.00-8.14 
(m,2H) 

MS m/e(ESI) 399 (MH + ) 
0 8 



ZjzSSklL [i. 3] i^^-^v— 5 — f 6 - [3- (2. 6-s?7;M-n 

7i-Jl/) -lif-4-lf7'/'J;P] ±$£\/ [1. 2 -a] hV7)l 
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mmm6 0 7 tmm\zLx. 6- [3- (2, 6-^7Md7x-jw -i-h 

U3\>P-lH-4-fc!7\/y;W -3-3-hW5^y [1, 2 - a] tf'J^> (S3 
3fi0g2 6 9fc&*W 6 7mg, 3, 4 -^5 1 1/>W^7x-Md>S63 4m 
gJ;(5Mb^i3mg$llfc. 
MS m/e(ESI) 417 (MH + ) 




3- (3, 4-> ? 7J^a7x-JV)-6- C3- (2-~7)V-*U7^-)V) -1H 

-4-e^/'j;t/i -r$yy ri. 2-ai tfu^>- HJ^a-aBE&ft 

WJ6 0 7 tNitlT, 6- [3- (2-7MD7I-JW -l-MJ^ 

-3-3-F-f5*V [1, 2-a] f'Jy> (©igfll 
2 7Hfe£ft) 6 5mg, 3, 4-y7MD7x^D>i3 2mgj;DIi 
ft;£^7mg£t#fc 0 
MS ro/e(ESI) 391 (MH + ) 



6 10 




3- (3, 4-y7MD7x-M-6- C3 - (2, 6-y7MD7i-;M 
-l/f-4-b^yjjl/l l^VJj_, 2-a] £U_2>J HJ:7JM-Plfcgife 
Hi5£0il6 0 7 tmm\ZLX, 6- [3- (2, 6-y7MD7x-JW - 1 - b 
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H-4-\±7VV)l>] -3-3-M^/[l, 2- a] fc!US» (ft 
£09 2 6 9<fc£^) 67mg, 3, 4 )l>*n? ^=L)Vtfa>M3 2mg Jt; D 

MS m/e(ESI) 409 (MH + ) 

HJS0iJ6 1 1 




3- (3, 5-y7Mn7i^)-6- [3- (2 -7MD7x^) - If/ 
-4-K7'/U;H -f$^/ [1. 2- a] b?U>?>- h'J7MaM 
^J6M6 0 7 tRifcU, 6- [3- (2-7MD7xn;i/) -1-HJ^/I> 
-lH-4-fcf^VU;H -3-3-M5^l/ [1, 2 -a] tf'J^> (W&W 
2 7 1ft£#|) 6 5mg, 3, 5-^7Mn7i-Mn>U3 2mgJ;l!)ii 

MS m/e(ESI) 391 (MH + ) 

HiS^J 6 12 




3- (3. 5-^7;U^-a7xnj^-6- [3- (2, 6-^7MD7x^) 
-1 H-4-\*7WM 2 -a] bTUi?>- h U 7JW**PlE&tt[ 

^|£0iJ6 0 7 tPI*RfcLT» 6- [3- (2, 6 -^7Ma7xz;|/) 
U3\rt/-lff-4-t?^/U;KI -3-3-lMS^/ [1. 2- a] tf'Ji?> (M 
j£0iJ2 6 9fc£-$l) 67mg, 3, 5-y7MD7x-^D>i3 2mgJ:D 

MS ra/e(ESI) 409 (MH + ) 
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$%096 1 3 




3- [4- (y7Mn/b^y) 7x^;H - 6- [3- (2-7MD7ir: 
20 -lH-4-bT7l/U;H 1$^/ [1, 2- a] tf U 5? > ■ 
Mii^J2 7 lT?#5ft&6- [3- (2-7^D7i-;W -l-HJ^-l 

-3-3-M5^l/[l, 2- a] b!U S?>2 0 Omgi 
^ii^J2 7 2-e#6>tlfc2- (4->'7;i/^-D^h^>'yxnjP) -4, 4, 5, 
5-fh7^f^ [1, 3, 2] ^^D7>1 2 6mg&ffiViTSIil^J4 2 

U^;W6©K««ftffV^ IiM9 5mg (ft&ttli) 
'H-NMR (DMSO-dj) 

5 : 7.18-7.60(m, 9H), 7.96-8.08(m, 2H), 8.13(brs, 1H), 8.30-8.40(m, 21?) 
MSm/e(ESI)421 (MH + ) 

mmme 1 4 




F 



3- [4- (y7Mn^h^y) 7x~;i/| -6- T3- (2, 6-y7Ma 
7i-M -l/J-4-h°^'/U;i/1 ±gjgV n. 2-al 
S3jt^j2 6 9T#Stlfc6- [3- (2, 6-^7MD7x-JW 

;w-iH-4-tr^yu;i/] -3-a-M5*v [i. 2- a] tfUv>2oo 

mgt»IW2 7 2Tl»6nfc2- (4-y7Mo^h^y7i-JW -4, 4, 



679 



WO 02/088107 



PCT/JP02/04156 



5, 5-fh7^Kl, 3, 2] i?-t*H-tfUy>l 2 2mg&ffl^T&560iJ 
'H-NMR (DMSO-dg) 

5 : 7.1 l-7.22(m, 2H), 7.32(d, J=8.4Hz, 2H), 7.42(t, J=73.6Hz, 1H), 7.47(d, I=8.4Hz, 2H), 
7.50-7.62(m, 1H), 7.98-8.12(m, 3H), 8.31(s, 1H), 8.47(brs, 11$ 
MS m/e (ESI) 439 (MIT) 



6- C3- (4-^PP7x_;i/) - 1 //-fcf^A-JP-4 — < )V\ 

-)V-2-^)V-^^J [1, 2 -a] tf'Ji^- 2&f|jg 

nWfl\§ 7 iHISHUT, 6- C3- (4-^nD7i-JW -l-MJ^-l 

h- e7V-;i/-4—f;n -3-^7\/-;w-2-^ r — rsy*/ a, 2 -a] 

t!U5?> (HJStfH 3 9ft£tl) 1 1 lmg^6M^M4 6mg&4K&IIA& 
LTifc. 

'H-NMR (DMSO-d*) 

5 : 7.41-7.5 l(m, 4H), 7.82-7.92(m, 1H), 7.85 (d, J=3.0Hz, 1H) ,7.91 (d, J=3.0Hz, 1H) , 7.99 
(d, J=9.2Hz, 1H), 8.19(s, 1H), 8.88 (s, 1H) , 9.68 (s, 1H) 
MS m/e (ESI) 378 (MH*) 

mmm 6 i 6 





H 2HC1 
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5- [4- (3-?7^-)l-2— <i)V-' f S.^/ [1, 2 -a] fcf'J^>-6- 

*»«6 8£B8fcl/r, 5- [4- iZ-^7 s J-)V-2—OV-' ( S.^/ [1, 
2 -a] HU v^>— 6 — OV) — 1 — MJ 1 H~ \f.y s J—)V— 3 — OU] - 
tty 2 d&«094 4<Mb£«l) 10 1mg*6SSft^ 

'H-NMR (DMSO-dg) 

<5 : 7.16(d, J=3.8Hz, 1H), 7.84(d, J=3.8Hz, 1H), 7.88(dd, J=9.1, 1.2Hz, 1H), 7.90(d, 
J=3.4Hz, 1H), 7.96 (d, J=3.4Hz, 1H) , 8.03(d, J=9.1Hz, 1H), 8.26 (s, 1H) , 8.87 (s, 1H) , 9.79 
(s, 1H) 

MS m/e (ESI) 375 (MR*) 

mam 6 1 7 



6- {3- [5- (1 H— Tb7 x S-)V-5-' f JW) -ft7i>-2-^fJH - 
IH-M^Z-^-A-^M - 3 ~^7'/-JU- 2 — TJU — f 5 W [1. 2- 

*««4 4 17?#6n&6- {3- [5- UH-J-VvV-fr-S— iM 

*7i>-2-^] -i-i>U5 i ;p-iH-tf7i/-;w-4— r;H -3-^7 

7— ;U- 2 --f;i/-<$^y [1, 2-a] eU^>6 0mg^fh7tKn77 
>-**y-JU (1 : 1) OmLfci&fcU 5N113. OmL^JP 

'H-NMR (DMSO-dg) 

6 : 7.19(brs, 1H), 7.66(dd, J=9.2, 1.6Hz, 1H), 7.68(d, J=3.6Hz, 1H), 7.77(d, J=3.2Hz, 1H), 




H 2HC1 
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7.85(d, J=3.2Hz, 1H), 7.90(d, J=9.2Hz, 1H), 8.18(brs, 1H), 8.55(s, 1H), 9.74(s, 1H) 
MS m/e (ESI) 418 (MIT) 

»J6 1 8 



5- T4- (3-^7>/-;V-2— f — f$yV [1. 2 -a] £U>>>-6- 

lik) - iff-H7-/-;i/-3— QkJ -^7x>-2-^j^>jg 22L£2k 

»J4 4 4T!#enfc5- [4- (3 -^71/-^- 2— f T 5^/ [1, 

2 -a] h°'Jy>-6- OW - 1 - b IWV- 1 ff- tf ^A-^- 3 — f )V\ - 
^7x>-2-*;^>Sg H2 9mg5rh7tFD77>-^ 

^y-;P (1 : 1) (DM&m&8. OmL, 5N4IM3. OmL^MT3« 

'H-NMR (DMSO-dg) 

<5 : 3.05(brs, 6H), 7.06(d, J=3.8Hz, 1H), 7.34(d, J=3.8Hz, 1H), 7.84(dd, J=9.4, 0.8Hz, 1H), 
7.87(d, J=3.2Hz, 1H), 7.95(d, J=3.2Hz, 1H), 7.99(d, J=9.4Hz, 1H), 8.18(s, 1H), 8.78(s, 
lH),978-9.79(m, 1H) 
MS m/e (ESI) 421 (MIT) 

WJ6 19 
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^&;^'J >- 4 — HI/- (5- [4- ( 3 -^7"J~)V- 2 — ( )V — f $ W 
[1, 2 -a] HU>>>-6 — -\H-^'/-)V-Z-^)V] -tt7x. 

2WMM 

$mm6 7 tmmizvT. t;M?y>-4-- vv- {5- [4- u-^Ty-^ 
-2— r;p-< ra^/ [1, 2- a) ifus?>-6— r;w - l-hu^-in 

-¥7V-)V-Z-4)V\ -ft7i>-2--fJW (HS60J4 4 5<b£ 

«) 4 7mgrt>&«^^2 7mg£fcfi|g||&bTfcfc. 
'H-NMR (DMSO-dg) 

(5 : 3.58(brs, 8H), 7.06(d, J=4.0Hz, 1H), 7.29(d, J=4.0Hz, 1H), 7.80(d, J=9.0Hz, 1H), 
7.86(d, J=3.4Hz, 1H), 7.94(d, J=3.4Hz, 1H), 7.97(d, J=9.0Hz, 1H), 8.18(s, 1H), 8.74(s, 
lH),9.78(s, 1H) 
MS ro/e (ESI) 463 (MH + ) 

££096 2 0 



tf □ u>?>- 1 — r;w- {5- [4- o-^tv-jp- 2— r jw— f 

[1. 2 -a] hf'J 6 — r;i^) - lH-\Zzr^r-)V-S— <M -ft7x 

>-2— <;n *^y> • 2 jftBftJtti ' 

ilW6 8tKbt, tfnU5?>-i— r;i/- {5- [4- (3-^tv-;u 
-2-<;i/-- r$^/ [i, 2-aj tru> ? >-6— r;w -i-hu^-iH 




683 



WO 02/088107 



PCT/JP02/04156 



ft) 4 6mg* mmitGW 1 0 m g &$Jt&&J| t LT#fc„ 
'H-NMR (DMSO-dj) 

<5 : 1.75-1.95(111, 4H), 3.35-3.70(m, 4H), 7.11(d, J=4.0Hz, 1H), 7.46(d, J=4.0Hz, 1H), 7.85- 
7.94(m, 2H), 7.97(d, J=3.4Hz, 1H), 8.05(d, J=9.2Hz, 1H), 8.21(s, 1H), 8.89(s, 1H), 9.82(s, 
1H) 

MS m/e (ESI) 447 (MH + ) 
£««6 2 1 



5- [4- {3-*TV-)V-2-' VV-' LS^/ Tl, 2-a] fcf'J v^>- 6 - 

-r;i/) -ijf-(f7V-ji/-3-fjH -^7i>-2-^;^>t e^o^ 

mmmestmmzvx. 5- [4- ( 3 2 — r jp— 5 ^/ [1, 

2-a] fcfU^>-6—OW - 1 - h'J^- 1 H-¥7V~)l-3—Ul] - 
^7i>-2-*M>t ^D<>3\H/f$F (#U£0H 4 7<fc£ft) 7 0 
mg!i> &Mfc&4fe 4 3 m g t LXWt. 
'H-NMR (DMSO-dj) 

6 : 1.45-1.60(m, 4H), 1.61-1.77(m, 2H), 1.80-1.93(m, 2H), 4.10-4.21(m, 1H), 7.10(d, 
J=3.8Hz, 1H), 7.72(d, J=3.8Hz, 1H), 7.88(dd, J=9.3, 1.5Hz, 1H), 7.91(d, J=3.2Hz, 1H), 
7.96(d, J=3.2Hz, 1H), 8.03(dd, J=9.3, 0.8Hz, 1H), 8.21(s, 1H), 8.36(d, J=7.2Hz, 1H), 8.86(s, 
1H), 9.80(dd, J=1.5, 0.8Hz, 1H) 
MS m/e (ESI) 461 (MIT) 

«0J 6 2 2 
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F 



3- (3-7Ma-4-^h^>7x^l/) -6- [3- (4~7Mn7x^ 
)V) -lH-4-bf^/U;i/l ±S££ LL 2-a] h°U> ? >-^^ 

mmmi $hmnwjmz.&K>, 3- (3-7Mn-4-^h^>7x-jw - 

6- [3- (4-7MD7i-;W -l-h'J^-l/f-4-^7yj;i/] -f 
S^'/Cl. 2-a] tf'Jv>> (H»44 8<b^») 14 2mg*^ift-&ll 
8 9mg£&£^JI<tUT?#fc. 
'H-NMRPMSO-dj) 

<5 : 3.92(s, 3H), 7.18-7.25(m, 2H), 7.31(dd, J=8.4, 8.4Hz, 1H), 7.33-7.37(m, 1H), 7.45- 
7.51(m, 3H), 7.89(dd, J=9.2, 1.6Hz, 1H), 8.01(dd, J=9.2, 0.8Hz, 1H), 8.19(brs, 1H), 8.29(dd, 
J=1.6, 0.8Hz, 1H), 8.31(s, 1H) 
MSm/e(ESI)403(MH + ) 

2 3 



5- {6- [3- (4-7;kfrd7x-J)/) - 1 Jf-4-br^7'JJl/] ±%^± [1. 
2-al fcf U S^>— 3 — OH -1— r>^y> 

H»8 0«hl^#fcLT, 5- {6- [3- {A-y.)V^uy ^~)V) - 1 - HJ 
5 1 ;W-lH-4-lf^y<JJU] -T5^y [l, 2-a] t:<Jv>-3-<;H -1 
— f>^y>(H»4 4 9fc-&» 1 1 0mgfr£>glgfc£#l2 7mg^#fc® 

'H-NMR (CDCIJ 
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6 : 2.73-2.78(m, 2H), 3.13(dd, J=6.0, 6.0Hz, 2H), 7.11-7.17(m, 2H), 7.25(dd, J=9.2, 1.6Hz, 
1H), 7.33-7.37(m, 1H), 7.41-7.43(m, 1H), 7.48-7.53(m, 2H), 7.70(dd, J=9.2, 1.2Hz, 1H), 
7.77(s, 1H), 7.78(d, J=8.0Hz, 1H), 7.80(s, 1H), 8.23(dd, J=1.6, 1.2Hz, 1H) 
MS m/e(ESI)409(MH + ) 

»6 2 4 



5 - (6 - {3- [4- (pWIvUMn-JI/) 7x^H - 1 H- 4-lf 7»/U JH 

-rs^/ [i. 2 -a] if u> ? >-3— r;i/) - 1 ->r > • taMS 

9 fclMfctefrSsfcAD, 5- (6- {3- [4- (*?)VZ)l>ft=.)V) 7 

x-;u] -i-hu^;i/-iH-4-t;7y'j;H -f [i, 2-a] trus^ 

>-3— f;W -l—f>^y> (HJ&094 5 Oft^tt) 4 4mg*5«^- 
2 7mg^^SM B s B tbT#fc, 
l H-NMR (DMSO-de) 

6: 2.66-2.71(01, 2H), 3.10-3.15(m, 2H), 3.22(s, 3H), 7.63(dd, J=8.0, 1.2Hz, 1H), 7.70- 
7.78(m, 4H), 7.7.84(s, 1H), 7.88-7.93(m, 2H), 7.99(d, J=9.2Hz, 1H), 8.20(brs, 1H), 8.42(s, 
1H), 8.59(m, 1H) 
MS m/e(ESI)469(MH + ) 

*»6 2 5 
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2 - (6 - {3 - T4- {£±Jb7JVft^M Zx^jk] ~ lH-4-\f7VV)l} 
2-al fcf'Jv>-3— fjl/) -1, 3-^>y^7'/-;W- 2 jfi 

HSS0iJ7 9 tH*&*ftfc«fcD, 2- (6- {3- [4- (*^;i/XJl^~;W 7 

i-jh - i-hu^;u-iH-4-t7yu;w -rs^y ci, 2 -a] trus? 

>-3— f;U) -1, 3-^>7^TV-;l/ (HJ60!I4 5 Ht£« 6 1mg*6, 
'H-NMR (DMSO-dg) 

<5 : 3.00(s, 3H), 7.44(td, J=7.2, 1.2Hz, 1H), 7.50(td, J=7.2, 1.2Hz, 1H), 7.66(dd, J=9.2, 
1.2Hz, 1H), 7.77-7.82(m, 3H), 7.87-7.92(m, 2H), 7.93(d, J=9.2Hz, 1H), 8.13(dd, J=7.2, 
0.8Hz, 1H), 8.25(s, 1H), 8.73(s, 1H), 9.86(dd, J-1.6, 0.8Hz, 1H) 
MS m/e(ESI)472(MH + ) 

mmm 6 2 6 



4- [ (5- {6- [3- (4-7MP7x-;i/) - 1 H- 4 - tf ?7 LUk] >f 
[1, 2 -a] h°U>?>-3— fJH -2-5PX-JU) Xjk^jk] 

HJS^J6 8 t^^ffilCkD, 4- [(5- {6- [3- (4-7M07H 

;i/> - i-Mj^-iH-4-tr57u;w -fs^v [l. 2 -a] ■KU5>>- 

3—f;W -2-^X-;i/) ZJ!/*-JH *7?>~\*V)l (£££014 5 3{fc£4ft) 
1 8 0mgfr£>^Igfc£$j6 Omg^^fei^B H Bi:LT#fco 
'H-NMR (DMSO-cy 

5 : 1.92-2.01(m, 2H), 2.66(t, J=7.2Hz, 2H), 3.52-3.58(m, 2H), 7.19-7.26(m, 2H), 7.46- 
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7.52(m, 2H), 7.63(d, J=8.8Hz, 1H), 7.63(d, J=3.6Hz, 1H), 7.89(d, J=8.8Hz, 1H), 7.91(d, 
J=3.6Hz, 1H), 8.14(brs, 1H), 8.40(s, 1H), 8.50(s, 1H) 
MS m/e(ESI)492(MH + ) 

§W36 2 7 



4- (6- {6- [3- (4-7;M-P:7x-Jl/) - 1 ff- 4 -bf^/'J;KI £5 
£^_LL 2-al bf'J v>- 3— fJH -1. 3 -*>W7V-)V- 2 — f JP) 

$mM8 OtmmzVX. 4- (6- {6- [3- (4-7^0 7i^W -1 

-h'j^;i/-iH-4-tr^\/u;u] -rs^y [1. 2- a] Mwy-z-<M 

-1, 3-^>V^7V-;V-2— f;W 7*^>-h'JJV (*0S0*4 5 4fc£*O 
10 8mg^&Iij^6 5mg^ (Mfi&lu HiliU : S»X^;W . 
'H-NMRCCDClj) 

6 : 2.33(tt, J=7.2, 7.2Hz, 2H), 2.59(t, J=7.2Hz, 2H), 3.32(t, J=7.2Hz, 2H), 7.11-7.18(m, 2H), 
7.22(dd, J=9.2, 1.6Hz, 1H), 7.41(dd, J=8.8, 1.6Hz, 1H), 7.46-7.51(m, 2H), 7.69(dd, J=9.2, 
0.8Hz, 1H), 7.74(s, 1H), 7.50(s, 1H), 7.79(d, J=1.6Hz, 1H), 7.97(d, J=8.8Hz, 1H), 8.17(dd, 
J=1.6,0.8Hz, 1H) 
MSm/e(ESI)479(MH + ) 

nnm 6 2 8 
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(4S) -4- (6- {6- [3- (4-7JU^P7xn;i/) -lH-4-\*5V 
UJH 1A££ E_L 2 -a] fc°'J>?>-3-— OH -1, 3-^>'/5 1 7 , ;-JP 

mMM6 8£mm<Vfimz&V). (4S) -4- (6- {6- [3- U-7)V* 

□ 7x-;w -i-hU5 1 ;p-ijy r -4-tf5i/u;w -r^^y [i, 2 -a] h 

> - js ij ;p (HJI^iJ 4 5 5 ft&m) 6 5 m g ?>mmtt>&® 2 7 m g ^fttfi^H t 
'H-NMR (DMSO-dfi) 

6 : 2.04-2.14(m, 1H), 2.25-2.35(m, 1H), 2.63-2.77(m, 2H), 5.03-5.09(m, 1H), 7.17-7.26(m, 
2H), 7.48-7.55(m, 2H), 7.67(dd, J=8.4, 2.0Hz, 1H), 7.81-7.88(m, 1H), 8.00-8.04(m, 1H), 
8.07(d, 8.4Hz), 8.18(brs, 1H), 8.38(d, J=2.0Hz, 1H), 8.41(s, 1H), 8.46(m, 1H) 
MS m/e(ESI)495(MH + ) 

£tt<*6 2 9 




Nl - {4-*9)V-l. 3-^7'/-;P-2->f;P) -4- [6- ( 1 ff- 4 - 
tf7'/UJU) -fS^'/ [1, 2 -a] tf D>*>-3— Ol/l ^>X7$K- 2J&& 
It . 

H»6 8t»»J;?3> ATI- (4-*3\>k-l, 3 -9-7*/— )V- 2 - 

-r;i/) -4- [6- (i-hu^-iH-4-tT7Vu;w -rs^7 [i, 2- 

a] tTU5?>— 3 — OK) ^>X7^H (^»4 5 6<t«&*!l) 4 3mg*6. ft 
Jgffc£to3 lmgMM B B 9 tlT#fc. 
■H-NMR (DMSO-dg) 
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6 : 2.34(d, J= 1.2Hz, 3H), 6.88(m, 1H), 7.96-8.00(m, 2H), 8.09(dd, J=9.2, 0.8Hz, 1H), 8.28- 
8.37(m, 5H), 8.50(s, 1H), 8.90(m, 1H) 
MS m/e(ESI)401(MH + ) 

mmm 6 3 0 



wi - [5- (*^;W7Ji/fr~;u) -1. 3, 4-^7^7*7-^-2— rjp] - 

4- C6- (1 -fS^/ [1, 2-al h!U^>-3— r;i/] 

HJfi096 8 iW«l©*aclCj;D, ATI- [5- (jWia/Meyw) -1, 3, 4 
-5=-7^7 v /-;i/-2->r;U] -4- [6- 

;U) -f5^ [1, 2 -a] KUS»-3--nW (H««4 5 7^ 

£«0 5 0mg^S>, iiM2 5mg$ifiigitbT§fc. 
'H-NMR (DMSO-dfi) 

<5 : 3.61(s, 3H), 7.99-8.07(m, 3H), 8.14-8.20(m, 1H), 8.35-8.35(m, 2H), 8.38-8.43(m, 3H), 
8.89(m, 1H) 

MS m/e(ESI)466(MH + ) 
6 3 1 
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Nl - (4-*^)l-l. 3-^7'/-;U-2-^;l/) -4- [6- (3-*^)V 
-lH-4-bTyr/UJP) 1$^/ [1. 2- a] b!'J^>-3~ jJU} *>XT 

HJg^6 8 fcR*©*ftfcJ:D, Nl - (4-*7-)V-l, 3-^7^-^-2- 

-OW -4- [6- (3-/^i/-i-h'j^;i/-i/f-4-t!7 % /'j;p) -fs^ 

1/ [1, 2 -a] tTU^>-3— OKI ^>X75 H (SlJgfll 4 6 (Hb£«U) 4 0 
'H-NMR (DMSO-dg) 

a : 2.31(d, J=1.2Hz, 3H), 2.39(s, 3H), 6.85(s, 1H), 7.96-8.05(m, 2H), 8.05(s, 1H), 8.10(dd, 
J=9.6, 1.2Hz, 1H), 8.19(dd, J=9.6, 1.6Hz, 1H), 8.29-8.34(m, 2H), 8.54(s, 1H), 8.67(dd, 
J=1.6, 0.8Hz, 1H) 
MS m/e(ESI)415(MH + ) 

«0!|6 3 2 




±jz£2lL3M dA££ [1. 2 -a] tf 'Jy>-3- Qk] - 1 -^>if >X 
HJfi«»J8 0 fcH*©*fefcJ:D, TVl - (4-/7od^x-;U) -Ari-*3Ml/- 

4- [6- (3-^^-i-hu^;i/-i//-4-if^yu;i/) -fsyv [i, 

2 -a] tfUv ? >-3—f;W - 1 -^>-fc?>7Jl/#>75 H (5feJ6fll4 6 Hb£ 
fe) 4 3mg^6, *Hfc£«l2 0mg£aifi*N&£UT»fc miSA^tt : 

x^;w o 

'H-NMR (CDC1 3 ) 
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6 : 2.43(s, 3H), 3.23(s, 3H), 7.09-7.14(m, 2H), 7.28-7.33(m, 2H), 7.35(dd, J=9.2, 2.0Hz, 
1H), 7.67(s, 1H), 7.69-7.72(m, 4H), 7.75(dd, J=9.2, 0.8Hz, 1H), 7.83(s, 1H), 8.33(dd, J=2.0, 
0.8Hz, 1H) 

MS m/e(ESI)478(MH + ) 
3 3 




NC 

4- ( {5- [6- (3-^Jl/-ltf-4-tf77U;P) [1. 2-al 

8 tmU<D-%m\z£Qs 4- ({5- [6- (3 1 - h 
-lH-4-tf^V l J;l') -fS^/ [1, 2-a] tf'J> ? >-3— f/W -2-?- 

x^fe^) 7* >- b u ;w 4 6 3 4b^%) nomg^M 

5 lmg^i^Stl/Tifc. 
'H-NMR (DMSO-dg) 

6 : 1.95-2.02(m, 2H), 2.40(s, 3H), 2.66(t, J=7.2Hz, 2H), 3.57-3.63(m, 2H), 7.89(d, J=4.0Hz, 
1H), 8.02(d, J=4.0Hz, 1H), 8.04(s, 1H), 8.05(d, J=10Hz, 1H), 8.09-8.14(m, 1H), 8.57(s, 1H), 
8.68(m, 1H) 

MS m/e(ESI)412(MH + ) 
3 4 
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N1-^JV-N1- (4-^)1-1. S-^7V-)U-2-^)V) -4- f6 
- (3-*5Ml/-lH-4-fcf77'JJU) rLSjV [1, 2-al hf'J^>-3- 

HJg^8 o tH*<D#ttic£?K Ni-^^;i/-ivi- (4-^^;u-i, 3-^ 
7»/-;w-2-- r;w -4- [6- (3-^5 l ;i/-i-hu^-iH-4-tr^ 

-f^'/ [1, 2- a] HUv>-3— -OH - 1 -^>if >7Jl/*>7 

5 H (H»J4 6 4fc£« 1 1 OmgA^, *i^<t£%3 9mg$iM B H H tL 

'H-NMR (CDC1 3 ) 

6 : 2.29(d, J=1.2Hz, 3H), 2.42(s, 3H), 3.48(s, 3H), 6.56(d, J=1.2Hz, 1H), 7.34(dd, J=9.2, 
1.6Hz, 1H), 7.66(s, 1H), 7.69-7.77(m, 3H), 7.80(s, 1H), 7.95-7.98(m, 2H), 8.33(dd, J=1.6, 
1.2Hz, 1H) 

MSm/e(ESI)465(MH + ) 
«0iJ6 3 5 



(3R) -1- ( (4- [6- (3-^)V- lH-4-\f.^JV)V) -T5^7 Tl. 
2 -a] fcf' J>^>— 3 — r;i/] 7x-Jl4 fh7l:FD-l J/- 3 - 

H»6 8 (3R) -1- ( {4- [6- (3-^^)1-1 

- HJ^P- lH-4-¥?*/V)V) -T5^/ [1, 2-a] bf'J S?>- 3 — f ;P] 
7i-M rh7tKD-l H— 3 — tfO— jl/ mtkM4 6 SfcGto) 

7 0mg*^, 3 8 mg UTifc. 

'H-NMR (DMSO-dj) 

6 : 1.6M.71(m, 1H), 1.71-1.83(m, 1H), 2.36(s, 3H), 3.06-3.12 (m, 1H), 3.22-3.40(m, 3H), 
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4.15-4.21(m, 1H), 7.99-8.40(m, 5H), 8.07(dd, J=9.2, 0.8Hz, 1H), 8.13(dd, J=9.2, 1.6Hz, 
1H), 8.50(s, 1H), 8.63(dd, J= 1 .6, 0.8Hz, 1H) 
MS m/e(ESI)424(MH + ) 

ntm 6 3 6 



4- {6- (6- [3-*5MP- !H-4-lf7';UJl/] rj^^/JX 2- al 

mmme stmtojmiz&Q* 4- {6- (6- c 3-^^-1 -hyf*- 

lJf-4-tT7l/U;W -f [1, 2-a] t!U> J >-3— I'M -1. 3- 

^>!/^7!/-A'-2-'fM ^Xh'J^ (£1809 4 6 6ftl£*) 7 Omgfr 

'H-NMR (DMSO-dg) 

5: 2.151(tt. J=7.2, 7.2Hz, 2H), 2.35(s, 3H), 2.68(t, J=7.2Hz, 2H), 3.28(t, J=7.2Hz, 2H), 
7.88(dd, J=8.4, 1.6Hz, 1H), 7.99-8.05(ra, 1H), 8.08(dd, J=9.6, 1.2Hz, 1H), 8.16(dd, J=9.6, 
1.6Hz, 1H), 8.19(d, J=8.4Hz, 1H), 8.46(s, 1H), 8.56(d, J=1.6Hz, 1H), 8.66(dd, J=1.6, 1.2Hz, 
1H) 

MS m/e(ESI)399(MH + ) 

mm 6 3 7 



(4S) -4-kKP^->-4- {6- [6- (3-^f;i/-lH-4-lf77'J 





OH 
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ikLH-g^XL 2 -a] bf'Jy>-3— OH -1. 3-^>'/5 1 7 > ;-JV- 

mH&mS 1 tW«0*ttfcJ:D> (4S) -4- {6- [6- (3-^^-1- 
MJ5 1 ;P-l/f-4-tr5»/UA') <Y5^/ [1, 2 -a] fc!U 5»- 3 -- f;W 
-1, 3-^>l/^7V > -;W-2— (M -4-kHD^>-bU;l' (H»J 
4 6 7M) 8 0mg*6, Mfc&tt 5 2 mg £&£&H#.i: ITHfc. 
'H-NMR (DMSO-dj) 

<5 : 2.03-2.14(m, 1H), 2.25-2.35(m, 1H), 2.37(s, 3H), 2.65-2.76(m, 2H), 5.06(dd, J=8.4, 
4.8Hz, 1H), 7.91(dd, J=8.4, 1.6Hz, 1H), 8.04(brs, 1H), 8.11(dd, J=9.6, 0.4Hz, 1H), 8.19(dd, 
J=9.6, 1.6Hz, 1H), 8.21(d, J=8.4Hz, 1H), 8.49(s, 1H), 8.61(d, J=1.6Hz, 1H), 8.69(dd, J=1.6, 
0.4Hz, 1H) 

MS m/e(ESI)415(MH + ) 

mmme 3 8 



(5S) -5- (6- [6- (3-^Jl/-ltf-4-lf7';'JJV) n. 
2-al tfUS?>-3 — Cik3 -1- 3-^>'75 : 7 , y--JI/-2-fMfh7l: 
HD-2-77;> 

HJfi0!l8 0 tH*©*ftfcJ:D, (5S) -5- {6- [6- (3 -*3\>l/- 1 - 
h'J^;i/- lH-4-\Z7*JVM -fS^/ [1, 2-a] tf 'J -5?>- 3 — -OKI 
-1, 3-^>^77-;U-2— <JW fh7kHD-2-77;> (H»4 
6 8{fc£$l) 3 0mg^6, 8 m g ^ifiiH^ t LTifc. 

'H-NMR (DMSO-dg) 

a : 2.39(s, 3H), 2.64-2.85(m, 4H), 6.01-6.08(m, 1H), 7.48-7.54(m, 1H), 7.73(d, J=9.6Hz, 
1H), 7.67(s, 1H), 7.90(dd, J=8.4, 1.2Hz, 1H), 8.09(m, 1H), 8.18(d, J=8.4Hz, 1H), 8.51- 
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8.60(m, 2H) 

MSm/e(ESI)416(MH + ) 
3 9 




7V1- (4-*5-)V-l. 3-?7*J-)V-2—()V) -2-7)V*n-4- [6 
- (3-^5=-;P-lH-4-tf^^U;0 -1*5^/ [1. 2-a] hf'J> ? >-3- 
-OVl ^>X7S H • 2W& 

2-7Jl/^n-4- [6- (3-^^JV-l-h'J^;i/-lH-4-^7^U;W) 
-f5^/ [1, 2 -a] tf>J^>-3— OH SBS® (HJ&0J4 7 (Hb£t» 5 
8mg, 2-757-4-^^-1, 3 -^7*/-;H 3mg £^>V* b U 77 

**7x-b4 9rag, hUX^;U75>l 7 L P D^^> 2mL*t 1 
2f§HE&£-frfc. EPt^NH'>U*yjl'*5AT!!f»$aUT, Nl - (4-*?- 
)]/-!, 3-^7V-)V-2—()V) -2-7)V*U-4- [6- (3-pWW- 
hU3\>l/-l/f-4-fcf^/'J;i') -TS^l/ [l, 2-a] tf'J> ? >-3— OK) 
^>X75 K5 9mg**«fi«giliLTflfc. £n&H;6g0il6 8 tmM<Djj&T\ 

'H-NMR (DMSO-dg) 

a : 2.32(d, J=1.2Hz, 3H), 2.43(s, 3H), 6.89(d, J=1.2Hz, 1H), 7.81(dd, J=8.0, 1.2Hz, 1H), 
7.92(dd, J=11.2, 1.2Hz, 1H), 7.99(dd, J=8.0, 8.0Hz, 1H), 8.09(s, 1H), 8.13(dd, J=9.6, 1.2Hz, 
1H), 8.21(dd, J=9.6, 1.6Hz, 1H), 8.60(s, 1H), 8.72(dd, J=1.6, 1.2Hz, 1H) 
MSm/e(ESI)433(MH + ) 
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%mm§ 4 0 




Nl - (5-*^;W-l. 3-77*/— )V- 2-4 M -2-7MU-4- [6 

nMW6 3 9 tmUlzLT, 7 0fc£*5 8mgi2-75/-5-^ 

'H-NMR (DMSO-dg) 

6: 2.40(d, J=1.2Hz, 3H), 2.42(s, 3H), 7.25(d, J=1.2HZ, 1H), 7.80(d, J=8.0, 1,6Hz, 1H), 
7.91(dd, J=11.2, 1.6Hz, 1H), 7.98(dd, J=8.0, 8.0Hz, 1H), 8.07(s, 1H), 8.12(dd, J=9.2, 0.8Hz, 
1H), 8.20(dd, J=9.2, 1.6Hz, 1H), 8.58(s, 1H), 8.70(m, 1H) 
MS m/e(ESI)433(MH + ) 

6 4 1 




iVl- T5- ( t;z2£M -1- 3. 4-f7y7.'/-;i/-2- HI/] -2-7 

ji/a-q-4- [6 - (3-^^-i/f-4-h°7'./u;u) -f syy [l, 2- a] 

HSS0!l6 3 9 tW\WiZhXy $1134 7 (Mt£$) 5 8mg t 2 -75 / - 5 - t- 
77)^-1, 3, 4— J-7i>7"/-)V\ 8mg^f.I»t4 3mg£S£6£§il 
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'H-NMR (DMSO-dj) 

<5: 1.45(s, 9H), 2.42(s, 3H), 7.82(dd, J=8.0, 1.6Hz, 1H), 7.93(dd, J=11.2, 1.6Hz, 1H), 
8.01(dd, J=8.0, 8.0Hz, 1H), 8.063(s, 1H), 8.11(dd, J=9.2, 0.8Hz, 1H), 8.19(dd, J=9.2, 1.6Hz, 
1H), 8.57(s, 1H), 8.72(dd, J=1.6, 0.8Hz, 1H) 
MSm/e(ESI)476(MH + ) 




Nl - [5- (.JiT-JVZJVyT-fr) -1. 3, 4-m?7*S—)V- 2— j)V] 

-2-y)V*n-4- [6- (3-^^-;v-i/j-4-tf^^/u;v) -f 3^/ [1, 

2-al KU3»-3->fJH ^>X7ig K • 2««g 

«0iJ6 3 9d:B«fcUT. £%094 7 Ofc£4&2 8mgt 2-75^-5- (X 
m^7 7-JW -1, 3, 4-3\72>7V-JU8. 2mg!d^«^16 

'H-NMR (DMSO-dJ 

<5: 1.81(t, J=7.2Hz, 3H), 2.42(s, 3H), 3.28(q, J=7.2Hz, 2H), 7.82(dd, J=8.0, 1.6Hz, 1H), 
7.94(dd, J=11.2, 1.6Hz, IH), 8.03(dd, J=8.0, 8.0Hz, 1H), 8.05(brs, 1H), 8.08(dd, J=9.2, 
1.2Hz, 1H), 8.13(dd, J=9.2, 1.2Hz, 1H), 8.52(s, 1H), 8.71(dd, J=1.2, 1.2 Hz, 1H) 
MS m/e(ESI)480(MH + ) 

HJ60J6 4 3 
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Nl — f (1R) -2-\i^u^-\-y^-)Vx.^)V] -2-7fr*n-4- 

%m\§z$tnw<zhx, gmrni i o^t-s^s smgt cr> - (-) -2- 

MS m/e(ESI)456(MH + ) 
HISM6 4 4 



jVl-fcf^U ^7-2-7^0- 4- [6- (3-^^-l//-4-bf^^U 
JkLrLLg^JLL 2-al fcf'J>>>-3— ^>X75 If ; 2&&i£ 
HJfi^J6 3 9 tPTOcUT, mmp\47 Ofc^ms 8mgtl-75; tf^'J> J > 
1 lmg7&^Mfk^2 Omg£$Sfii£il<i:LTt#fc e 
'H-NMR (DMSO-dj) 

6 : 1.36-1.47(m, 2H), 1.63-1.71(m, 4H), 2.41(s, 3H), 2.95-3.03(m, 4H), 7.75(dd, J=8.0, 
1.6Hz, IH), 7.82(dd, 8.0, 8.0Hz, 1H), 7.84(dd, J=10.8, 1.6Hz, 1H), 8.05(s, 1H), 8.10(d, 
J=9.2Hz, 1H), 8.18(dd, J=9.2, 1.6Hz, 1H), 8.52(s, 1H), 8.67(s, 1H), 10.09(brs, 1H) 
MS m/e(ESI)419(MH + ) 
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2HC1 



Nl- (4-*5MV~2-H'J>>JW) -2-7)]/*U-l- [6- 
ltf-4-tf7';'JJ0 ±$jgV [1. 2 -a] tfU> ? >-3— r;i/] ^>XT$ 

iPJ6 3 9Wlbt, 7 (Mfc£^5 8mgt2-7S/-4-^ 

;U£U3»1 2mg^6«Hfl5^»l 6mg&fcfif6ftfcl/rfcfc. fc£U 

'H-NMRO^MSO-ds) 

<5 : 2.40(s, 3H), 2.42(s, 3H), 7.10(d, J=4.8Hz, 1H), 7.79(dd, J=7.6, 1.2HZ, 1H), 7.89(dd, 
J=10.8, 1.2Hz, 1H), 7.95(dd, J=7.6, 7.6Hz, 1H), 8.03-8.08(m, 2H), 8.11(d. J=9.2Hz, 1H), 
8.18(d, J=9.2Hz, 1H), 8.27(d, J=4.8Hz, 1H), 8.56(s, 1H), 8.69(m, 1H), ll.l(brs, 1H) 
MS m/e(ESI)427(MH + ) 

Hlfi^J 6 4 6 



Nl - [6- Uf-JMltis-JV) -1. 3-^>'/f77-;k-2-f;H -2 
-7JM-P-4- [6- (3-*^-l //-4-tf^/'j;U) 15£^/ [1. 2 
-a] tf'Jv>-3— f;P] ^>X7SK- 2j&&& 
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H#B0!1 6 3 9 tfflWz UT> &JS0H 7 0it^5 8mg <t 2 -75 6 - 
^vUMsr;!') - 1 , 3 -^>"/^7V-)V2 3mg^£MMft;&*3 9mg$ 

'H-NMR (DMSO-dj) 

a : 2.43(s, 3H), 3.29(s, 3H), 7.85(dd, J=8.0, 1.6Hz, 1H), 7.97(dd, J-ll.2, 1.6Hz, 1H), 8.00- 
8.03(m, 2H), 8.07(bre, 1H), 8.08(dd, J=8.0, 8.0Hz, 1H), 8.11(dd, J=9.2, 0.8Hz, 1H), 8.18(dd, 
J=9.2, 1.2Hz, 1H), 8.58(s, 1H), 8.73(dd, J=1.2, 0.8Hz, 1H), 8.74(dd, J-1.2, 1.2Hz, 1H) 
MSm/e(ESI)547(MH + ) 

WJ6 4 7 



ivi- C (is) - 1 -7x~;i/X^;i/] -2-7jl/^-a-4- [6- (3-^^ 

jp- i /f-4-e7^/u;t/) -f$y>7 ti. 2-ai tf'jy?>-3— ovi 

75 H 

^»6 3 9tTO^LT, WJ4 7 0^i5 8mgt (S) - (-) -1- 
'H-NMR(CDC1 3 ) 

6 : 1.64(d, J=6.8Hz, 3H), 2.44(s, 3H), 5.34-5.43(m, 1H), 6.98-7 .08(m, 1H), 7.25-7.44(m, 
7H), 7.51(dd, J=8.8, 1.6Hz, 1H), 7.67(s, 1H), 7.74(dd, J=8.8, 1.2Hz, 1H), 7.81(s, 1H), 
8.26(dd, J=8.0, 8.0Hz, 1H), 8.35(dd, J=1.6, 1.2Hz, 1H) 
MS m/e(ESI)440(MH + ) 

H«6 4 8 
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Nl- [2- (2-fcTUSW) X^JP] -2-7;^n-4- [6- (3-*5MI/ 
- lH-4-¥7V*))l) £SJ£1 [1. 2 -a] tf'Jy>-3— OK] ^>X7 
5 H 

^6 3 9 tK«CUTHifi«4 7 0{t£#|5 8mgi2- (2-7$;xf 
;W tf'Jv>13. 5mg^OTM2 8mg^iMfitUT#fco fiil 

^-NMR (CDC1 3 ) 

6 : 2.44(s, 3H), 3.14(t, J=6.4Hz, 2H), 3.91-3.98(m, 2H), 7.19(ddd, J=7.6, 4.8, 1.2Hz, 1H), 
7.21-7.24(m, 1H), 7.33(dd, J=12.8, 1.6Hz, 1H), 7.34(dd, J=9.2, 1.6Hz, 1H), 7.50(dd, J=8.0, 
1.6Hz, 1H), 7.65(ddd, J=8.0, 8.0, 1.6Hz, 1H), 7.67(s, 1H), 7.74(dd, J=9.2, 0.8Hz, 1H), 
7.80(s, 1H), 7.78-7.88(m, 1H), 8.25(dd, J=8.0, 8.0Hz, 1H), 8.35(dd, J=1.6, 0.8Hz, 1H), 
8.57-8.60(ra, 1H) 
MS m/e(ESI)441(MH + ) 

mmm6 49 



Nl- (4-*?)l-l. 3-f7y-JI/-2-fJP) -2-7JM-P-4- [6 
- il H-4-\Zy'J*))V) -iS.^/ [1. 2-al bf U S^>- 3 — OH 

7$ if • 2imm 




N=< O 



2HC1 
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-2-7)V*n-4- [6- (l-MJ^-lH-4-«yUJW'f3^!/[l, 
2-a] tfU^>-3— f;H ^>X75 H 4 7 7 -fl^W 1 6 5mgfr 

'H-NMR (DMSO-cy 

6: 2.32(d, J=1.2Hz, 3H), 6.90(d, J=1.2Hz, 1H), 7.78(dd, J=8.0, 1.6Hz, 1H), 7.88(dd, 
J=10.8, 1.6Hz, 1H), 8.00(dd, j=8.0, 8.0Hz, 1H), 8.08(d, J=9.6Hz, 1H), 8.28(dd, J=9.6, 
0.8Hz, 1H), 8.33(brs, 2H), 8.50(s, 1H), 8.92(s, 1H) 
MS m/e(ESI)419(MH + ) 

gfflffll 6 5 0 



ATI — (5-^;w-i, 3-^t^/-;p-2— f;i^) -2-7;m-d-4- [6 

- (lH-4-tf^/'J;W) >f$^/ [1. 2-a] fcf U 5^>- 3 — OH 

HJfi«7 9 tK«tbT, Nl- (5-^^-1, 3-^77-^-2— OV) 
-2-7)V*u-4 - [6- (l-hU^;U-lH-4-h!7\/U;W -f 5^1/ Cl. 
2-a] KU^>-3— f;W ^>X75H (&K084 7 8ft£*M 1 5 2mgfr 

'H-NMR (DMSO-d 6 ) 

<5: 2.40(d, J=1.2Hz, 3H), 7.25(d, J=1.2Hz, 1H), 7.78(dd, J=8.0, 1.6Hz, 1H), 8.89(dd, 
J=10.8, 1.6Hz, 1H), 7.99(dd, J=8.0, 8.0Hz, 1H), 8.10(dd, J=9.2, 0.8Hz, 1H), 8.31(dd, J=9.2, 
1.2Hz, 1H), 8.33(brs, 2H), 8.52(s, 1H), 8.91(dd, J=1.2, 0.8Hz, 1H) 
MS m/e(ESI)419(MH + ) 
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mMM6 5 1 




Nl - (1. 3-^7V-)V-2—()l) -2-7)MrU-4- [6- ( 1 H— 4 
-bf^\/'j;i/) ±$£J_ [1, 2- a] tf' J v?>- 3 — fJl/] ^>X7=-K- 2i£ 



«M7 9£«{CLT, iVl - (1, 3-?7V-)V-2-' OV) -2-7)V* 
D-4- [6- (l-biJ^-lH-4-t7^'JM [1, 2-a] 

MVVy- 3 — ^>X75 H 7 9{b£tl) 1 5 0mg^6, 

9 8 mg i^TOii: LT#fc. 
'H-NMR (DMSO-dj) 

6: 7.36(d, J=3.6Hz, 1H), 7.59(d, J=3.6Hz, 1H), 7.79(dd, J=8.0, 1.6Hz, 1H), 7.90(dd, 
J-1L2, 1.6Hz, 1H), 8.00(dd, J=8.0, 8.0Hz, 1H), 8.08(d, J=9.2Hz, 1H), 8.25-8.36(m, 3H), 
8.51(s, 1H), 8.92(m, 1H) 
MS m/e(ESI)405(MH + ) 

6 5 2 



Nl - (4-'>^n-/abf^- 1. 3-^7^/-;U-2— f;i/) -2-!7JM-p- 
4- [6- (l/f-4-tf^7UJU) -T5^/ Tl. 2-a] tf'Jv>-3 — OM 



N=< O 
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nnm7 9 tmmizbx* ni- (4-^0^0^-1, 3-^77-^-2 

-2-7)V*u-4- [6- (l - hV^fr- l H-4-tr^/'J;W -i 
%W [1, 2 -a] tf'Jy>-3- OKI ^>X75 K »J48 0M) 
lOOmg^, «Hft;^<to6 lmg*j|fe*MI£UT#fc. 
'H-NMR (DMSO-d 6 ) 

<5 : 0.77-0.83(m, 2H), 0.86-0.93(m, 2H), 2.00-2.08(m, 1H), 6.92(s, 1H), 7.77(dd, J=8.0, 
1.6Hz, 1H), 7.88(dd, J=10.8, 1.6Hz, 1H), 7.97(dd, J=8.0, 8.0Hz, 1H), 8.08(d, J=9.6Hz, 1H), 
8.29(dd, J=9.6, 1.2Hz, 1H), 8.33(brs, 2H), 8.51(s, 1H), 8.92(s, 1H), 12.7(brs, 1H) 
MS m/e(ESI)445(MH + ) 

MMM 6 5 3 



ATI- (1. 3-^7'/-^-2--fjl/) -3-7;^D-4- [6- (1H-4 
-MvWM 1A^/-IL, 2 -a] fcfUv?>-3 — fJH ^>X75 H ; 2ife 



mm® 7 9 timcLx, N-i- (l. 3-^7y-;w-2— r;w -3-7;^ 

□ -4- [6- (l-h'J^-lH-4-lf7 , / l J;i/) [1, 2-a] 

tf'je?>- 3 — r;W ^>X75K 8 Ht£4fe) 2 0mg*^g« 

*15mg &&&& A <!: LTfffc. 
'H-NMR (DMSO-dg) 

5 : 7.36(d, J=3.6Hz, 1H), 7.62(d, J=3.6Hz, 1H), 7.97(dd, J=8.0, 8.0Hz, 1H), 8.10(dd, J=9.2, 
0.8Hz, 1H), 8.22(dd, J=8.0, 2.0Hz, 1H), 8.25(dd, J=10.8, 2.0Hz, 1H), 8.30-8.37(m, 3H), 
8.53(s, 1H), 8.78(m, 1H) 




705 



WO 02/088107 



PCT/JP02/04156 



MS m/e(ESI)405(MH + ) 

mmme 54 




JV3- (1. 3-^7»A-Jl/-2-* 1M -6- [6- ( 1 H- 4 - tf^'/'J )V) 

ri. 2-ai hu^>-3— Qk3 nj^>gi75P- 3 ma 

«^J7 9 t|5|^(c:LT, N3- (l, .3-^7l/~;k-2— t )V) - 6- [6- 
(l-HU^;p-l/f-4-fcr7l/'J;W -fS^l/ [1, 2-a] tfU^>-3- 
-f;W -zi^>m75 F (gffltfH 8 2fc£#J) 6 5mgjg>&«Hfc&*4 lmg 

£LTf#fc. 
l H-NMR (DMSO-dg) 

6: 7.35(d, J=1.6Hz, 1H), 7.62(d, J=1.6Hz, 1H), 8.08(d, J=9.6Hz, 1H), 8.21-8.35(m, 4H), 
8.65(dd, J=8.8, 2.0Hz, 1H), 9.03(s, 1H), 9.48(d, J=2.0Hz, 1H), 10.4(s, 1H) 
MSm/e(ESI)388(MH + ) 

5 5 




N3- (5-*^)l-l. 3-^7'/-JU-2-^f;i/) - 6- [6- (1H-4- 
fcf^/UJU) <i%W [1. 2-al bf'JS?>-3— OH -3^>&7$ K • 3 
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$mw7 9 tnm\z\sT, N3- (s-^ww-i, 3-^7^-^-2— oio 

-6- [6- (l-hU^-l//-4-h'^V > U;P) -T$^/ [1, 2-a] tf 

^2 3mg £ IsTmc* 

'H-NMR (DMSO-dg) 

6 : 2.40(d, J=0.8Hz, 3H), 7.28(d, J=1.6Hz, 1H), 8.09(d, J=9.2Hz, 1H), 8.25-8.36(m, 4H), 
8.63(dd, J=8.4, 2.0Hz, 1H), 9.05(s, 1H), 9.47(d, J=2.0Hz, 1H), 10.4(s, 1H) 
MS m/e(ESI)402(MH + ) 

6 5 6 



ATI - (1. 3, 4-^7v7y-;V-2— Ql/) -2-7;i/^a-4- [6- (1 
ff-4-tf^^U^) -YSy^ CI, 2-a] tf U v ? >- 3 — T;V] ^>X75 H ; 

H^J7 9 tTOfcl/T, Nl- (1, 3, A-^7^7V-)V-2-^()V) -2 

-7;u^d-4- [6- (i-MWi/-iff-4-tr^/u;i/) -ys^i/ [1, 

2-a] tf'Jv f >-3— 1M ^>X75H (^Jfc0fl4 8 4ft;£#l) 4 0mg^^ 
«gfc£» 2 9 m g ^ifitSI t LT#fc„ 
'H-NMR (DMSO-dg) 

6 : 7.81(dd, J=8.0, 1.6Hz, 1H), 7.92(dd, J=11.2, 1.6Hz, 1H), 8.04(dd, J=8.0, 8.0Hz, 1H), 
8.06(d, J=9.6Hz, 1H), 8.24(d, J=9.6Hz, 1H), 8.32(brs, 2H), 8.48(s, 1H), 8.92(s, 1H), 9.30(s, 
1H), 13.3(brs, 1H) 
MS m/e(ESI)406(MH + ) 
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mffiM6 5 7 



MeO 




ATI - (3-7Jl/a-a-4-* h^j/7xnjl/) -2-7Jl^D-4- C6- (1 
f/-4-tf^VUJl/) >f [1, 2 -a] h°U^>-3— r;i/] ^>X75 H ; 

HJ60I7 9t^fcLT, iVl- (3-7Mn-4->h^y7i^W -2- 

7;^p-4- [6- (i-b'jf;i/-iH-4-tf7^'j;i/) ^s^/ [1, 2 

-a] tfU5?>- 3 — DW ^>X75H (HJS0!|4 8 5te-&#» 2 5mg*6, 
*Hfl5£tt 1 2 m g £ LT#fc. 

'H-NMR (DMSO-d 6 ) 

(5 : 3.84(s, 3H), 7.20(dd, J=9.6, 9.6Hz, 1H), 7.46(d, J=9.6Hz, 1H), 7.73(dd, J=13.6, 1.6Hz, 
1H), 7.77(dd, J=8.0, 1.6Hz, 1H), 7.88(dd, J=10.8, 1.6Hz, 1H), 7.93(dd, J=8.0, 8.0Hz, 1H), 
8.07(d, J=9.6Hz, 1H), 8.26(d, J=9.6Hz, 1H), 8.32(brs, 2H), 8.46(s, 1H), 8.89(d, J=0.4Hz, 
1H), 10.6(s, 1H) 
MS m/e(ESI)446(MH + ) 

mmm 6 5 8 



Nl- (4-7;i/^D^>> ? ;U) -2-7JU^a-4- f6 - (lJf-4-hr^V 
±5^1 [1, 2-al tf'J> ? >-3— ^>X7^F-&&& 
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[6- (l-hV?)V-lH-4-V5*/VM 1*5^/ [l. 2- a] b°Uv> 
-3— O] ^>X75H (£«0J4 8 6fl;£«0 5 5mg^Sift^|2 9m 

'H-NMR (DMSO-dj) 

6 : 4.50(d, J=6.0Hz, 2H), 7.17-7.23(m, 2H), 7.39-7.44(m, 2H), 7.72(dd, J=8.0, 1.6Hz, 1H), 
7.83(dd, J=11.0, 1.8Hz, 1H), 7.90(t, J=8.0Hz, 1H), 8.08(dd, J=9.6, 0.8Hz, 1H), 8.30(dd, 
J=9.6, 1.6Hz, 1H), 8.32(brs, 2H), 8.48(s, 1H), 8.88-8.89(m, 1H), 9.04-9.09(m, 1H) 
MS m/e (ESI) 430 (MIT) 

fSJ&0!!6 5 9 



Nl - (3, 4-*?7)]s*W*>*?M -2-7JU^-a-4- [6- ( 1 if- 4 - 
■zdAllL ri. 2 -a] tfU$?>— 3 — Okj ^>>C75E-ttlft 

HJS^J6 8 tffl$k\Z\sTs Nl- (3, 4-^7;M-P^>vW -2-7)V*U 
-4- [6- (l-h'J^-lf/-4-t!7^UJI/) -TSyy [1, 2-a] M 
W>-Z-OV\ ^>X75 K (H»4 8 7ft£%) 5 8mg*6tiM 
2 5mg€*tfi|gS£UT&fc. 
'H-NMR (DMSO-d 6 ) 

6 : 4.67(d, J=5.6Hz, 2H), 7.19-7.25(m, 1H), 7.37-7.48(m, 2H), 7.73(dd, J=7.8, 0.8Hz, 1H), 
7.84(dd, J=10.8, 1.6Hz, 1H), 7.92(t, J=7.8Hz, 1H), 8.07(d, J=9.6Hz, 1H), 8.29(dd, J=9.6, 
1.2Hz, 1H), 8.32(s, 2H), 8.47(s, 1H), 8.82(d, J=1.2Hz, 1H), 9.07-9.14(m, 1H) 
MS m/e (ESI) 448 (MH*) 
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Nl- U-hV7)l*U*5-)V<>i»l) -2-7JkfrD-4- [6- (1 H- 
«#J6 8<hI^illcLT, Nl - (4-hU^;i/^-a^^;i/^>>?;i/) -2-7;p 

3-0-4- [6- (i-hU5 t ;u-ifl p -4-tr5»/u;w -1*5^/ [1. 2 -a] 

m 2 4 m g & A t bT#fc. 
'H-NMR (DMSO-dg) 

6 : 4.6l(d, J=6.0Hz, 2H), 7.59(d, J=7.6Hz, 2H), 7.71-7.77(m, 3H), 7.84(dd, J=11.2, 1.6Hz, 
1H), 7.92(t, J=8.0Hz, 1H), 8.06(d, J=9.6Hz, 1H), 8.23-8.28(m, 1H), 8.32(brs, 2H), 8.44(s, 
1H), 8.88(s, 1H), 9.13-9. 19(m, 1H) 
MS m/e (ESI) 480 (MIT) 

mmm 6 6 1 




. F 



ATI — [l- (2, A-vy)V^uy^-)V) ^ourfuMM -2-7)i*a- 

4- [6 - (lff-4-tf7V'j;i/)-f5^/[l. 2- a] bf U v ? >— 3 —4)V\ 
^>X7$ K • jgj 

%m\l 9 tlWMUlcLT, Nl - [1- (2, 4-v?7;WD7iZJP) ->^0^ 
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ot!;i/| -2-7)i*n-4- [6- (i-hu^-i//-4-tr^\/u;w -r 

S^/ [1, 2-a] trU^>-3-fJI/| ^>X75K (H2S0il 4 8 9 
2 1 2mg*^tiMl 2 8mg<&il^ffii:UTf#fCc 
'H-NMR (DMSO-dg) 

6 : 1.22(brs, 4H), 7.02-7.08(m, 1H), 7.16-7.24(m, 1H), 7.64-7.78(m, 4H), 8.08(dd, J=9.2, 
0.8Hz, 1H), 8.28-8.34(m, 3H), 8.47(s, 1H), 8.82-8.83(m, 1H), 9.23(s, 1H) 
MS m/e (ESI) 474 (MH*) 




7V1 - Cl- (3, 4-^DD7i^) 9 y^WfU\*)V\ -2~7;M-P-4 
- T6- (1 J/-4-kr^\/'j;U) -f 5ffV [1, 2-a] tf'Jv?>-3— 

HJ60J7 9 tmmzVX. Nl - [1- (3, 4-^DD7i-W ->^P:/0 

tf;w -2-7;m-p-4- [6- (i -hu^- i/f-4-fcr77U ;w <a 

^/ [1. 2-a] trUS»-3-'f/W (HUH* 4 9 <Mb£«) 2 

7 5mgav5*Hft;£«!>l 4 7mgS*ift$M&£LT»fc. 
'H-NMR (DMSO-dg) 

6 : 1.31-1.41(m, 4H), 7.23(dd, J=8.4, 2.4Hz, 1H), 7.49(d, J=2.4Hz, 1H), 7.58(d, J=8.4Hz, 
1H), 7.73(dd, J=8.0, 1.6Hz, 1H), 7.82-7.89(m, 2H), 8.11(dd, J=9.3, 1.0Hz, 1H), 8.33(dd, 
J=9.3, 1.6Hz, IH), 8.34(s, 2H), 8.51(s, 1H), 8.87-8.89(m, 1H), 9.37(s, 1H) 
MS m/e (ESI) 507 (MH*) 

H»J 6 6 3 
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ft/1 - [1 - (4-7;^P7x-Jl/) *,&w7uYi)V\ -2-yMu-A- [6 
- ±1^/11, 2 -a] lfU5^>— 3 — OH 

HJS«l7 9tH«KUT, ATI - [1- (4-7Mn7i-JW ^D^DtJV] 

- 2-:7;m-d-4- [6- (i-hU5 i ;w-iH-4-tr7i/u;w-f5^/[i. 

2 -a] tTUv>-3— OW ^>X75H »J4 9 1M) 2 5 5mg^ 
6*Wb^«jl 3 5mg bTfcfc. 
'H-NMR (DMSO-dg) 

<5 : 1.29(brs, 4H), 7.12-7.18(m, 2H), 7.28-7 .36(m, 2H), 772(dd, J=8.0, 1.6Hz, 1H), 7.80- 
7.88(m, 2H), 8.10(dd, J=9.5, 0.6Hz, 1H), 8.33(dd, J=9.5, 1.6Hz, 1H), 8.34(s, 2H), 8.51(s, 
1H), 8.87-8.89(m, 1H), 9.29(s, 1H) 
MSm/e(ESI)472(MH + ) 

6 6 4 



/VI - [1- (3-9nn7 3i=.M -Wu-fuMM -2-7JM-P-4- [6 
- (ltf-4-b?7\/'J^) [1. 2 -a] tf U 3 — Qk] 

*««7 9 tW«tUT, ATI - [1- (3-^DQ7i-;W ^n^DWH 
-2-7;U^O-4- [6- (l-hU^;P-l J?-4-t!7 1 /UJW-f5^ ri y[l, 
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2 - a] tf U *J>- 3 ^>X75 H ($%H4 9 2ft^%) 2 7 8mg}&> 

&Mft&tt 1 2 orag^Mat bx#fc 0 

'H-NMR (DMSO-dg) 

6 : 1.32-1.38(m, 4H), 7.18-7.22(m, 1H), 7.25-7.28(m, 1H), 7.30-7.33(m, 1H), 7.36(t, 
J=8.0Hz, 1H), 773(dd, J=8.0, 1.6Hz, 1H), 7.81-7.89(m, 2H), 8.10(dd, J=9.4, 1.0Hz, 1H), 
8.32(dd, J=9.4, 1.6Hz, 1H), 8.33(s, 2H), 8.50(s, 1H), 8.87-8.89(m, 1H), 9.33(s, 1H) 
MS m/e (ESI) 456 (MH*) 

^iSM6 6 5 



ATI — [1- (3, 4-y7MD7i^) ^□7 p ah!;i/l -2-7^P- 
4- [6- (lH-4-e7»/U;U) fl. 2- a] tf'J v>-3 — LHJ 

9 tmUlZLX. Nl- [1- (3, 4-i?7MD7x^W 

yot!;n - 2-7^0-4- [6- (1 - hu^jw- i//-4-tr^v r >j;i/) 

-f 5 ^/ [ 1 , 2 -a] fc?U3»-3— f;W ^>XT5 H (H««4 9 3^«) 
3 0 6mg*>&«lt«fr&ttl 4 4mg*Ifi^tlT#fc. 
'H-NMR (DMSO-cy 

6 : 1.29-1.38(m, 4H), 7.10-7.15(m, 1H), 7.25-7.31(m, 1H), 7.35-7.42(m, 1H), 7.73(dd, 
J=7.6, 1.6Hz, 1H), 7.81-7.89(m, 2H), 8.11(dd, J=9.2, 0.9Hz, 1H), 8.33(dd, J=9.2, 1.5Hz, 
1H), 8.34(s, 2H), 8.52(s, 1H), 8.88(dd, J=1.5, 0.9Hz, 1H), 9.34(s, 1H) 
MS m/e (ESI) 474 (MKT) 

6 6 
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Nl - [1- (4-m7Mayf;V7x-JV) z/ZU-JuMM -2-?)V* 
P-4- [6- (lH-4-tf7V'J;W) ±5^1 n. 2-a] bf'J>>>-3- 

HJ60IJ7 9 hfflH&\ZLT. Nl- [1- (4-hU7;^D^^;W7x-;i/) s stf 

u-Ju\LM -2-7)\sjru-4 - [6- (i-h>j^;w-iH-4-tr^yujW 

-fS^/Cl, 2-a] trU5?>-3— f;W ^>X75 F («0iJ4 9 4fc£4!&)) 
2 8 4mgrt>S«H{fr&*l 5 lmg^MStlTllfc. 
'H-NMR (DMSO-dg) 

6 : 1.37-1.46(m, 4H), 7.45(d, J=8.2Hz, 2H), 7.69(d, J=8.2Hz, 2H), 7.74(dd, J=7.8, 1.5Hz, 
1H), 7.85(dd, >10.8, 1.5Hz, 1H), 7.89(t, J=7.8Hz, 1H), 8.10(dd, J=9.2, 0.8Hz, 1H), 8.31(dd, 
J=9.2, 2.0Hz, 1H), 8.33(s, 2H), 8.50(s, 1H), 8.88-8.89(m, 1H), 9.38(s, 1H) 
MS m/e (ESI) 506 (MIT) 

mmm 6 6 7 




Nl- [1- (4-^PD7x-;i/) 9 s2wfU\Z)V\ -2-7)V*U-4- [6 
7 9 <h|W|££K:LT, ATI — [1- (4-^DD7xZJW =y^/U^U\iM 

-2-y)v^ra-4- [6- (i - h >j^;u- 1 H- 4- fc^VUJU) 5^/ CI , 

2-a] t!Uv>-3— r;i/] ^>X75H («#] 4 9 5 3 5mgfr£ 
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'H-NMR (DMSO-dj) 

6 : 3.4(M.00(bd, 4H), 7.28(d, J=8.8Hz, 2H), 7.38(d, J=8.8Hz, 2H), 7.72(dd, J=8.0, 1.6Hz, 
1H), 7.83(dd, J=8.0, 1.6Hz, 1H), 7.86(dd, J=8.0, 8.0Hz, 1H), 8.09(dd, J=9.2, 1.2Hz, 1H), 
8.31(d, J=9.2Hz, 1H), 8.32(s, 1H), 8.33(s, 1H), 8.45(s, 1H), 8.88(m, 1H), 9.30(s, 1H) 

mmm 6 6 8 




ATI- (l-^^-l-7x^IfJk) -2-7)V*U-4- [6- ( 1 H— 

[1, 2- a] lf'Jy>-3- Qk3 ^>X75F-j& 

^-□-4- [6- (i-h'j^;i/-i//-4-tf7^u;w -ts^/ [i, 2 -a] 

t!U> ? >- 3 -4)V\ ^>X75 H (ll«4 9 6fc-&tt) 3 5mg)i^M^ 

tl9mg*#fco 

'H-NMR (DMSO-d 6 ) 

6 : 1.64(s, 6H), 7.22(dd, J=7.2, 7.2Hz, 1H), 7.34(dd, J=7.2, 7.2Hz, 2H), 7.46(dd, J=7.2, 
7.2Hz, 2H), 7.70(dd, J=9.2, 0.8Hz, 1H), 7.77-7.81(m, 2H), 8.07(d, J=13.2Hz, 1H), 8.26- 
8.32(m, 3H), 8.44(s, 1H), 8.69(s, 1H), 8.85(s, 1H) 

HJfi^J 6 6 9 
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Nl - (6-7)V*U-l. 3-^>'/?7V~)l>-2—<)]/) -2-y)V*U- 
4- [6- (lH-4-tf^^/'J;i/) ±^££ CI, 2- a] fcf U ¥>- 3 — OH 
^>X75 H ; 2jfi&& 

9 tliUifcLT, Nl~ (6-7;i/^P-l, 3-^>y^TV-;i/-2 
~^)V) -2-7;k*D-4- [6- (l-b'J^-lH-4-t!7 , ; i J;W 

[1, 2- a] t!U^>-3 — OKI ^>X75K (M0iJ 4 9 7 
4 8mg*^, SCj§ft;-&tl3 lmg$^fMr H tLT#fc. 
'H-NMR (DMSO-dj) 

d: 7.36(ddd, J=8.8, 8.8, 2.4Hz, 1H), 7.79-7.87(m, 2H), 7.93(dd, J=11.2, 1.2Hz, 1H), 
7.99(dd, J=8.4, 2.4Hz, 1H), 8.02-8.09(m, 2H), 8.25(d, J=9.2Hz, 1H), 8.28-8.37(br. 2H), 
8.48(s, 1H), 8.92(m, 1H), 13.1(brs, 1H) 
MS m/e(ESI)473(MH + ) 

6 7 0 




Nl - [6- (h'J7;^a^h^» -1, 3-^> s /^7'/-)V-2-<M 
-2-y)V^ra-4- [6- (1 H- 4-Y.^J'))V) [1. 2- a] fcf 

U>?>-3— OI/] ^>X7$H- 2&jg:& 

Hi^7 9t«UT, ATI - [6- (h'j7Ma^h+y) -1, 3-^> 
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-tf7i/u;w -f$^v* [i, 2 -a] tru5»-3— -oi/i ^>X75 h mm 

#J 4 9 8 {k&W) 5 7 m g tf» 5«gfc£* 3 7 m g £a*61g|| £ UT?#fc» 
'H-NMR (DMSO-dj) 

5 : 7.49(ddd, J=8.8, 2.8, 0.8Hz, 1H), 7.83(dd, J=8.0, 1.6Hz, 1H), 7.88-7.97(m, 2H), 8.04- 
8.11(m, 2H), 8.22(d, J=1.6Hz, 1H), 8.29(dd, J=9.2, 1.6Hz, 1H), 8.33(brs, 2H), 8.53(s, 1H), 
8.93(dd, J=1.2, 0.8Hz, 1H), 13.2(brs, 1H) 
MSm/e(ESI)539(MH + ) 

HJfi^J 6 7 1 



JV1- (3-7J^a-4-^^;i/7xnj|/) -2-7)\sjrn-4- [6- (Iff 
>T5£V [1. 2-a] fcfUy>-3— OH ^>X7$ K • 



ilW7 9t«lT, Wl - (3-7Mn-4-^^7i-JW -2-7 

;m-o-4- [6- (i-hU5 i ;p-iH-4-t?7\/u;i/) -rs^/ [i, 2- 

a] eUv>-3--r;U] ^>X75 K («#J4 9 9fc£i5) 6 5mg^6, 8 

4 5 m g £ bT^fc. 

"H-NMR (DMSO-dg) 

6 : 2.22(d, J=1.2Hz, 3H), 7.27(dd, J=8.4, 8.4Hz, 1H), 7.41(dd, J=8.4, 2.0Hz, 1H), 7.68(dd, 
J=12.0, 1.6Hz, lH),7.78(dd, J=7.6, 1.6Hz, lH),7.88(dd, J=12.0, 1.2Hz, 1H), 7.93(dd, J=7.6, 
7.6Hz, 1H), 8.08(d, J=8.8Hz, 1H), 8.25-8.38(m, 3H), 8.482(s, 1H), 8.89(s, 1H), 10.7(m, 1H) 
MS m/e(ESI)430(MH + ) 
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mmm6 7 2 



H 

Q ft 




,N 



HC1 



F 



ATI - f (IS) -2- (4-7;i^P7xXJl/) - 1 -^^Jl/-2-^VX^ 
JkJ -2-7MU-4- [6- (lif-4-tf^/'J;P) [1. 2- al 

ATI — [ (IS) — 2 — (4-7M07ir;W -l-^^Jl/-2-^VX5 1 

;w -2-7^0-4- [6- (i-hU5 t ;p-iH-4-t:9r/u;w -rsy 

7 [1, 2- a] trU^>-3-^;W ^>X75 H (IM 5 0 Ofc^) 2 7 
Omg£l, 4-^^>5mLt^^U, 4NSft*il, 4-> J ^+h> 

£Jfig>Mffi$ft&bfc„ x^y-;v^e>^bbT, «h^»i 1 omg^siKfi 

t iTife. Ofe¥IIA ; 7 4 % e e ) 
'H-NMR (DMSO-dj) 

<5 : 1.41(d, J=7.2Hz, 3H), 5.49-5.58(m, 1H), 7.37-7.44(m, 2H), 7.71(dd, J=7.6, 1.6Hz, 1H), 
7.76-7.84(m, 2H), 8.00(d, J=8.8Hz, 1H), 8.08-8.18(m, 3H), 8.29(brs, 2H), 8.34(s, 1H), 
8.84(s, 1H), 8.93-8.98(m, 1H) 
MS m/e(ESI)472(MH + ) 

$M 6 7 3 
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H 

O N 




CI 



HCl 



Nl- [(IS) - 2- (3-^DD7x-J0 -l-^^;i/-2-^VX^Jl/] 
-2-7J^P-4- [6- (lf/-4-tf^/'j;P) ±SJ££ [1, 2 -a] b? 
'J v>- 3 — OKI ^>X7$ H • jjjg 

7 2 tlWliifcLT, Nl- [(IS) -2- (3-^DD7xZJW -1 

-/f;i/-2-^vxfM -2-7;^p-4- [6- (i-hu^;i/-i// 

-4-H^/UJl/) -f$^V [1, 2-a] fc!U$»-3— ^>X75H (* 
MM 5 0 lfls^«) lOOmg*^ SH{b^3 5mg*|fi^ B tU#t 
(ft^MK ; 96%ee) 
■H-NMR (DMSO-d^ 

6 :1.42(d, J=7.2Hz, 3H), 5.45-5.55(m, 1H), 7.61(dd, J=8.0, 8.0Hz, 1H), 7.72(ddd, J=8.0, 
8.0, 1.6Hz, 1H), 7.45-7.65(m, 3H), 7.97-8.05(m, 2H), 8.07(d, J=9.2Hz, 1H), 8.25-8.35(m, 
3H), 8.46(s, 1H), 8.88(m, 1H), 9.05(d, J=6.8Hz, 1H) 
MS m/e(ESI)488(MH + ) 

«M6 7 4 



Nl - [2- (2-7)V*U- -1. 1 -S?*^- 2 
^VX^JU] -2-7JlofrP-4- [6- (l-HJ^JP- lf/-4-b^7'J;i/) 
-f5y-/ [1. 2-al h°'Jv>-3— fJl/1 ^>X7$ H • jfilfeja 
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9tmm\zVX. Nl- [2- l2-7)V*U-4-* ! ?)\,7x.-)V) - 

l. i-^^-2-t*yx?M -2-7;M-a-4- [6- U-hii?- 

;i/-iH-4-if7i/ | j;w -fa^v [i, 2 -a] trus?>-3— f/u] ^>x 

75H (£*0!5O2fc£«|) 2 5 0mg*'6, iiMl5 1mg5i« H 
'H-NMRfDMSO-dg) 

<5 : 1.59(s, 6H), 2.34(s, 3H), 7.06(d, J=8.0Hz, 1H), 7.1 l(d, J=11.6Hz, 1H), 7.52(dd, J=8.0, 
8.0Hz, 1H), 7.60(dd, J=8.0, 8.0Hz, 1H), 7.66(dd, J=8.0, 1.6Hz, 1H), 7.76(dd, J=10.8, 1.6Hz, 
1H), 8.07(d, J=9.6Hz, 1H), 8.25-8.35(m, 3H), 8.45(s, 1H), 8.83(s, 1H), 9.15(s, 1H) 
MSm/e(ESI)500(MH + ) 

HJ6M6 7 5 



ATI - [2- (4-X^;|/7xZlJl/) -2-fcPa**>-l. 1 - y*^Jl/X^Jl/l 
-2-7;kfrd-4- [6- (l//-4-b!^yj;t/) -f$^/ [1. 2-a] tf 

H»7 9t^tCLT, ATI- [2- (4-I?^7i^W -2-th'D^> 
-1, l-SJjWfcWU] - 2-7;i/^-D-4~ [6- ( 1 - h 'J 1 H- 

4-tr^yu;u) -fs^y [1, 2-a] fcrus»-3— ow ^>X7sh (h 

M5 0 3ffc£*i) 6 lmg^e»> teBfc£*J3 lmg^IMf B tbT#fc. 
'H-NMR (DMSO-dj) 

<5 : U8(t, J=7.6Hz, 3H), 1.27(s, 3H), 1.41(s, 3H), 2.59(q, J=7.6Hz, 2H), 5.03(s, 1H), 7.15- 
7.20(m, 2H), 7.28-7.34(m, 2H), 7.70(dd, J=8.0, 1.2Hz, 1H), 7.76-7.87(m, 3H), 8.09(d, 
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J=9.2Hz, 1H), 8.28-8.37(m, 3H), 8.47(s, 1H), 8.86(s, 1H) 
MS m/e(ESI)498(MH + ) 



6 7 6 




HQ 



Nl- \2- (4-X^7x-Jl/) -1, 1-VU-)V- - 
2-7)l*U-4- C6- (lH-4-\fyV0)V) [1, 2 -a] h°'J 



H2&M7 9 t^illLT, /VI- [2- (4-X^7xZJW -1, 

;i/-2-^yxfji/] -2-:7,m-d-4- [6- (i - MJ5^- 1 h-a- 

\ZyW)V) <i*M [1, 2 -a] tfU> J >-3— f;i/] ^>X75 H (H» 

5 0 4fb£-fe) 1 2 Omgri^ ^®tt;£tJ7 8mg^lMStU#fc, 
'H-NMR (DMSO-dg) 

6 : 1.19(t, J=7.6Hz, 3H), 1.60(s, 6H), 2.65(q, J=7.6Hz, 2H), 7.27-7.32(m, 2H), 7.55(dd, 
J=8.0, 8.0Hz, 1H), 7.66(dd, J=8.0, 1.6Hz, 1H), 7.79(dd, J=10.8, 1.6HZ, 1H), 8.00-8.05(111, 
2H), 8.08(dd, J=9.2, 0.8Hz, 1H), 8.27-8.34(m, 3H), 8.46(s, 1H), 8.83(m, 1H), 9.37(s, 1H) 
MS m/e(ESI)497(MH + ) 



6 7 7 
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ATI- [ (1R) -2 - {Z-2UU73L-)V) 

-2-7)l-*U- 4- [6- (lf/-4-b°^/U;i/) ±2^1 [1, 2-aJ b° 

H26094 7 2ft£ttl 3 2mg£ (2R) -2-757- 1 - (3-^OD7i- 
)V) 1 (M3 2 2fc£«) 5 lmg^l0!|5O 0 tm&\Z 

bTRlSS*, §HJS#I6 7 2 t^«©^*6-ph'J5 1 ;WSOItt««SfT&5J:tfc«k 

«gft^«9 Omg£*Sfi|gftiLT#fc. Ofc^ffig ; 9 5%e e) 
'H-NMR (DMSO-d 6 ) 

<5:1.42(d, J=7.2Hz, 3H), 5.45-5.55(m, 1H), 7.61(dd, J=8.0, 8.0Hz, 1H), 7.72(ddd, J=8.0, 
8.0, 1.6Hz, 1H), 7.45-7.65(m, 3H), 7.97-8.05(m, 2H), 8.07(d, J=9.2Hz, 1H), 8.25-8.35(m, 
3H), 8.46(s, 1H), 8.88(m, 1H), 9.05(d, J=6.8Hz, 1H) 



HJ£0iJ6 7 8 




Nl — (2, 4-y7MD7i^) - 2 - 7 jl/^D - 4 - [6 - ( 1 ff- 4 - 
^HIM ±Mjy. LL 2-a] tf'J^>-3— Ok] ^>X7SH-jfiEia 
£S6097 9 tTOCUT, Wl- (2, 4-V7)V-*U-7^-)l) -2-7)l*U 
-4- [6- (l-MJ^-lH-4-tT5!/U;W) -f [1. 2-a] k° 
U S?>— 3 — OM ^>X75 F («0tJ5 0 5<b-&fe) 7 9mgA^, ^Mit£ 
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«I5 5mg£fcfiHft£UT»fc. 
'H-NMR (DMSO-dj) 

d : 7.12-7.21(m, 1H), 7.37-7.46(m, 1H), 7.73-7.84(m, 2H), 7.89(d, J=11.2Hz, 1H), 7.?9(dd, 
J=7.6, 7.6Hz, 1H), 8.09(d, J=9.2Hz, 1H), 8.30(d, J=9.2Hz, 1H), 8.33(s, 2H), 8.50(s, 1H), 
8.90(s, 1H), 10.3(s, 1H) 
MSm/e(ESI)434(MH + ) 

mmm 679 



ivi- [3- OjfjkZiikjl^ik) 7xzjm -2-7;i/^-a-4- [6- 



HWJ7 9 tPI^|{cUT, Nl- [3- (*?)V7>M-)V) -2-7 
;V^-D-4- [6- (l-l> 1 J5 1 Jl/-lH-4-H77 1 J;W [1, 2- 

a] t?U> ? >-3— r;W] ^>X7$K (0l;!&0iJ5 0 6<fb£$0 13 3mgfr£, 

WHftj'&tt 8 o m g a t bxntco 

'H-NMR (DMSO-dg) 

6 : 3.24(s, 3H), 7.66-7.74(m, 2H), 7.80(dd, J=7.6, 1.6Hz, 1H), 7.91(dd, J=10.8, 1.6Hz, 1H), 
7.98(dd, J=7.6, 7.6Hz, 1H), 8.02-8.07(m, 1H), 8.10(d, J=9.2Hz, 1H), 8.31(dd, J=9.2, 1.6Hz, 
1H), 8.34(brs, 2H), 8.44(s, 1H), 8.5 l(s, 1H), 8.92(s, 1H), 11.0(s, 1H) 
MS m/e(ESI)476(MH + ) 

HJS0iJ 6 8 0 




723 



WO 02/088107 



PCT/JP02/04156 



0° 



H 

Kl- 




CI 



Nl- (5-?PD-2-fc°U>W) -2-7jkfrD-4- [6- ( 1 H- 4 - kf 
^./U;i/) ;L5£Z U, 2 -a] tfUS?>-3— fjk] ^>X75K- 2j6BSjfi 
H»«7 9tl^«lfcbT, Nl- (5-^an-2-tf'Jv;i/) -2-7)V*n- 
4- [6- U-MWl/-lH-4-tr5\/U;i/) -f5^/ [1. 2-a] tf U 
V>- 3 — OKI ^>X75 F mt&W5 0 7{t&m) 1 2 8mg»efllM 
9 3mg^Sfi^il/T#fc. 
'H-NMR (DMSO-dg) 

5 : 7.77(dd, J=8.0, 1.2Hz, 1H), 7.87(dd, J=10.8, 1.2Hz, 1H), 7.95(dd, J=8.0, 8.0Hz, 1H), 
8.02(dd, J=8.8, 2.8Hz, 1H), 8.10(dd, J=9.2, 0.8Hz, 1H), 8.24-8.36(m, 4H), 8.47(d, J=2.8Hz, 
1H), 8.53(s, 1H), 8.90(s, 1H), 11.2(s, 1H) 
MS m/e(ESI)433(MH + ) 

$mM6 8 1 



ATI- (4-pt^;P-2-b:U vJl/) -2-7Jl/^-a-4- [6- (lff-4-e 

z^Uik) ±H±L [i. 2- a] hruv>-3— ^>X7$k- 2j&mj& 

H;660il7 9 tHttfcUT, Nl- (4-^^-2-t!US?;W -2-7;U:*P- 
4- [6- (l-hU^-l//-4-kr^l/>JJl/) -f5^/ [1. 2-a] tf'J 
v>-3--f;U] ^>X75 K (H;6£0iJ5 0 8te£®) 7 6mgrt>6, fffifc^ft 
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5 5mgSHMStlT#fc. 
'H-NMR (DMSO-dg) 

5 : 2.40(s, 3H), 7.09(dd, J=5.2, 0.4Hz, 1H), 7.77(dd, J=8.0, 1.6Hz, 1H), 7.86(dd, J=11.2, 
1.6Hz, 1H), 7.95(dd, J=8.0, 8.0Hz, 1H), 8£7(s, 1H), 8.09(d, J=10.0Hz, 1H), 8.26(d, 
J=5.2Hz, 1H), 8.29(dd, J=10.0, 1.2Hz, 1H), 8.33(brs, 2H), 8.50(s, 1H), 8.90(s, 1H), 11.0(s, 
1H) 

MS m/e(ESI)413(MH + ) 
8 2 



«^J7 9tH^{CbT, Nl- (2, 4-i?7J^D7x-JW -2-^00- 
4- [6- (l-hU5f^-lH-4-tf^/ij;i/) -fS*'*/ [1, 2-a] tfU 
*J>-Z— i)V\ ^>X75 K (HJfi^J4 5 8<k&m) 6 5mg^e>^^b-&#l2 
6 m g H t ITffc. 
"H-NMR (DMSO-dj) 

5 : 7.13-7.21(m, 1H), 7.36-7.44(m, 1H), 7.78-7.84(m, 1H), 7.86(d, J=8.0Hz, 1H), 7.92(dd, 
J=8.0, 1.6Hz, 1H), 8.01(d, J=1.6Hz, 1H), 8.10(d, J=8.4Hz, 1H), 8.31(dd, J=8.4, 1.2Hz, 1H), 
8.32(s, 2H), 8.50(s, 1H), 8.87(s, 1H), 10.5(s, 1H) 
MS ra/e (ESI) 450 (MH*) 

Hffiftl 6 8 3 
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Nl- (2-^ap-6-7;^D7x-jU) -2-7;M~D-4- [6- (1H 
-4-\Z7W)V) l^gV [1. 2 -a] fcri)$?>-3— f;H ^>X7$ H • 



;m-d-4- [6- (i-hU5 1 ;v-iH-4-kr7V , 'j;w) -f5^v [i, 2- 

a] fcf'Jv^-3—OKI ^>X75H (H««5 0 9fls«&«) 1 7mg^6«H 
'H-NMR (DMSO-dg) 

5 : 7.36-7.51(m, 3H), 7.76-7.82(m, 1H), 7.90(d, J=11.2Hz, 1H), 7.86-8.02(m, 1H), 8.08(d, 
J=9.2Hz, 1H), 8.27-7.37(m, 3H), 8.50(s, 1H), 8.93(s, 1H), 10.32(s, 1H) 
MS m/e (ESI) 450 (MIT) 

mm 6 8 4 



/VI - (2, 6-S?7MP7irj|/) -2 4- [6- ( 1 //- 4 - b? 
7'/'J^) 15^/ [1. 2-a] b°'Jy>-3— QkJ ^>X75 P • iSMftifi 
HJ6097 9 £TOfcLT, 7V1 - (2, 6-y7MD7i^JW -2-^DD- 
4- [6- (l-h'J5 1 ;P-l//-4-tr^yU;i/) <5^V* [l, 2-a] tf'J 
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4 m g t LT#fc. 

'H-NMR (DMSO-dg) 

5 : 7.26(t, J=8.0Hz, 2H), 7.40-7.50(m, 1H), 7.85(d, J=8.0Hz, 1H), 7.94(dd, J=8.0, 1.2Hz, 
1H), 8.03(d, J=1.2Hz, 1H), 8.10(dd, J=9.4, 0.6Hz, 1H), 8.30-8.36(m, 3H), 8.52(s, 1H), 
8.88(s, 1H), 10.45(s, 1H) 
MS m/e (ESI) 450 (MET) 

6 8 5 



ATI — -2-^PD-4- [6- (lH-4-tf^ 

>/u;i/) LL 2 -a] tfu> ? >-3— r;^] ^>X7$K- 2:t£&j£ 

HJfi0ll7 9 t^H^bT, Nl- (4-^5 1 ;U-2-t!U> ? ;U) -2-^Dn-4 
- [6- (l-hU^-lH-4-tf7\/U;W -f [1, 2- a] tf'Jv? 

y-Z-4)V\ ^>X7$K (HJSfliJ 5 1 (Hfc£^) 4 4mg^MM3 4 

•H-NMRffJMSO-dfi) 

5 : 2.43(s, 3H), 7.15(d, J=5.0Hz, 1H), 7.87(d, J=8.0Hz, 1H), 7.92(dd, J=8.0, 1.4Hz, 1H), 
8.01(d, J=1.4Hz, 1H), 8.03(brs, 1H), 8.1 l(d, J=9.2Hz, IH), 8.28(d, J=5.0Hz, 1H), 8.33(dd, 
J=9.2, 1.2Hz, 1H), 8.33(s, 2H), 8.53(s, 1H), 8.87(s, 1H) 
MS m/e (ESI) 429 (MH*) 

6 8 6 
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F 




Nl- (5-7;^P-2-fcf'jy;i/) -2-gPP-4- [6- (l/f-4-tf 
Z^niM ±^£LLL 2-al hf'Jy>-3— f M ^>X75H- 2^@gm 
HSS^J7 9 tl^il^bT, Nl- (5-7Mn-2-t!iJy;W -2-^OD- 
4- [6- (l-h'J5 1 ^-lH-4-lf7 , /'JJl/) [1, 2- a] b°U 

S?>-3-^;KI ^>X75 H (IIM5 1 Hk&M) 3 6mg*^IIb^3 
Omg^iMiil/T#fe. 
'H-NMR (DMSO-d 6 ) 

5 : 7.82-7.88(m, 2H), 7.91(dd, J=8.0, 1.4Hz, 1H), 8.00(d, J=1.4Hz, 1H), 8.11(dd, 1=9.4, 

I. 0Hz, 1H), 8.25-8.35(m, 4H), 8.41(d, J=3.2Hz, 1H), 8.53(s, 1H), 8.85-8.86(m, 1H), 

II. 32(s, 1H) 

MSm/e(ESI)433(MH + ) 
fg»6 8 7 



Nl- ( 5 - ^ ^;l^-f V ^ritV— ;U- 3 — T - 2 -7Jl/^P- 4- [6- (1 
H-4-tf^'/'j;i/) -f [1/2- a] t?'J>>>-3— OKI ^>X75 H ; 

«^J7 9i^tbT, 7V1- (5-^?;^V^^/-;i/-3— fJW -2- 

^;i/^-P-4- [6- (i-hu^;u-iH-4-tf^v , u;W -rs^v [i, 2 
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-a] t°Dv>-3— f;H ^>X75 F (£«0O5 1 2ffc£*) 5 2mgi!i^I 

ISrt;£$ 3 6 m g £3&fi£SH t UT#fc. 

, H-NMR(DMSO-d 6 ) 

6 : 2.44(d, J=1.2Hz, 3H), 6.77(s, 1H), 7.77(dd, J=8.0, 1.6Hz, 1H), 7.86(dd, J=10.8, 1.6Hz, 
1H), 7.?4(t, J=8.0Hz, 1H), 8.10(dd, J=9.4, 0.8Hz, 1H), 8.32(dd, J=9.4, 1.6Hz, 1H), 8.33(s, 
2H), 8.53(s, 1H) , 8.89-8.91(m, 1H) , 11.57(s, 1H) 
MS m/e (ESI) 403 (MET) 

«#J6 8 8 



ni - (3-^^;wv^ity-;i/-5— r;i/) - 2-y;i/^-D-4- [6- (i 

H-4-¥7VV)l) -fS^/ [1, 2 -a] h°U> ? >-3— ( )l>] ^>X75 H - 
^tlfi^J7 9 tlWI^lCbT, /VI- (S-^fWV^'M- 5— f;W - 2- 

7)V*u-4- [6- (i-hU5 1 ;w-i/f-4-e^vu;i/) -rs^/ [i. 2 

-a] t!U5»-3— OM ^>X75 K (iS«513l^i) 42mg^S 
'H-NMR (DMSO-dg) 

5 : 2.25(s, 3H), 6.37(s, 1H), 7.79(dd, J=7.9, 1.3Hz, 1H), 7.91(dd, J=10.8, 1.3Hz, 1H), 7.98(t, 
J=7.9Hz, 1H), 8.09(d, J=9.4Hz, 1H), 8.30(dd, J=9.4, 1.2Hz, 1H), 8.33(s, 2H), 8.51(s, 1H) , 
8.91(s, 1H), 12.23(s, 1H) 
MS m/e (ESI) 403 (MH*) 

HSS^J6 8 9 




N 
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Nl - (5-tfnj|/-2-tfU> ? ;i/) -2-7)V*n-4- C6- (lH-4-fcf 
9»/UJW) ±$££ n. 2-al tf'J>?>-3-— f;M ^>X75 H • 2J^M^ 
HJgm 9 tmrnzisT, Nl- (5-k*n;i/-2-tTU^;i/) -2-7;^P- 

4- [6- (i-hu^;w-i/f-4-tT7yu;w -rs^v* [i, 2-a] try 

5?>-3— ^>X75 H (MMM5 1 4fls£«l) 1 0 6rag*f>, Mfc& 
«8 1mg fc&Sfii&ii t l/T#fc. 
'H-NMR (DMSO-dg) 

(5 : 5.37(d, J=11.4Hz, 1H), 5.80(d, J=17.6Hz, 1H), 6.70(dd, J=17.6, 11.4Hz, 1H), 7.78(dd, 
J=8.0, 1.6Hz, 1H), 7.87(dd, J=10.8, 1.6Hz, 1H), 7.97(t, J=8.0Hz, 1H), 8.09(dd, J=8.8, 
1.6Hz, 1H), 8.12(dd, J=8.8, 0.8Hz, 1H), 8.22 (d, J=9.0Hz, 1H), 8.34 (s, 2H), 8.35 (dd, 
J=9.0, 2.0Hz, 1H) , 8.48 (d, J=2.0Hz, 1H) , 8.55 (s, 1H) , 8.90-8.92 (m, 1H) , 1 1 .16 (s, 1H) 
MS m/e (ESI) 425 (MIT) 

mmme 9 0 




Nl - (5-X^JI/-2-b?U^JW) - 2-y)l-*n-4- 16- ( 1 H— 4 — bf 
[1. 2- a] k°'Jv>-3— f Jk] ^>X7SK- 2 jftBfe jj£ 
«M7 9t|^il(lLT> 7V1- (5-X^;W-2-hf'Jv?;P) -2-7;M"CI- 

4- [6- (i-h | j^;i/-i J F/-4-tf^y , j;i/) -fs^v* [i. 2- a] tfu 
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6 Omg$imtU#fc. 
'H-NMR (DMSO-dg) 

a : 1.22(t, J=7.6Hz, 3H), 2.65(q, J=7.6Hz, 2H), 7.78(dd, J=8.0, 1.6Hz, 1H), 7.85(dd, J=8.6, 
2.4Hz, 1H), 7.87(dd, J=10.8, 1.6Hz, 1H), 7.98(t, J=8.0Hz, 1H), 8.12(d, J=9.3Hz, 1H), 
8.14(d, J=8.6Hz, 1H), 8.29 (d, J=2.4Hz, 1H), 8.34 (s, 2H), 8.34 (dd, J=9.3, 1.4Hz, 1H), 
8.55 (s, 1H) , 8.90-8.92 (m, 1H) , 1 1.16 (s, 1H) 
MSro/e(ESI)407(MH + ) 

HJS0J6 9 1 



ATI - [4- (±2i2JMRAJdt^l 7x~JH -2-7)l*n-4- [6- (1 
H-l-MvWM ■jS.W [1, 2- a] bf' J>>>-3 — OH ^>X7$ K ; 

«^J7 9<hH«|{CbT, Nl- [4- (hU7;i/^P^ h^i» 7i-JW -2 
-y)V*a-4- [6- (l-h'J5 L ;i'-lif-4-tf^VUJl/) [1, 
2- a] fc!US?>-3— f;U] ^>X75K (HIS0il5 1 6fc£4fc) 5 8mg^6 

MS m/e(ESI)482(MH + ) 

$mme 9 2 
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Nl - (4-^aP-2-7Jl/^-P7xnjP) -2-7)V*U-4- f6~ (1H 
-4-e^/W [1. 2- a] bf'J^>-3— fjk3 ^>X7$P- 

9 iMfcl/T* Nl - (4 - 7 no- 2 -7 MQ7 JU) -2-7 
;M"0-4- [6- (l-hU^U-lH-4-fcr^/'j;» -f 5^/ [1, 2- 
a] tf'Ji?>-3 — f;W -^>X75H (IS«0!5 1 7{t£ft) 3 0mg#68 

*H-NMR(CDC1 3 ) 

<5:7.37(d, J=8.4Hz, 1H), 7.59(dd, J=13.2, 1.6Hz, 1H), 7.78(dd, J=8.4, 1.6Hz, 1H), 7.85- 
7.90(m, 2H), 7.98(dd, J=8.4, 8.4Hz, 1H), 8.08(d, J=9.2Hz, 1H), 8.30(dd, J=9.2, 0.8Hz, 1H), 
8.33(bd, 2H), 8.50(s, 1H), 8.90(s, 1H), 10.4(s, 1H) 




ATI — (2. 3-^7Mn7x-^) -2-7)V*n-4- [6- (ltf-4- 
\L^P)M [1. 2-a] h:'J5?>-3— OH ^>X7$K-M 

H1S09 7 9 £E«&fcLT, ATI - (2, 3 -^7;i/^P7x-Jl/) -2-7;i/^"D 
-4- [6- (l-HU^-lH-4-t?9\/U;W -YS^V* [1, 2-a] tf 
U5»-3— OW ^>X75 K (11195 1 8{fc£#j) 3 5mg*68BM 




HCl 
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1 2mg£#fc. 
MS m/e(ESI)434(Mir) 



HWJ6 9 4 




Nl - [4- <LhV7)\<jrU*?)l) 7x~JH -2-7)1*0-4- [6- (1 
H-4-mVV)V) IS^/Il, 2- a] bf 'J 3 )V\ ^>X7$ H • 

1117 9 £|BU§fcbT> JV1- [4- ( h U ^JktUpWU) 7i^JH -2- 
7)VHrU-4- [6- (l-h'J^;i/-lH-4-t!7\/UJW -f 52V [1, 2 
- a] fc!U5»- 3 — f;V] ^>X75 H (MUm 5 1 9fl^4gj) 4 lmg*68 

MSm/e(ESI)466(MH*) 

nMM6 9 5 




Nl - [2- (HJ7Jl/:fra*^) 7i^;P] - 2 -7)\,*U- 4 - [6- (1 
±$££ LL 2 -a] fcfUv>-3— Qk] ^>X7$ H • 

9i:Bil:LT, - [2- ( h U 7Jl/^0^^;b) 7x-JH -2- 
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y)l*U-4- [6- n-h^^)V-lH-4~\fyVV)V) -i [1, 2 

-a] Kys»-3— OW "*>X75F 5 2 Offr&tt) 3 5mg*58 

MS m/e(ESI)466(MH + ) 
H^J6 9 6 



ATI- (6-gPP-3-g'JSW) -2-7;V^P-4- [6_z (l/f-4-tf 
mMW7 9 fcWHRKUT, Nl- (6-^DD-3-t!UyJW - 2 -^l^P- 

4- [6- (l- hu^-i/f-4-tf^vuju) -rs*v [i. 2-a] ey 

5»-3— ^>X75 H »5 2 lftte*) 3 5mg3J»58ift^*9 
'H-NMR (DMSO-dg) 

6 : 7.55(d, J=8.8Hz, 1H), 7.78(dd, J=8.0, 1.2Hz, 1H), 7.90(d, J=10.8Hz, 1H), 7.97(dd, 
J=8.0, 7.2Hz, 1H), 8.08(d, J=9.6Hz, 1H), 8.24(dd,. J=8.8, 2.4Hz, 1H), 8.29-8.32(m, 2H), 
8.51(s, 1H), 8.78(d, J=2.8Hz, 1H), 8.89(d, J=2.4Hz, 1H), 11.0(s, 1H) 
MS m/e(ESI)433(MH + ) 

M#J6 9 7 
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F HH 




ci 



5- (4-^Pa-2-7J^n7x-;i/) -3- {4- [6- (lH-4-tf7 

15^/ [l. 2-a] tf'Js?>-3— f;H -l. 2. 4zl£££2Z 

v-jv • hi 

$JB4*7 9 tmmzhX, 5- (4-^DO-2-7MD7i-;W -3- {4 
- [6- (l-MWW-lH^-fc^/U/W -f^*/ [l. 2-a] If US? 
>-3— OKI -1, 2, 4-**-U-5?7!/-;K3l3fi<f!5 2 2ft^ft) 3 5mg 
*> S^^b^tl 9mg§§fc, 
'H-NMR (CD 3 OD) 

6 : 7.47-7.51(m, 2H), 7.63-7.75(m, 3H), 7.81(br, 1H), 7.87(d, J=8.4Hz, 2H), 7.99(br, 2H), 
8.28(dd, J=8.4, 8.0Hz, 1H), 8.39(d, J=8.4Hz, 2H), 8.67(br, 1H) 
MS m/e(ESI)457(MH + ) 

%Hm 6 9 8 



AT-S/gP'VfrS/JU-Ar- {2-7JkfrD-4- [6- ( 1 H- 4 - b^VU ;!/) 
[1, 2-al g'JS?>-3-- OP] 7x-;H visT-mam 

mm&n 9 tmmizLT, at-s^pm^^-at- {2-7^0-4- [6- 
(i-hu^-iH-4-tr7»/u;w <i s.?\f [1. 2-a] tru e^>— 3 - 

'H-NMR (DMSO-dfi) 
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6 : 1.14-1.24(m, 4H), 1.26-1.36(m, 2H), 1.48-1.58(m, 1H), 1.60-1.70(m, 2H), 1.76-1.84(m, 
2H), 6.76-6.78(m, 1H), 7.46-7.48(m, 1H), 7.63-7.66(m, 1H), 8.01-8.03(m, 1H), 8.22- 
8.28(m, 4H), 8.44(dd, J=8.4, 8.4Hz, 1H), 8.52(m, 1H), 8.76(s, 1H) 

»J6 9 9 



N- {2-y)V^rU-4- [6- (l/f-4-fcf^7'JJl/) 3^/ [1. 2- al 
tf'J>>>-3— f JH 7x-JU) -AT— Yvyah'^lxT ♦ MMM. 
mffiM7 9 tmmizLT. N- {2-7)V*U-4- [6- 

-4-H7 , /u;w -ys^v [i, 2- a] tru^>-3— r;w 7x-jh -at 

'H-NMR (DMSO) 

6 : 1.10(d, J=6.8Hz, 6H), 3.77(m, 1H), 6.61(d, J=7.6Hz, 1H), 7.42(d, J=10Hz, 1H), 7.53(dd, 
J=12.4, 2.0Hz, 1H), 7.56(dd, J=9.2, 1.6Hz, 1H), 7.65(dd, J=9.2, 1.6hz, 1H), 7.68(s, 1H), 
8.31-8.35(m, 2H), 8.58(bd, 1H) 
MS m/e(ESI)378(MH*) 

0 0 



ATI - [4- (TAZZikfeik) 7xn;H -2-7JM-D-4- [6- (li/ 




N ft 
H 
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-4-\ZyWM 15^/ [1. 2- a] fcf 'Jy>— 3 — i )V\ ^>X7$ H ; 

3- (1, 1. l-hU^;^^-;W -6- (l-hU^Jl/-lH-4-tf7 
7*U;» -f [1, 2- a] fc!U5?> (UH2 9 3fttll) 16 5mgti 

jfitt3 2 3 £ffl«©#ftT?££UfcJVl- [4- (75/*>W*=JW 

2-7;i/*P^>X75 H8 5mg, rh7^ hU7x-;W7* 
^7^>^^> f 7Al 3mg*^r^l/>4 J 7 0 < CT3Minflbfco %M*MJ£g 
NHy'JA^W^AtTiib, JV1- [4- (7 S. S Xfrft-JV) 7i 
-JH -2-7)V*U-4- [6- (l-h'J^V- lH-4-tT77U;W 

^y* [i, 2 -a] trg^>- 3 — r;w ^>X7SMi5mg^iW 0 tb 

'H-NMR (DMSO-d 6 ) 

6 : 7.33(brs, 2H), 7.79(dd, J=8.0, 1.6Hz, 1H), 7.81-8.00(m, 6H), 8.09(dd, J=9.6, 0.8Hz, 1H), 
8.30(dd,J=9.6, 1.6Hz, 1H), 8.33(brs, 2H), 8.50(s, 1H), 8.90(s, 1H), 10.9(s, 1H) 
MS m/e(ESI)477(MH + ) 



HJS0i]7 0 1 




ATI - [2- U^JMJMx-Jl/) 7x~Jl/] -2-.7;i/^D-4- [6- ( 1 H 
-4-VyVV)\>) [1. 2- a] bf'JS?>-3— fJU] ^>X75 H • 

£11097 0 0 £H8fcUT\ »jftW2 9 3^*1 5 0mgtNl- [2- 

7i^W - 4 -yot - 2 - 7MD^>X75 H (S3ii0iJ3 2 
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'H-NMR (DMSO-dj) 

<5 : 3.36(s, 3H), 7.52(ddd, J=8.0, 8.0, 1.2 Hz, 1H), 7.81-7.87(m, 2H), 7.95(dd, J=8.0, 1.2Hz, 
1H), 8.00(dd, J=8.0, 1.6Hz, 1H), 8.07(d, J=9.2Hz, 1H), 8.17(dd, J=8.0, 8.0Hz, 1H), 8.27(d, 
J=10.7Hz, 1H), 8.30-8.40(m, 3H), 8.48(s, 1H), 8.95(s, 1H), 10.5(d, J=5.6Hz, 1H) 
MS m/e(ESI)476(MH + ) 

f£i£01J7 0 2 



iVl - (5-^^Jl/-2-b!'J>?Jl» -2-y)V*n-4- [6- (lff-4-tf 
ZV^Uik) -fSW [1. 2 -a] MWy-Z-^M ^>X7$K- 2ig%% 

0 Oi^fllfcLT, ©ig«»J2 9 3ffr&*l3 5 8mg£Mi£0i!3 2 3 
o^rttTf^rtbfcJvi - (5-^;w-2-bru^;w -4-yp^-2-7JU^ 
n^>X75 F15 4mg*>6, Mfc£<lfc4 lmgSiMSttTifc, fcfc 
U Stale Sji&tt, 3>>fMH (I) 2mg#£T-efr&ofc. 
'H-NMR (DMSO-dg) 

6 : 2.40(s, 3H), 7.09(dd, J=5.2, 0.4Hz, 1H), 7.77(dd, J=8.0, 1.6Hz, 1H), 7.86(dd, J=10.8, 
1.6Hz, 1H), 7.95(dd, J=8.0, 8.0Hz, 1H), 8.07(s, 1H), 8.08(d, J=9.2Hz, 1H), 8.26(d, J=5.2Hz, 
1H), 8.29(dd, J=9.2, 1.6Hz, 1H), 8.33(brs, 2H), 8.50(s, 1H), 8.90(s, 1H), 11.0(s, 1H) 
MS m/e(ESI)413(MH + ) 

%W§\ 7 0 3 
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0° 



H 




N 



2HC1 



F 



Ari - (5-7;M-a-2-eu>*;v) -2-y;^p-4- [6- (ih-4- 

bf^/'JJ!/) [1, 2 -a] tf'J> ? >-3— TJ1/] ^0X75. H • 2jfi& 

H« 7 0 0 LT» ill 2 9 3 fc£#J 2 0 0 mg tMmM 3 2 3 

©2rft-C£fiJtUfcJVl - (5-7J^D-2-t!Uv?;W -4-^a^E-2-7JP 
^-0^>X75 H8 8mgrt>&» «IM£$Jl 0 Omg§iMitl/T#fe, 
'H-NMR (DMSO-dg) 

6 : 7.77(dd, J=8.0, 1.2Hz, 1H), 7.82-7.9(m, 2H), 7.95(dd, J=8.0, 8.0Hz, 1H), 8.01(dd, J=9.6, 
0.8Hz, 1H), 8.27(dd, J=9.2, 4.0Hz, 1H), 8.31-8.36(m, 3H), 8.42(d, J=3.2Hz, 1H), 8.54(s, 
1H), 8.90(m,lH),U.2(s, 1H) 
MS m/e(ESI)417(MH + ) 

§U6#|7 0 4 



Nl - (4-7Ma7i^) -2-7JM-I3-4- [6- (lH-4-bf^y* 
UJ» 15^V [1. 2 -a] bf Uf^>- 3 — OV] ^>X75 H * jfiBtg 
HiS^7 OO^^ftfcLT, 8S&0J2 9 3fc&W2 0 0mg^«jfi«3 2 3£Ett 
(DjjmT&f&LfzNl- (4-7MD7x~;i/) - 4 -7*Dt- 2 -^I^O^ 
>X75 h*8 7mg^6, *HMs^tt9 2mg &&&£A£ lt#fc. 




F 
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'H-NMR (DMSO-d 6 ) 

6 : 7.20-7.28(m, 2H), 7.75-7.83(m, 3H), 7.88(d, J=10.8Hz, 1H), 7.94(dd, J=7.6, 7.6Hz, 1H), 
8.08(d, J=9.6Hz, 1H), 8.29(d, =9.6Hz, 1H), 8.33(br, 2H), 8.49(s, 1H), 8.90(s, 1H), 10.6(s, 
1H) 

MS m/e(ESI)4l6(MH + ) 
«0J7 0 5 



ni- {2-7JI/^-p-4- [6- (iH-4-hr^yu;p) rL5^/ [1, 2- 

a] tf'J> ? >-3— r;U3 7x~JH -4-7Jl/:frP^>X7$ F ♦ jj&jj 
i»J7 0 0<h»UT, 9 3lt&Wl 4 3mgM^, 4-7)l>*a 

^>\AOW7PU F£4-:/a^-2-7JM-a7-U>/9^£j&Lfcm- (4 
-^Dt- 2-7MD7i-JW -4-7Mo^>X75K6 2mg*^, ^ 
Hft^ttl 3mg^IMSttTffc, fcfcU Stilled*, 3Wtm (1)3 

'H-NMR (DMSO-dfi) 

5 : 7.38-7.46(m, 2H), 7.67(dd, J=8.4, 1.6Hz, 1H), 7.82(dd, J=10.8, 1.6Hz, 1H), 7.95(dd, 
KJ=8.4, 8.4Hz, 1H), 8.07-8.215(m, 3H), 8.30(dd, J=9.2, 1.2Hz, 1H), 8.34(brs, 2H), 8.44(s, 
1H), 8.89(s, 1H), 10.4(s, 1H) 
MS m/e(ESD416(MH + ) 

«M7 0 6 
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Nl - T3- {22Jktt£±3±l ^>VM -2-7)V-*U-4- [6- (1 
H-4-¥3W)V) 2 -a] br'Jv ? >-3-^r;P1 ^>X75 F ; 

HB0iJ4 7 7i:lRl^lCbT, USSfll 4 7 2 6 5 m g 1 3 - (v^V^D* h 
*5/) ^>^JVT5>2 lmg*^, Nl- [3- (v?7Jk<J-P* ^>v? 
)V\ -2-7)V*U-4- [6- (l-h'J^;P- 1H-4-MvW)V) < 5^ 
V [1, 2 -a] fcf«J^>-3— T ;W ^>X75 H9 0mg£#fc o M^T« 
#J 7 9 fclBHt^ftTf h U ?)Vm*M&mLT. MMtett 4 0 m g t V 

'H-NMRO^MSO-ds) 

<5 : 4.55(d, J=6.0Hz, 2H), 7.10(dd, J=8.4, 1.6Hz, 1H), 7.18(s, 1H), 7.24(t, J=74Hz, 1H), 
7.25(d, J=8.4,Hz, 1H), 7.43(dd, J=8.4, 8.4Hz, 1H), 7.74(dd, J=8.4, 1.2Hz, 1H), 7.85(dd, 
J=10.8, 1.6Hz, 1H), 7.91(dd, J=8.0, 8.0, 1H), 8.09(d, J=9.6Hz, 1H), 8.28-8.36m, 3H), 8.49(s, 
1H), 8.90(s, 1H), 9.08-9.15(m, 1H) 
MS m/e(ESI)478(MH + ) 




Nl- [1- (2-bT'JSW) X^jH -2-7^a-4- [6- (l/f-4- 
gzVUjk) lAj^Z ri. 2- a] tf'J5?>-3~ -OH ^>X75 H • 2jftEfe 
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1 

mmM4 7 7 tmmzbX, ^6&#l4 7 2ft£^6 0mg£:l- (2-tfUvW 
XW5>14mg^S, Nl- [1- X^;|/] -2-7;iof 

p-4- [6- (i-bij5 l ;u-ii/-4-fcr^y'jji,) -ra^y [i, 2-a] 

H'Jv J >-3—r;i/] ^>X75 H7 0mg» £n&iiM0ij 6 8 <hli^©:£ 
'H-NMR (DMSO-dj) 

a : 1.54(d, J=6.8Hz, 3H), 5.24-5.32(m, 1H), 7.42-7.50(br, 1H), 7.58-7.65(m, 1H), 7.74(dd, 
J=8.0, 1.6Hz, 1H), 7.84(dd, 1=11.2, 1.2Hz, 1H), 7.93(dd, J=8.0, 8.0Hz, 1H), 7.95-8.04(br, 
1H), 8.07(d, J=9.6Hz, 1H), 8.24-8.37(m, 3H), 8.46(s, 1H), 8.62-8.66(m, 1H), 8.88(m, 1H), 
9.02-9.08(m, 1H) 
MSm/e(ESI)427(MH + ) 

M0J7 0 8 




ivi- [l- (i. 3-^>^^v-;i/-5— ov) x^;w] -2-7;i/^-o 

-4- C6- (lH-4-\±7VV)V) dA?V [1. 2-a] tf' Jv?>- 3 — T 

ji/i ^>xts h - mm. 

£W&\ZLT, &ffi094 7 24kG%)5 7mgi 1- (1, 3 -« 
S?*^V-;p- 5 X3\>1/75>1 4mgi^, ATI — [1 — ( 1 , 3-^ 

>yy^V-^-5-<JW X^)W -2-37JM-P-4- [6- (1-HJ5 1 
)l-lH-4-V7VV)V) -fS^l/ [1, 2-a] KU5?>-3— fJW ^>X 
75 H7 4mg*ftfc. dn&Htt5W7 9 £B«©#8rT? h U3\fWSfcKflWU 
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'H-NMR (DMSO-d 6 ) 

a : 1.44(d, J=7.2Hz, 3H), 5.05-5.15(m, 1H), 6.00(s, 2H), 6.88(s, 2H), 7.02(s, 1H), 7.70(dd, 
J=8.0, 1.6Hz, 1H), 7.76-7.83(m, 2H), 8.00-8.05(m, 1H), 8.17-8.36(m, 3H), 8.39(s, 1H), 
8.82-8.89(m, 2H) 
MSm/e(ESI)470(MH + ) 

£Jfi097O 9 



ATI- (1. 3-1>V5?tty—)l'- 5^±M ~2-7)l>Jrn-4- [6- (1 
H-4-hf5V'J;i/) 15^/ fl. 2 -a] If' J S?>- 3 — f )V\ ^>X7$ K ♦ 

^Mm^Tl tnmzVX, »4 7 2^5 7mgt3, 4- (^5F-l/>v 
7-'J>14mgiO^, Nl - (1, 3-^>!/^V-Jh5- f )V) 

-2-y)V^ra-4 - [6- (l - h U^JU- 1 if- 4 -t^i/tUW -r [l , 
2 -a] tf'J^>-3— <)V\ W75M5mg^fc. ^TH^J 7 9 i 

'H-NMR (DMSO-d 6 ) 

<5 : 6.03(s, 2H), 6.93(d, J=8.4Hz, 1H), 7.18(dd, J=8.4,. 2.0Hz, 1H), 7.44(d, J=2.0Hz, 1H), 
7.77(dd, J=7.6, 1.6Hz, 1H), 7.87(dd, J=10.8, 1.6Hz, 1H), 7.92(dd, J=7.6, 7.6Hz, 1H), 
8.09(dd, J=9.6, 0.8Hz, 1H), 8.28-8.38(m, 3H), 8.50(s, 1H), 8.90(s, 1H), 10.5(s, 1H) 
MS m/e(ESI)442(MH + ) 

mmm 1 o 
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ATI- (1. 2-*?7x-)V3L?-)V) -2-7;M-d-4- [6- (ltf-4-H 

HSfi0!l4 7 7 fcHMHcLT, Sdt«4 7 2ft^ft5 7mgtl 1 2-y7i-JH 
W5>2 0mg*^, ATI- (1. 2-^7i^XfJW -2-^;^D- 
4- [6- (l-hU5 1 ;W-lH-4-tr5!/U;W -fS^/ [1. 2-a] tf'J 
v?>-3— ^>X75H7 7mg^fc. l«^T*lfiW6 8 tTOfiD^T? 
h <J UT> Mfc&tt 3 5 m g $tt&J8 A £ UT#fc„ 

'H-NMR (CDCI3-CD3OD) 

d : 3.18-3.31(m, 2H), 5.46-5.54(m, 1H), 7.12-7.16(m, 2H), 7.20-7.39(m, 9H), 7.42(dd, 
J=11.2, 1.2Hz, 1H), 7.51(dd, J=8.0, 1.2Hz, 1H), 7.91(brs, 2H), 7.99(s, 1H), 8.04(dd, J=9.2, 
1.2Hz, 1H), 8.25(ddd, J=8.0, 8.0, 1.2Hz, 1H), 8.39-8.44(m, 2H) 
MS m/e(ESI)502(MH + ) 

nmm 7 1 1 



A/1 - (1 -y^-)Vi/i7U^y^)V) -2-7)l*U-4- [6- (1H-4- 
bf^/'JJU) -fgy^ [1. 2- a] tfU v ? >-3--1 > ;Pl ^>X75 H 
»4 7 7 H»4 7 2{fc£%5 7mgtl-7i-^n^ 

>W5>16mg*^, /VI - (1 -7x^v^P^>^JW) -2-;7;M- 
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P-4- [6- (l-h>J5 t ^-li/-4-tr9l/U;W -f$y*/ [1. 2-a] 
fcTU>>>-3 — fJW ^>X75F4 8mg^ifc. M^XHJfifll 8 9 tH^©^ 

'H-NMR (CDC1 3 ) 

5 : 1.86-1.98(m, 4H), 2.17-2.28(m, 2H), 2.46-2.55(m, 2H), 7.07(br.d, J=14Hz, 1H), 7.21- 
7.26(m, 1H), 7.32-7.40(m, 3H), 7.44(dd, J=9.2, 1.6Hz, 1H), 7.47-7.53(m, 3H), 7.74-7.81(m, 
2H), 7.84(brs, 2H), 8.18(dd, 8.4, 8.4Hz, 1H), 8.45(m, 1H) 
MS m/e(ESI)466(MH + ) 



Nl- (4, 5-ybPP-l. 3-^7^-^-2-^) - 2 -7JM~P-4 
- C6- [1, 2 -a] tf'J>?>-3— f;i/] 

^>X7$ H • 2jgjg& 

1^4 7 7 tmmiZlsT. «#J4 7 2\\&%\ 0 0 mg £ 2 - 75 J - 4 , 5 
-5?kFn-l, 3— ?7V-)H 8mgi^, iVl - (4, 5-^kHo-l, 

3-^7^-;u-2— r;u) -2-7jM-a-4- [6- ( 1 - hj i //- 

A-MvWM -TS^V/ [li 2 -a] bf U 5?>— 3 — f ;W ^>X75K8 3 

ft4 8mg$IMf B tbTHfc. 
'H-NMR (DMSO-dg) 

5 :3.32(dd, J=8.0, 8.0Hz, 2H), 3.69(dd, J-8.0, 8.0Hz, 2H), 7.69(dd, J=8.0, 1.6Hz, 1H), 
7.75(dd, J=11.2, 1.6Hz, 1H), 8.05-8.13(m, 2H), 8.26-8.36(m, 3H), 8.47(s, 1H), 8.92(m, 1H) 
MS m/e(ESI)407(MH + ) 
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mmm 7 1 3 



F 




Nl. Nl--J^)V-2- (4- (6- [3- U-7)V-*U7x.-)V) - Iff 
-4-tf5yj;i/] ±3J?V [1. 2 -a] bf'J>*>-3— fJH 7x;^-» 7 

4tmi£o)i5m\z£y)s 6- [3- (4-7Md7i-;w -i-hj 
?-)v- iff-4-t°^i/u;i/] -3- (l, i, 1- hu^;i/x^n;0 -rs^ 

V [1, 2- a] tTU>?> (»J2 9 4M) lOOmg, ATI, Nl 



3^-2- (4-3-K7i;^» 7irh75 K5 7mg^S/Vl, /VI 
3^-2- (4- {6- [3- (4-7M07I-JW -1-hU^-lff- 
4-tf7VU;i/] -fS^/ [1, 2 -a] tfU> J >-3-'f;H 7i/^» 
h75 K5 8mg$lt ie^T, HM6 7 tmU<D^mrh^^)l&^ISiUm 

MS m/e(ESI)456(MH0 

mmm 7 1 4 



6- (6- [3- (4-7Mn7i^) -1-HJ 3^1/- Iff- 4-1^/0 
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6-^DO-n^>m JPi 5 - ^Dt- 1 H [d] < 5 

yy-^*6«3Mll 0 5 £l^8UcbT, 6- (6-ya^E-ii/-^>l/ [d] 
1 — OW X3^>® /5^X7>t-;U£6- 1 J/ 

-^>y [d] -f s^v— ;u- 1 — r;i/) nn^>m ^^;wx^x;k^i : i<z> 

ttlMttHl^ll. 0g&#&. 0gt3- (4-7MD7X 

- 1 - h u l H- 4 ' - H 7 »/ U ;W$ a >m (S8ii^J*2 5 *b£#» l . 

{f?7<<- mm^)V/^^r» T?#«LTMfc£«7 3 4mg*#&. 
'H-NMR (CDC1 3 ) 

6 : 1.44(t, J=7.0Hz, 3H), 4.44(q, J=7.0Hz, 2H), 6.94-7.00(m, 2H), 7.24-7.38(m, 8H), 
7.32-7.40(ra, 9H), 7.47-7.51(m, 3H), 7.77(d, J=8.4Hz, 1H), 7.90(d, J=1.2Hz, 1H), 8.38(dd, 
J=8.4, 2.2Hz, 1H), 8.63(s, 1H), 9.10(dd, J=2.2, 0.8Hz, 1H) 

WJ7 1 5 



6- {6- [3- (4-7Mn7i^Jl/) -l-h'J^;i/-l/f-4-b°^'/'J 

JH -itf-^>y [d] 1 — r>>P> -n^yw 

6- {6- [3- (4-7MD7xrj0 - 1 - h V?-)V- 1 JFf- 4 - tf 5 % /U 

- 1 h-^>v [d] -r 1 —on xr^>^ x^ji/xxx;w 

(*Jfi«7 1 4fc£«) 7 4 3mg!)^, 4 3 tmm<DKfo\Z&K> , ^® 

6 5 9 m g & j$»&|g£ £ UT#fc. 
'H-NMR (DMSO-dg) 

6: 7.11-7.24(m, 9H), 7.32-7.44(m, 11H), 7.58(s, 1H), 7.68(d, J=8.0Hz, 1H), 7.95(d, 
J=8.4Hz, 1H), 8.20(d, J=1.2Hz, 1H), 8.38(dd, J=8.4, 1.9Hz, 1H) , 8.85(d, J=1.9Hz, 1H), 
8.63(s, 1H) 



F 
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MM7 1 6 



F 




6- {6- [3- (4-7MP7x^) -l-hU^-l/f-4-lf7l/U 

JU1 -ih-^>»/ Id] ±^£±^JkzLLzdM -n. N~-J^)V-~nj- 

HJfiW4 4 4tH«©^Tf, 6- {6- [3- (4-7MD7x^W -1- 

huw-i«"-4-tr9*/u;w -ih-w [d] -f on 

-n^>^ GSifi0!7 1 5fc£tt) 10 0mgtW;i'75>2. 5mL*^I 
JSflr&«4 3rag$iL 
'H-NMR (CDC1 3 ) 

6 : 3.09(brs, 3H), 3.17(brs, 3H), 6.94-7.00(m, 2H), 7.25-7.30(m, 8H), 7.32-7.36(m, 9H), 
7.47-7.52(m, 3H), 7.77(d, J=8.4Hz, 1H), 7.82(d, J=0.8Hz, 1H), 7.89(d, J=8.4, 2.4Hz, 1H), 
8.55-8.58(m, 2H) 

mmmi 1 7 



F 




(6- 16- [3- (4-7J^P7x-JU) -l-.m^-lH-4-tf7l/ 

uji/i -ih-^>v [d] -fs^y-jp- 1 — oki — tru^>— 3 — r ju) - 
^ ji/dt *j >— 4 — f ji/— j y 

HJSM4 4 4ti^il©^j*T% 6- {6- [3- (4-7Mo7i-;W -1- 

hu^- 1 H-4-tf7Vu;w -i//-^> % y [d] -r a^v— 1— ow 
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-3^>m mMm715ik£m lOOmgttMUVO. l'3 6mL*6» 
MfcS®} 3 6mgSr#feo 
'H-NMR (CDClj) 

6 : 3.44-4.00(m, 8H), 6.94-7.00(m, 2H), 7.25-7.32(m, 8H), 7.32-7.36(m, 9H), 7.47-7.52(m, 
3H), 7.78(d, J=8.2Hz, 1H), 7.82(d, J= 1.2Hz, 1H), 7.88(dd, J=8.2, 2.2Hz, 1H), 8.54(dd, 
J=2.2, 0.4Hz, 1H), 8.58(s, 1H) 

mmmi 1 8 



(6- {6- T3- {A-y)VlTU73.-)V) - 1 - HJ^JU- 1 //-4-fcf^./ 

LUk] -iff-^>V Cd3 $y i--f;i/) -EU3?>-3— -fjw) - 
(3-^ h*->bfn'J>?>- 1 — 1)V) *$jy 
H^J4 4 4tmUW%fe~C^ 6- {6- [3- (4-7Mn7i-JW -1- 
hiJ^-lH-4-tf7 , /'JJW -1H-^>V [d] -T5^/-JI/- 1 
-n^ym. (.nffiM7 l 54k&m 1 0 0mg£3-*h^>t?aU^>-:&&it 
0. 2 1 g^e>Mte£tl4 4mg£#fc. 
'H-NMR (CDC1 3 ) 

6 : 1.70-2.24(m, 2H), 3.41(s, 3H), 3.52-3.84(m, 4H), 3.78-4.12 (m, 1H), 6.90-7.00(m, 2H), 
7.25-7.32(m, 7H), 7.32-7.36(m, 10H), 7.47-7.52(m, 3H), 7.77(d, J=8.4Hz, 1H), 7.84(d, 
J=1.2Hz, 1H), 7.87-8.02(m, 1H), 8.58(s, IH), 8.67(dd, J=14.8, 1.6Hz, 1H) 

mmmi 1 9 
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CPh 3 



7 [d] -f $^v-;i/-i— r;u] x^xx^ 

IfJU^rJl' ($3is0!J 3 3 4{fc£#|) 385mgi:l-h IWP- 
lH-4-tr^yj;i/^D>^4 8 8mg^e>M^J2 9 t^WH^lCckO, U 
MitG® 5 3 4mg«fi^tbT#fe, 
•H-NMR (CDC1 3 ) 

0 : 1.44(t, J=7.0Hz, 3H), 4.46(q, J=7.0Hz, 2H), 7.18-7.23(m, 6H), 7.30-7.38(m, 10H), 7.39- 
7.44(m, 2H), 7.59(d, J=1.2Hz, 1H), 7.66(s, 1H), 7.81(d, J=8.8Hz, 1H), 7.94(s, 1H), 8.09(s, 
1H), 8.18(t,J=8.4Hz,lH) 

IM7 2 0 



2-7;i/^-p-4- [6- (i - hj^jw- i j/-4-bf^^/'j;p) - i H-^y 

2-^;^p-4- [6- (i - hu^;u- i //-4-h 0 ^/ij;i') -ih-^> 
V [d] >r — <M &Mmm. x^xxt-jp (^»7 i 9 4t& 

m 5 3 4mgi!)^»J3 10^i<Z)Mfc;^0, H^t;&$l4 4 3mg£$ 
'H-NMR (DMSO-d^) 

d: 7.12-7.18(ra, 6H), 7.34-7.42(m, 9H), 7.49(dd, J=8.4, 1.8Hz, 1H), 7.70-7.74(m, 2H), 
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7.81(dd, J=11.6, 1.8Hz, 1H), 7.87(d, J=1.2Hz, 1H), 7.88(s, 1H), 8.08(t, J=8.4Hz, 1H), 
7.17(s, lH),7.61(s, 1H) 

nmM7 2 i 



Nl- U-*?)V-2-\f.VV)V) -2-y)V^TU~4- [6- (1-HJ^J)/ 
- -i/f-^>V [rfl l$£:Azjkr 1— Ok] ^>>C 

9 7 tmm<DKJ&\z£V). 2-y)\s*u-4- [6- (l-h'J^;i/-l 
//-4-tf^yj;w -iH-^y^/ [</] 4 i -4 M g&mm. 

MM7 2 (Mt£^) 1 0 0mgt2-75y-4-^^HfU^>2 lmgfr£gi 
'H-NMR (CDC1 3 ) 

<5 : 2.44(s, 3H), 6.94-6.97(m, 1H), 7.18-7.24(m, 6H), 7.31-7.36(m, 9H), 7.41-7.46(m, 2H), 
7.54(dd, J=8.8, 2.0Hz, 1H), 7.61(d, J=L6Hz, 1H), 7.67(s, 1H), 7.83(d, J=8.4Hz, 1H), 
7.96(s, 1H), 8.12(d, J=0.8Hz, 1H), 8.22(d, J=5.2Hz, 1H), 8.25(brs, 1H), 8.40(t, J=8.4Hz, 
1H), 8.90-9.04(m, 1H) 

»J7 2 2 
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F 



H 

O IVI 




JV1- [(IS) -2- (4 - 7MD7i^V- 1 - ^fJk 2 -^VX^) 
-2-7)V3ru-4- [6- lH-4-tf^V'j;i/) - 1 H-^ 

^«W4 9 7t|g«©K*:K:J:D» 2-y)V^ru-4- [6- (l-hU^-l 

-1H-^>V Id] -i^J-)^~\-<M 
3K«7 2 0flS^«j) 5 0mgi (2S) -2-T^y-l- (4-7J^D7x- 
;W ?oA°>- 1 • (IIM3 1 9fc£4fc) 2 Omg fr£ 

'H-NMR (CDC1 3 ) 

6 : 1.59(d, J=6.8Hz, 3H), 5.73-5.82(m, 1H), 7.19-7.25(m, 8H), 7.30-7.36(m, 9H), 7.39(dd, 
J=10.2, 2.0Hz, 1H), 7.43(dd, J=8.3, 1.6Hz, 1H), 7.48(dd, J-8.4, 2.0Hz, 1H), 7.59(d, 
J= 1.6Hz, 1H), 7.66(d, J=0.6Hz, 1H), 7.82(d, J=8.3Hz, 1H), 7.94(d, J=0.6Hz, 1H), 8.07- 
8.13(m, 3H), 8.34(t, J=8.4Hz, 1H) 

££097 2 3 



6- {6- [3- (4-7MD7i^) - 1 //- 4-bf 7*/U - 1 Jf-^ 
6- (6- [3- (4-7MD7xZ;W - 1 - h >J 1 H- 4 - tf^/'J 
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)V\ id] <<5.y*J-)V- 1 -N, N-V*?)V-~U?- 

1) ®g£*JK8. OmLKi&frU 5NII3. 0mL£iJD;L, &flT3Ptlffllfc 

nut. RiS«*»f»wufc*BWx^;n3Taabfc. ^u^i^a^d^ 

fc&HISJ&fcfTV^ «HflS < &*2 4mg&«lfitSlltl/T#fc. 
'H-NMR(CDC1 3 ) 

5 : 3.11(brs, 3H), 3.18(brs, 3H), 7.03-7.09(m, 2H), 7.32-7.35(m, 1H), 7.40(d, J=8.4Hz, 1H), 
7.45-7.51(m, 2H), 7.77-7.83(m, 2H), 7.91-7.96(m, 2H), 8.58-8.60(m, 2H) 
MS m/e (ESI) 427 (MIT) 

£J6«87 2 4 



(6- {6- T3- (4-7MD7i-^) - 1 J/- 4 - VU;P] - 1 //- 
^>>/ fdl ^S.yV-)V-l—()V} -bTU 3 — T7V) -^;^U>-4 

mums 8 tmmwfimv, u- {6- [3- (4-7M071-JW -1- 

3 6 m g h 'J fJPS ©M tMIO^^ff ^ Hftdlll 6mg£*t 
'H-NMR (DMSO-dj) 

6 : 3.35-3.75(m, 8H), 7.17-7.24(m, 2H), 7.31(dd, J=8.4, 1.4Hz, 1H), 7.42-7.47(m, 2H), 
7.74(d, J=8.4Hz, 1H), 7.98(s, 1H), 7.99(dd, J=8.0, 0.8Hz, 1H), 8.1 l(dd, J=8.0, 2.2Hz, 1H), 
8.25(d, J=1.4Hz, 1H), 8.53(dd, J=2.2, 0.8Hz, 1H), 9.29(s, 1H) 




,F 
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MS m/e (ESI) 469 (MH*) 
7 2 5 




(6- (6- [3 - (4-7Jl/^a7xnJl/) - 1 H-4-b?^/'JJl/l — 1 H- 
[c/3 l^V^ikzilz^Okl -HU^>-3— TJ1/) - (3-*h^> 

|||g^J6 8tTOtUT, (6- {6- [3- (4-7MD7i^P) 

u^- 1 //-4-tr^vu;u] - 1 h-i>*j [<*] 1 — on 

- (3-*h^>bfaUv>-l-'OI<') (HJg 
7 1 8 ft^4fc) 44mg*6 SISfc&tt 2 4 m g £ UT#&. 
'H-NMR (DMSO-dj) 

6 : 1.92-2.60(m, 2H), 3.27(s, 3H), 3.40-3.74(m, 4H), 3.94-4.06 (m, 1H), 7.17-7.24(m, 2H), 
7.28-7.34(m, 1H), 7.41-7.49(m, 2H), 7.74(dd, J=8.4, 0.4Hz, 1H), 7.94-8.00(m, 2H), 8.18- 
8.23(m, 1H), 8.25(dd, J=8.8, 1.0Hz, 1H), 8.62-8.64(m, 1H), 9.30(s, 1H) 
MS m/e (ESI) 483 (MH + ) 

HJSM7 2 6 




\ 



TV— (2-y^W$;xf;l/) -6- {6- [3- ( 4 - 7JU^a 7x-J|/) 
-lH-4-br^VUJl/] - 1 H-^>'7 [d] SffV-Jl/- 1— <M -N- 
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^Ii4 4 4t^iO« 6- {6- [3- U-7)V*U7x.~)\,) -1- 

hu^;i/-i//-4-tf^\/u;H - i h-^>v [</] -T s^z-^- i — on 

^3?>il (IQKM7 1 SflS-M) lOOmgt/V, AT, N '-h'J^^X^l/ 
>v>75>0. 2mL#"E>N- (2-^^73yxf ;W -6- {6- [3- 

1/ [d] -T5^/-;U- 1 ->OH -iV-^^-X35 1 >7S H 3 2mg$#fc. 

£-fb£« 2 3 m g £ bT#fc. 

'H-NMR (DMSO-dj) 

6 : 2.86(br, 6H), 3.05(s, 3H), 3.35-3.42(m, 2H), 3.84-3.91 (m, 2H), 7.17-7.24(m, 2H), 7.25- 
7.32(m, 1H), 7.43-7.49(m, 2H), 7.74(d, J=8.4Hz, 1H), 7.98(s, 1H), 8.00(dd, J=8.4, 0.8Hz, 
1H), 8.24-8.32(m, 2H), 8.65(brs, 1H), 9.16(s, 1H) 
MS m/e (ESI) 484 (MH*) 



l»J 7 2 7 




1- (5-»aafcfU3?>-2-^OW) -6- T3- (2. 6-^7Ma7ir 

6- [3- (2, 6-v7Wn7i-iW - 1- h'J^- 1 H-4-tf7 < /'J 

- IH-1>V [d] -fS^/-^ (SiBMS S.OftM) 3 00mgt2, 
5->?^Datr'J^>9 lmg^Mfll 4 5 £118 1 - 

(5-^DDlfiJ>>>-2— OU) -6- [3- (2, 6-5^7Mn7xz;W 

- 1 - hu?;u- 1 //-4-tf^^/u;p] - 1 h-i>V [d] -f5^ % /-;w:i 

- (5-^ODtf'Jv>-2— OW -5 - [3- (2, 6-^7MD7x-J|/) 
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- 1 - h U ?)V- 1 H— 4 — \f^V ] ) )V] - 1 H-^yV [ d] 5 ?V-)V<DtiL 
W&&ft<DM£y)l 5 9mg$#t Z.<D%<D*^V7\i YU7?y-*$ J-)V 
(1 : 1) <DMGfeM8. 0mL»L, 5N&&2. 0mL£iD;L, ifit3 

2 5mg£4Mg||£LT#fco 
'H-NMR (DMSO-dg) 

5 : 7.22-7.30(m, 2H), 7.45(dd, J=8.6, 1.4Hz, 1H), 7.57-7.65(m, 1H), 7.75(dd, J=8.8, 0.6Hz, 
1H), 7.91(dd, J=8.6, 0.4Hz, 1H), 8.08(d, J=1.4Hz, 1H), 8.24(dd, J=8.8, 2.7Hz, 1H), 8.28(s, 
1H), 8.47(dd, J=2.7, 0.6Hz, 1H), 9.33(s, 1H) 
MS m/e (ESI) 408(MH + ) 

2 8 



Afl — (4-^Jl/-2-fc?U>MU) -2-7;i/^D-4- [6- (l/f-4-h° 

9 £I^B£fcUT, Nl- (4-^5 t ;P-2-hTU^;W -2-7;^o- 
4- [6- (1 - MJ?;U- 1 H-4 -f^/UJU) -1//-^>V [d] -fS^ 
1 — f M ^>X75 H («#J7 2 Hb£«i) 8mg^6«Bfl3§«!5 

'H-NMR (DMSO-dfi) 
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6 : 2.42(s, 3H), 7.14(d, J=5.2Hz, 1H), 7.75(dd, J=8.6, 1.6Hz, 1H), 7.82(dd, J=8.0, 1.6Hz, 
1H), 7.85(d, J=8.6Hz, 1H), 7.91-7.96(m, 2H), 8.01(t, J=8.0Hz, 1H), 8.03(brs, 1H), 8.20(s, 
2H), 8.29(d, J=5.2Hz, 1H), 9.14(brs, 1H) 
MS m/e (ESI) 413 (MH*) 

nmw7 2 9 



Nl- [ (IS) - 2- (4-7JU:frn7x~JW- 1 -^^-2-^VX9 1 Jl/) 
- 2 -!7Jl/*-P-4- [6- (1 H-4-tf7yj;U) - 1 H-sQV [d] < 5 

1 — f ;H ^>X75 p - mmm 

mH&M7 9iH«0*ttT, JV1- [ (IS) -2- (4-7M07x^-l 

-^f*-2-*+yi^) -2-7^0-4- [6- d-hu^-i 
-4-tf^yu;w -ih-^>v [cr] 1 -- r;n ^>xt$h 

Mfl:^* 1 2 m g A t bT#fc. 

'H-NMR (DMSO-cy 

6 : 1.42(d, J=6.8Hz, 3H), 5.50-5.58(m, 1H), 7.37-7.46(m, 2H), 7.76-7.96(m, 6H), 8.13- 
8.25(111, 4H), 9.05(d, J=6.8Hz, 1H), 9.31(brs, 1H) 
MS m/e (ESI) 472 (MH + ) 

mmm 730 




F 
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S0 2 Me 



CPh 3 



4-r4- (2-7;i/^-a-5-^^;i/7>;^^Ji/7x-;i/) tf^^> ? >- 1 — on 

-6- (l-HJ^-lH-4-tf5*/'J;V) *±w> 
§mW3 4 0T#£>tlfc 6-7*0^6-4- [4- ( 2 -7;i/^D- 5 
t)n-;1/7x^) M^Vy-l-^M ^VU>1 6 5mgi l-HJ^U- 

i jf- 4- tr^yu;u#p>Ki 3 8mg£«0yi 6 8t^«ics^$^ m 

'H-NMRCCDClj) 

6 : 3.07(s, 3H), 3.32-3.42(m, 4H), 3.90-3.99(m, 4H), 7.18-7.68(m, 18H), 7.70(s, 1H), 
7.82(dd, J=8.8, 2.0Hz, 1H), 7.88(d, J=8.8Hz, 1H), 7.91(d, J=2.0Hz, 1H), 8.02(s, 1H), 8.73(s, 
1H) 

«M7 3 1 



4-T4- (3-7)V*Q- 5-^^JU7nJ^-;V7x-;1/) tf^^>- 1 — OH 
- 6 - ( 1 - HJ £Jk= 1 Jf- 4 - bf zVjj M *±>SV > 

m&m3 4 6T#e»nfc6-7*n ; &-4- [4- (3-7;v<:<j-d-5-*5\M/;ui/ 

/f-4-t!77 I JMD>B69 4mg^l^l 6 8 tR^tJE^S^ 
$113 0 mg £$ft&7 ^7 77. .hLT^fco 
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'H-NMR(CDCl3) 

6 : 3.08(s, 3H), 3.45-3.56(m, 4H), 3.84-3.98(m, 4H), 6.80-6.88(m, 1H), 7.07-7. 13(m, 1H), 
7.15-7.43(m, 16H), 7.71(s, 1H), 7.83(dd, J=8.8, 2.0Hz, 1H), 7.87-7.95(m, 2H), 8.02(s, 1H), 
8.74(s, 1H) 

J£5S0!I 7 3 2 



6- [3- (4-^aP7xnj|/) Jf-tf7V > ~;i/-4— 
-4- (5-^fJl/XJV77-Mt7x>-2-TJl/) 3^/U> 
6-^n^-4- [5- (/fK^7 7-JW -2-firjV] ^VU> 
JIMIOOM) 60mgt3- (4-^nD7x-JW -l-hU3\H/-lH 
-4-t?:?\/U;i^D>gg 14 8mg^e»«M9t|WIil© 

S&Uck^ «^10 6mg*lfi^ B tbTHfc„ 
'H-NMR (CDC1 3 ) 

<5 : 2.61(s, 3H), 6.83(d, J=4.0Hz, 1H), 6.89(d, J=4.0Hz, 1H), 7.22-7.28(m, 6H), 7.32- 
7.40(m, 11H), 7.43-7.47(m, 2H), 7.56(s, 1H), 7.83(dd, J=8.6, 1.8Hz, 1H), 7.98(d, J=8.6Hz, 
1H), 8.16(d, J=1.8Hz, 1H), 9.13(s, 1H) 

HI£0iJ7 3 3 



6- [3- (4-^nD7x"Jl/) -l-h'J^JU-lH-H7V > ->>l/-4— r;i/] 
-4- (5-^^JUXJ^-;|/5 1 ^-7j:>-2— r;i/) ^±7'J> 
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6- [3- (4-^dd7i-m - 1 - hu?;u- 1 H-tf^7-;i/-4--r;n 

-4- (5-/^;i/7 7-;W7i>-2-' OP) *^/'J> WJ7 3 

1 0 6mg*^«ji«f!4 3 fcH*®»6fcJ:D» «lft^*7 8mg* 

'H-NMR (CDClj) 

(5 : 3.25(s, 3H), 6.90(d, J=4.0Hz, 1H), 7.22-7.28(m, 6H), 7.32-7.40(m, 11H), 7.42-7.46(m, 
2H), 7.58(d, J=4.0Hz, 1H), 7.58(s, 1H), 7.91(dd, J=8.8, 1.8Hz, 1H), 8.07(d, J=8.8Hz, 1H), 
8.08(d, J=1.8Hz, lH),9.24(s, 1H) 



£«0|7 3 4 




6- [3- (4-7MD7X-J1/) -l-h'J^;W-l//-bf77-;P-4— r 

;ui -4- [5- ( ; e;i//KU>-4-xj^nju) ^t7x>- 2— f ji/] 
u> 

6-^0^-4- [5- ( ; e;i/7fcij>-4-^;i/*-;i/) -f^7x>-2-fM 

*^/U> (»JSW3 6 9it^) 56ragt3- (4-7M07x-JW -1 
-HJ3^-lff-4-tf7V/UJl/#D>& (|gjg^2 5{b^) 7 4mg*6A> 
e. HJfifll 9 £ l^«l©K^fc «t D , Mft&tt 8 6 m g £3t€i!£li £ bT#3to 
'H-NMR (CDQj) 

6 : 3.12-3.16(m, 4H), 3.79-3.83(m, 4H), 6.94(d, J=4.0Hz, 1H), 7.05-7.12(m, 2H), 7.22- 
7.30(m, 7H), 7.32-7.38(m, 9H), 7.46-7.53(m, 2H), 7.59(s, 1H), 7.90(dd, J=8.8 , 0.8Hz, 1H), 
8.05(d, J=8.8Hz, 1H), 8.1 l(d, J=0.8Hz, lH),9.23(s, 1H) 



7 3 5 
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Vs V) CPha 
/ 

5- 16- [3- U-7)V-*U7^-M ~ 1 - h'J 1 H~¥?^~)l- 

5- (6-^n : e^yu>-4— r;i/) -ft7x>-2-xM>t i?*^ 

;i/75H (§3j§#l3 7 (Hb£-tl) 50mgt3- (4-7^tD7i^W -1- 
hU^- lH-4-tf^V , »j;^P>^ (§2ii0!l2 5fb£tf) 7 3mg^6^e. 
£%0I 9 £ |i?U£<E> <fc 0 , 7 4 m g £3t&&.Ii t bT#£o 

•H-NMRCCDClj) 

(5 : 2.83(s, 6H), 6.96(d, J=4.0Hz, 1H), 7.40-7.1 l(m, 2H), 7.23-7.28(m, 6H), 7.34-7.38(m, 
10H), 7.45-7.50(m, 2H), 7.58(s, 1H), 7.90(dd, J=8.8, 1.8Hz, 1H), 8.05(d, J=8.8Hz, 1H), 
8.12(d, J-1.8 Hz, 1H), 9.23(s, 1H) 

H»7 3 6 




6- [3- (4-7MD7x-^) -l-h'J^-lH-tf7 t /-;U-4— f 
-4- [5- (b°^'J^>- 1 -XJI/tJn-;!,) ^7x>-2--fM %±±£ 

■J> 

6 _y p q E _4_ [ 5 _ (H^U> ? >- -^7i>-2--fJH 
*±V"J> ($^003 7 lflS^fc) 50mgt3- (4 -7;i/^P7x-JU) -1 
-hU3\^-li/-4-bf^/U;M*D>^ »J2 5M) 6 6mg^W 
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'H-NMR (CDCI3) 

<5: 1.46-1.54(m, 2H), 1.68-1.78(m, 4H), 3.08-3.15(m, 4H), 6.94(d, J=4.4Hz, 1H), 7.05- 
7.1 l(m, 2H), 7.23-7.28(m, 6H), 7.34-7.38(m, 10H), 7.45-7.50(m, 2H), 7.58(s, 1H). 7.99(dd, 
J=8.6, 1.8Hz, 1H), 8.05(d, J=8.6Hz, 1H), 8.12(d, J=1.8Hz, lH),9.23(s, 1H) 

HJS^J7 3 7 




6- [3- {4-y)Vi!rU7x.-)V) - 1 - hj^u- 1 J/-h°^^-;i/-4 — r 
Jl/I -4- [5- (tfO'J> ? >-l-7 t Jl/^njt/) f^7x>-2- OH 

6-^d4-4- [5- (tfaU>>>-i-x;M^n;u) -Wi>- 2— OKI 

^7U> (»Sg0i3 7 2fl;&4&) 5 0mgt3- (4-7^07x-JW -1 
'H-NMR(CDC1 3 ) 

5: 1.82-1.90(m, 4H), 3.34-3.41(m, 4H), 6.94(d, J=4.0Hz, 1H), 7.05-7.11(m, 2H), 7.23- 
7.30(m, 6H), 7.34-7.39(m, 9H), 7.41(d, J=4.0Hz, 1H), 7.45-7.50(m, 2H), 7.58(s, 1H), 
7.89(dd, J=8.8, 1.8Hz, 1H), 8.05(d, J=8.8Hz, 1H), 8.13(d, J=1.8Hz, 1H), 9.23(s, 1H) 

«#J7 3 8 
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F 




6- [3- (4-7JVtn7x^V) -l-hV9')\'-lH-mV-)V-4-' f 
JH -4- [5- (4-^5=-Jl/tf^9^>-l-^»n;W) ^7x>- 2 — f 

6-^0^6-4- [5- (4-.?WHM75?>- 1 -ft7i> 
- 2 -<;!/] (Bjfi«3 7 3ft§») 5 0mgt3- (4-7MD7 

x-jm - 1 - h u ww- 1 h- 4 - tr^y u d >m csm 2 5 6 

'H-NMR (CDC1 3 ) 

6 : 2.31(s, 3H), 2.51-2.60(m, 4H), 3.13-3.24(m, 4H), 6.91(d, J=4.0Hz, 1H), 7.06-7.12(m, 
2H), 7.23-7.29(m, 6H), 7.34-7.39(m, 10H), 7.45-7.50(m, 2H), 7.58(s, 1H), 7.89(dd, J=8.7, 
1.7Hz, 1H), 8.05(d, J=8.7Hz, 1H), 8.10(d, J- 1.7Hz, 1H), 9.22(s, 1H) 

«#J7 3 9 




l 



5- (4- [4- (5-^fJl/^77^m7i.>-2- Qk) £±VU>= 

6— on - i-m^-i//-bf^^-;i/-3— o_kl Wi>-2-^ 
6-ya^E-4- [5- u^I/vUI^t-JW -2-?x-;H ^/U> (Si 

jtmooffr&tt) 120mgt3- (5-->7y-2-^X-;P) -1-HJ5 1 
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)v- 1 h- 4 — if ^ yj a >m wji 1 6it^m 2 1 omgfrzmmm 

'H-NMR (CDd 3 ) 

6 : 2.63(s, 3H), 7.01(d, J=3.8Hz, IH), 7.02(d, J=3.8Hz, 1H), 7.20-7.26(m, 6H), 7.35- 
7.38(m, 9H), 7.39(d, J=3.8Hz, 1H), 7.45(d, J=3.8Hz, 1H), 7.49(s, 1H), 7.87(dd, J=8.6, 
1.8Hz, 1H), 8.05(d, J=8.6Hz, 1H), 8.38(d, J=1.8Hz, 1H), 9.20(s, 1H) 

$ffi0! 7 4 0 



5- {4- [4- (5-^^XMrjl/ft7x>-2 — fjlQ V'J >- 6 

— -i-m^-iH-tr7y-;w-3->f;H tt?^>-2-t))i# 

5 _ { 4 - [4- ( 5 - >f 7-;i/f t7 1 >- 2 --f JW *^/U >- 

6- -f;H - 1 - HJ5\>P- 1 H-¥?V-)l>- 3 — Wi>-2-M 
#-Hj;P (H5£0iJ7 3 9fc£%) 2 0 2mg^6»jS«y4 3tl^«OR«lC«fcO, 
«Bft;£4&l 8 Omg&mco 

'H-NMR (CDC1 3 ) 

6 : 3.27(s, 3H), 7.02(d, J=4.0Hz, 1H), 7.20-7.26(m, 6H), 7.35-7.39(m, 9H), 7.46(d, 
J=4.0Hz, 1H), 7.51(s, 1H), 7.52(d, J=4.0Hz, 1H), 7.74(d, J=4.0Hz, 1H), 7.94(dd, J=8.8, 
1.8Hz, 1H), 8.14(d, J=8.8Hz, 1H), 8.30(d, J=1.8Hz, 1H), 9.32(s, 1H) 

mm 741 
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5- {6- [3- (4-y)V^uy^-)V) -l-hV?)V-lH-\UV—)V- 

5- (6-^P i e^yU>-4-' f;W -^7i>-3-7M>i (2-v* 
^fJ|/75yxfJW 75 F <«ift0!l3 7 4fc£«0 24mgi3- {4-7)V* 

o7x-jw - 1 - h 'j 1 4 - tr^ v/ u □ >m mm\ 2 5 fc&to 

'H-NMRCCDClj) 

<5 : 2.04(s, 6H), 2.31-2.36(m, 2H), 2.98-3.02(m, 2H), 6.98-7.03(m, 2H), 7.24-7.30(m, 6 
H), 7.32-7.38(m, 9H), 7.43-7.49(m, 2H), 7.56 (s, 1H), 7.60 (d, J=1.4Hz, 1H), 7.85 (dd, 
J=8.6, 1.8Hz, 1H), 8.03(d, J=8.6Hz, 1H), 8.14(d, J=1.4Hz, 1H), 8.24(d, J=1.8Hz, 1H), 
9.24 (br, 1H) 

7 4 2 



5- (6- [3- U-7)l-*U7x.-)\,) - 1 - h'J^Jl/- 1 H-M^^J-h- 
4— aV\ *j-V*)>-4— fM tty x>- 2 -XJl/fr>jg (2 Jz j£2^£2k 
7^JJL^)V) 75 H 




F 



NH . 
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5- (6-^D^E^l/'J>-4-' OV) -^7i>-2-m>H (2-v 
^)W^JX.^-)V) 75 h* (§3iiM3 7 5te£$£j) 57mgt3- (4-7)1,* 

□7x-;p) -i-hu^;i/-i//-4-tr^yu;^D>m (§3ii#i2 5fl;£%) 
7 5mg^y^ him 9 1 mm<D$.fo\z& k> , ^^b^ti 8 3 m g t 

'H-NMR (CDC1 3 ) 

6 : 2.15(s, 6H), 2.40-2.45(m, 2H), 3.12-3.16(m, 2H), 6.90(d, J=4.0Hz, 1H), 7.05-7.11(m, 
2H), 7.24-7.30(m, 6H), 7.32-7.38(m, 9H), 7.44 (d, J=4.0Hz, 1H) , 7.45-7.49(m, 2H), 7.57 (s, 
1H), 7.89(dd, J=8.8, 1.8Hz, 1H), 8.04(d, J=8.8Hz, 1H), 8.12(d, J=1.8Hz, 1H), 9.22(s, 
1H) 

mMM7 4 3 



5- {6- [3- U-7)V*U7z.-)\,) - 1- HJ^;P- 1 H-¥?"J-)\>- 

4- *fJH WJ>-4--fM ft7i>-2-XM>j (2-S?*9Sfr 

5- (6-^0 ; E^^l/U>-4— f;i/) -^:*7x>-2-;Ul/*>$ 
^W^yx^V) -^fJI/-75K (gfii0iJ3 7 6<b£#0 131mgt3- 

(4-7;i/^-n^x-;W) - i-HJ3^-l//-4-tf^./UJM*D>m (MB 
0J2 5fb^) 1 6 8mg^5A^»J9 £l^©£f&£fT^M«£#^ 
TML, «^6 6mg&fmiim. 
'H-NMR (CDC1 3 ) 

6 : 2.28(s, 6H), 2.55(t, J=6.8Hz, 2H), 2.91(s, 3H), 3.21(t, J=6.8Hz, 2H), 6.92 (d, J=4.0Hz, 
1H), 7.04-7.11(m, 2H), 7.23-7.29(m, 6H), 7.33-7.38(m, 9H), 7.39(d, J=4.0Hz, 1H), 7.45- 
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7.50(m, 2H), 7.58(s, 1H), 7.89 (dd, J=8.8, 1.8Hz, 1H), 8.04 (d, J=8.8Hz, 1H), 8.12 (d, 
J= 1.8Hz, lH),9.22(s, 1H) 

mnw7 4 4 




5- [6- {3-*^fr- l-h'J^Jl/-lfJ-H^'/-^-4— jM £fc/jJ 

5- (6-^oqB^VU>-4— f JU) -^7x>-2-XW>i (2-5? 
^W5yxfJW -^^Jlz-TSH (IIM3 7 6ft^) 50mgt3-^ 
^-l-hU^-li/-4-lf^\/U;^P>m (WJ3 0») 5 3m 

'H-NMR(CDC1 3 ) 

<5 : 2.28(s, 6H), 2.54(s, 3H), 2.53-2.59(m, 2H), 2.94(s, 3H), 3.22-3.27(m, 2H), 7.21-7.26(m, 
6H), 7.33-7 .38(m, 9H), 7.57(s, 1H), 7.67 (d, J=4.0Hz, 1H), 7.80 (d, J=4.0Hz, 1H), 7.93 
(dd, J=8.6, 2.0Hz, 1H) , 8.07 (d, J=8.6Hz, 1H) , 8.37 (d, J=2.0Hz, 1H) , 9.26(s, 1H) 




5- (6- [3- 
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5- (6-^D*^l/U>-4— i)V) -^7i>-2-XM>1 

75 H »J3 7 9ft^|) 2 0 0mgi3- (4-7Mn7i-JW -1- 

hV?)l-lH-4-\*7*/V)VtfuZ'WL (§gj£0!l2 5fc£#0 3 0 3mg^e>H 

'H-NMR (CDC1 3 ) 

6 : 2.82(d, J=5.2Hz, 3H), 6.92 (d, J=4.0Hz, 1H) , 7.05-7.1 l(m, 2H), 7.23-7.29(m, 6H), 7.33- 
7.38(m, 9H), 7.44 (d, J=4.0Hz, 1H), 7.45-7.50(m, 2H), 7.58(s, 1H), 7.89 (dd, J=8.6, 1.8Hz, 
1H) , 8.05 (d, J=8.6Hz, 1H) , 8.1 1 (d, J=1.8Hz, 1H) , 9.22(s, 1H) 

*JS#J7 4 6 



5- {6- [3- (4-7^P7x-J|/) - 1 - HJ T)V- 1 H-V^J—fr- 

4— jjk] £±VU>^4 z ^Okl ft7x>-2-7^>9 (2^nPXf 
;» *^7iS H 

5- {6- [3- (4-7MD7x^JW - 1 - h U^U- 1 /f-fc!^./-;V- 

IM7 4 5<b-&« 3 1 4mg£JV. /V-^pWl/*;i/A75 h* 8mLfc*gfl¥$i* 
T, 7K^b^-hU'7A2 lmg$Jn^T2 O^PbI^L, 1, 2-v^OPX^> 
0. 3 5mL *3bniLT^fiTf2I^K»#Ufc. 1, 2-y^Dni^> 

0. 3 5mL $iDAT6 0*CT2 4f^TO#bfc 0 *£iP*Tl*I£l3^TttaJ 




CI 
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'H-NMR (CDC1 3 ) 

<5 : 2.98(s, 3H), 3.41-3.46(m, 2H), 3.69-3.73(m, 2H), 6.93 (d, J«4.0Hz, 1H), 7.03-7.1 l(m, 
2H), 7.23-7.29(m, 6H), 7.34-7.38(m, 9H), 7.40 (d, J=4.0Hz, 1H), 7.45-7.50(m, 2H), 7.58(s, 
1H), 7.90(dd, J=9.0, 1.8Hz, 1H) , 8.05 (d, J=9.0Hz, 1H) , 8.11 (d, J=1.8Hz, 1H) , 9.23(s, 
1H) 

mum 7 4 7 



5- (6- [3- (4-7MQ7XZJI/) - 1 - h 1 H- k°^7-JU- 

4— OKI 4^/'J>-4 — Qkl Wx>-2-X^>j [2- (4-* 

5- {6- [3- (4-7MP7x-JW - 1 - h U 1 if- fcT^ 

J6W7 4 5fls^«i) 5 0mg5iV, 7V-^^;i/*;i/A7S K 3mLfcJg#U ?K 
*fltf-MJ*A3. lmg*MTiia-eO. 5l$|igft#bfc. *1$®WT, 4- 
;* h^^7xt^7*D?^ H 1 8mg©AT> N-y^f J1/$M7$ H 2mLg 

SWl4!t*TftiWI, ttK^hU£2x-eft«fcbfc. *iiS«JEe*bT, ->UA 

4 7mg*#fco 
'H-NMR (CDC1 3 ) 

6 : 2.96(s, 3H), 3.89(s, 3H), 4.59(s, 2H), 6.94 (d, J=4.0Hz, 1H), 6.94-6.99(m, 2H), 7.04- 
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7.10(m, 2H), 7.24-7.30(m, 6H), 7.32-7.38(m, 9H), 7.43 (d, J=4.0Hz, 1H) , 7.45-7.49(m, 2H), 
7.58 (s, 1H) , 7.89 (dd, J=8.8, 1.8Hz, 1H) , 7.96-8.00(m, 2H), 8.05 (d, J=8.8Hz, 1H) , 8.15 (d, 
J=1.8Hz,lH),9.23(s, 1H) 

nffiM7 4 8 



5- {6- [3- -l-bV^fr-lH-m^S—JV- 

4— OKI »±V > 'J>-4— ±M ?t7x>-2-^M>i [2- (4-7 

5- {6- [3- (4-7MP7x-;W - l-h'j^-iH-t:^;-^- 
4— r;w ^^-V'J>-4-^;H ft7x>- 2 -^;pt}n>^^^U75 K (H 

117 4 5fl5£4ljj) 5 Omgt4-7MD7x7->MD7'f H 1 3mg^e»SI 
»m4 7fcH«®EJfc*U M^9mg^fco 
'H-NMR (CDCy 

<5 : 2.96(s, 3H), 4.60(s, 2H), 6.93(d, J=4.0Hz, 1H), 7.04-7.12(m, 2H), 7.14-7.21(m, 2H), 
7.24-7.30(1X1, 6H), 7.32-7.38(m, 9H), 7.43 (d, J=4.0Hz> 1H) , 7.45-7.49(m, 2H), 7.59 (s, 1H) , 
7.90(dd, J=8.8, 1.6Hz, 1H), 8.01-8.07(m, 3H), 8.14(d, J=1.6Hz, 1H), 9.23(s, 1H) 

mmm7 4 9 




770 



WO 02/088107 



PCT/JP02/04156 




5- {6- [3- U-7)V*U7x.~)V) - 1 - 1 H-\f.3"/-)V- 

4- dLM *±V ] )>-4—t)V) ^7x>-2-XM>j C2- (3-* 

5- {6- [3- (4-7MD7x-JW -l- hu^p-i //-fc:^/-;^- 
mm? 45it^m) 5 0mg$fh7tFD77>5mLI:^U 'J^k'X 
MM^SH/vUJKTS H 1. 0M0. 0 7mL^»WTiP^-T0. 5B#P«gif# 
bfco «$#n^ 3-^ h+^xty^nY-f h'8 0mgOfh7k HQ7 

^ 1 7 m g 'H-NMR (CDC1 3 ) 

5 : 2.98(s, 3H), 3.86(s, 3H), 4.65(s, 2H), 6.94 (d, J=4.0Hz, 1H), 7.04-7.10(m, 2H), 7.14- 
7.18(m, 1H), 7.24-7.30(m, 6H), 7.32-7.38(m, 9H), 7.39-7.57(m, 6H), 7.59 (s, 1H) , 7.89 (dd, 
J=8.8, 1.8Hz, 1H), 8.05 (d, J=8.8Hz, 1H), 8.15 (d, J=1.8Hz, lH),9.23(s, 1H) 
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W 1 

CPh 3 



tt7*>-2--h)Vi$y®. (2, 4-V7)\,*U7*-)V) 75 H 
5- (6-ya : t^y i J>-4— f;i/) ^7i>-2-*M>| (2, 4- 
i;7MD7i^W 75 H mmmz 8 3<fc^») 1 0 Omgil - HJ3^- 
lif-4-t!7V/U;V#n>Btl 0 0mg^^M9 t^©SJS 
(^/^M+^H3mL, 7fclmL£&/g) £U «ift^ftl2 2mgS 

'H-NMR (CDCI3) 

6: 6.92-6.99(m, 2H), 7.20-7.28(m, 6H), 7.32-7.38(m, 9H), 7.77-7.80 (m, 2H), 7.84 (d, 
J=4.0Hz, 1H), 7.86-7.89(m, 1H), 7.99 (dd, J=8.8, 1.8Hz, 1H), 8.07 (d, J=1.2Hz, 1H), 8.07 
(d, J=8.8Hz, 1H), 8.35-8.43(m, 1H), 8.46 (d, J=1.2Hz, 1H), 9.25(s, 1H) 

mmm 7 5 1 



5- [6- (i-h'j^;i/-i//-tf57-;i/-4— <)V) 4— ±M 

5- (6-^D : E*^/U>-4— f;W 3 L *7*>-2-%)l#>B. ^77- 
2 — f ;P75 K (iiji^J3 8 4<b£$J) 3 9mgt 1 - HJ^Jl/- 1 H~4- 
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tr^yu;^p>s?4 3mg frznmm 9 tm&nRfo (s^wtc^v^^;^ 

;^>H3mL, *lmL£M) fcU iIM3 8mg» 
•H-NMR^Clj) 

d : 7.14-7.19(m, 7H), 7.34-7.45(m, 10H), 7.54-7.58(m, 1H), 8.04 (d, J=8.8Hz, 1H), 8.12 (d, 
J=0.6Hz, 1H), 8.20 (d, J=4.0Hz, 1H), 8.31 (dd, J=8.8, 1.8Hz, 1H), 8.37 (d, J=0.6Hz, 1H), 
8.57 (d, J=1.8Hz, 1H) , 9.23(s, 1H) 

HJgM 7 5 2 



2-7)V*U-4- [6- (l-h'J5 1 ;i/-lH-fcf5V > -^-4— 

4- (6-^PD^VU>-4— If^X^r 
)V mi&M 3 8 5 0. 64gtl-hU 1H-4- Ey'/V Ma 

>WL1. 0 2 gtyyikXW&O. 3 4g, (I I) 7tf-f4 3 

mgt2- (y- t-^;i/7*77^;) \dy^-)i>o. llg, /V. 7Y-^^ 
^;U^A75 h*2 OmL, tK 2 mL £^t^B^T 7 0t!T2 4^Mlfc. 

#T£e>K7jCtfti§^ Slth'J7AT«Lfc. Lfc^ NH 

^o. 8 2 g wn&&$k) zntco 

'H-NMR (CDC1 3 ) 

<5: 1.47 (t, J=7.2Hz, 3H), 4.48 (q, J=7.2Hz, 2H), 7.14-7.24(m, 6H), 7.29-7.37(m, 9H), 
7.56-7.64(m, 2H), 7.70(s, 1H), 7.96-8.02(m, 3H), 8.07-8.l5(m, 2H), 9.33(s, 1H) 

«0O 7 5 3 
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CPh 3 



C0 2 H 



2-7JM-P-4- [6- U-hV?)V-lH-\*^S-)V-4-'()V) 
>-4 — IM g&H 

2-7;u^p-4- [6- (l-hu^-iH-tr^*/— ;w-4— r;w 
!/u>-4— r;v] x^x7>T-;i/ (gffim 5 2*&&ft) o. 8 2 g 

£X*7-;i/-7k (2:1) 3 OmLt»*U *»flS U ^frA 0 . 1 1 

U X*/-;i/-X— r^6H»fib, mmik&VoS 7 Omg^ffi^tU 
'H-NMR (DMSO-dg) 

<5 : 7.11-7.17(m, 6H), 7.33-7.42(m, 9H), 7.62-7.66(m, 2H), 7.88-7.95(m, 1H), 7.96(s, 1H), 
8.05 (d, J=8.8Hz, 1H), 8.09 (d, J=1.8Hz, 1H), 9.20(s, 1H), 8.29 (dd, J=8.8, 1.8Hz, 1H), 
9.30(s, 1H) 

mnm 754 



2 d-tv- (4-7)\,*nyx.-)V) -4- [6- (l-h'J^jP-lH 

SJii0iJ3 8 7 <h|131£©#&T% 2-7;M-n-4- [6- (1-h'Jf^-lH- 
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1 0 0mgt4-7MO7i^75>l 9mgd*&MKk&4fe6 2mg^# 
fc. 

■H-NMRCCDClj) 

6 : 7.08-7.15(m, 2H), 7.15-7.23(m, 6H), 7.32-7.38(m, 9H), 7.65-7.72(m, 4H), 7.74 (dd, 
J=8.0, 1.6Hz, 1H), 7.97 (d, J=0.8Hz, 1H), 8.00 (dd, J=8.8, 2.0Hz, 1H), 8.01-8.05(m, 1H), 
8.10 (d, J=8.8Hz, 1H) ,' 8.37 (t, J=8.0Hz, 1H) , 8.46-8.54 (in, 1H) , 9.34(s, 1H) 

mmm 755 



2-y)V^U-N-^7V-)l-2— f )V-4- [6- ( 1 - HJ 7)V- 1 H- h° 

^V-Jl/-4— f;U) *jr*JV>-4-<f')V] ^>X75 F 

$ljg0<J3 8 7 fcH*0*t6Tr, [6- (1-h'J^-lH- 

^T*RbT«rm-r«jgs*asaufc) •iM4 2mg*#it. . 

'H-NMR (DMSO-dj) 

a : 7.10-7.17(m, 6H), 7.31-7.42(m, 10H), 7.58 (d, J=4.0Hz, 1H) , 7 J6-7.86(m, 2H), 7.96 
(t,J=7.6Hz, lH),8.00(s, 1H) , 8.08 (d, J=9.0Hz, 1H), 8.10(d, J=2.0Hz, 1H), 8.18(s, 1H), 
8.31 (dd, J=9.0, 2.0Hz, 1H) , 9.34(s, 1H) 

mm 7 5 6 
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N- : s>7U-fu\f.)V-4- {6- C3- (2, 4- 9 J7)VjtU7^-)V) - 1 - h 
>XZ1 H 

4- (6-dmp*:J-\/U>-4— OW at— >^p;/p tr;w- 2 -7;M-p^> 
X75 H («Jfi«3 8 7^%) 0. Igt3- (2, 4-5?7Mn7x^) 
-l-hU^-l/f-4-tf7l/UJ^P>SI (»Jfi«17 2^«j) 0. 36 
g^&3HlfiM7 5 2t|W|«l0S^iC«kD, Wlft^lll 9mgS#fc. 
'H-NMR (CDCl 3 ) 

fi : 1.20-l.30(m, 4H), 2.97-3.05(m, 1H), 6.66-6.74(m, 1H), 6.84-6.93(m, 2H), 7.19-7.28(m, 
6H), 7.30-7.40(m, 11H), 7.62(s, lH), 7.67 (d, J=2.0Hz, lH), 7.83 (d, J=8.8, 2.0Hz, 1H), 
8.03(d,J=8.8Hz, 1H), 8.12(t, J=8.0Hz, 1H), 9.30(s, 1H) 

mmmi 5 7 



2-7JM-D- 5- [6- (l-h'J^-lH-bf5^-;P-4— r;i/) -^-j- 

v^j >- 4 — -f jh x^ji/xx^;i/ 

5- (6-^PP^±yj>-4—f;U) -2-7;i/^-P^&§m ifJUXr 
;i/ (§2it0IJ 3 8 8 0 . 9 g £ 1 - h ' J 3^- 1 H-4-t?7 l /'JMD> 

ftl. 4 5 g*6M 7 5 2 t^OMfSCJ: D, I»l 1 . 02g£itfi 
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'H-NMR (CDC1 3 ) 

<5: 1.47 (t, J=7.2Hz, 3H), 4.48 (q, J=7.2Hz, 2H), 7.16-7.24(m, 6H), 7.30-7.38(m, 10H), 
7.72(d, J=0.8Hz, 1H), 7.95-7.80(m, 3H), 8.05(d, J=1.6Hz, 1H), 8.07(d, J=8.8Hz, 1H), 
8.42 (dd, J=6.8, 1.6Hz, lH),9.31(s, 1H) 

mm\7 5 8 



2-y)l*U-5- [6- (l-hV^)V-lH-¥7V-)V-4— 1M 

2-7J^O-5- [6- (l-hU^;U-lH-H^\/-;i/-4— OW 
*/U>-4-^;|/| ^clli I^UXfJVWiTST^i) 0. 9 4g 

a» e> sjgw 3ioi ^©s^tct o , mmit&m o . 6 9 g £3*6^,11 t lt 

'H-NMR (DMSO-dj) 

<5 : 7.10-7.16(m, 6H), 7.33-7.42(m, 9H), 7.51-7.58(m, 1H), 7.99(s, 1H), 8.06 (d, J=8.8Hz, 
1H) , 8.11 (d, J=2.0Hz, 1H), 8.09-8.15(m, 1H), 8.19(s, 1H), 8.28-8.33(m, 2H), 9.29(s, 1H) 

mmm 759 



2 -7;u^-d-7v-^7'/-;u- 2 --f ;u- 5 - r6- (1 - hj^ju- 1 //-e 

M^iJ3 8 7<hTO©^T, 2 -7 5- [6- ( 1 - h U 7)1- 1 /f- 
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1 0 0mgt2-75;f77-JH 7. 4mg^£^l©(t-&$>4 8mg£#fc 0 
'H-NMR(CDCl3) 

(5: 7.08 (d, J=3.6Hz, 1H), 7.16-7.22(m, 6H), 7.28-7.34(m, 9H), 7.47 (dd, J=11.4, 8.6Hz, 
1H), 7.56 (d, J=3.6Hz, 1H), 7.72 (d, J=0.8Hz, 1H), 7.99 (d, J=0.8Hz, 1H), 7.98-8.1 l(m, 
4H), 8.68(dd,J=7.2,2.4Hz,lH),9.32(s,lH) 

6 0 



n- (2, 4-yy)V-tuy^-)V) -2-7)V*U-S- [6- (l-HJ^Jl/ 
-\H-\f. ; 7*J-)V-A-'()V) ^r±^U>-4— f;i/] ^>X75K 
5- (6-^nD^/'J>-4-'fJl') -N- (2, 4->?7;i/^P7x-;i/) 
-2-7MD-^>X75H (I3ii0ij3 9 3te£$l) 7 2mg<hl-HJ9 1 ;i'- 
lH-4-H7yUMo>H9 3mg^?>||»7 5 2 ^©S&fcJ; 0 , 

•H-NMRCCDClj) 

<5: 6.92-7.00(m, 2H), 7.16-7.22(m, 6H), 7.28-7.34(ro, 9H), 7.44 (dd, J-11.6, 8.4Hz, 1H), 
7.73 (d, J=0.8Hz, 1H), 7.99 (dd, J=8.6, 2.0Hz, 1H), 7.99 (d, J=0.8Hz, 1H), 8.01-8.06(m, 
1H), 8.07 (d, J=2.0Hz, 1H), 8.08 (d, J=8.6Hz, 1H), 8.42-8.50(m, 1H), 8.65 (dd, J=7.4, 
2.2Hz, 1H) , 8.70-8.78(m, 1H), 9.32(s, 1H) 

nt&m 7 6i 
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CPh 3 



3- 11- [6- (3-*^)V- l-hV^JV-lH-VyV-fr- 4 — t )V) 3- 

3- [1- (6-^D ; E^VU>-4— lf^U^>-4— fJU^v] - 
^>\/- h U ;V (MBM 3 9 4ik$m 81mgt3 - 1 — h U 3S>V- 1 

'H-NMR (CDCI3) 

6 : 1.90-2.07(m, 2H), 2.15-2.24(m, 2H), 2.52(s, 3H), 3.65-3.72(m, 2H), 3.97-4.03 (m, 2H); 
4.64-4.69(m, 1H), 7.18-7.36(m, 18H), 7.39-7.43(m, 1H), 7.49 (s, 1H), 7.73(dd, J=8.8, 
2. 1Hz, 1H) 9 7.85 (d, J=2. 1Hz, 1H) , 7.86 (d, J=8.8Hz, 1H) , 8.72(s, 1H) 

mmi 6 2 



(4-7JM-d7xnjU) - {1- [6- (3-*? 1 ;!/- 1- HJ5M1/- lrt-fcf 

7^/-ji/-4--r;u) ^7u>-4 — Qk3 ^u.s?>4-^;w /^y> [1 

- (6-^D ; E4 1 ^-!/U>-4-1';i/) e^«J> J >-4-^Jl/] - (4-7)V*U 
~7^-)V) *$jy 9 5 3mgt3-^-l-b'J^P 

-lH-4-tr7yUJU^D>H (8ifl3 0^«l) 6 1mg*6illl9ti 
&©£fS£U gift^«|7 4mg*jlfc 
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'H-NMR (CDC1 3 ) 

6 : 2.02-2.1 l(m, 4H), 2.51(s, 3H), 3.23-3.31(m, 2H), 3.55-3.63(m, 1H), 4.35-4.40(m, 2H), 
7.18-7.25(m, 8H), 7.29-7.36(m, 9H), 7.48 (s, 1H) , 7.73(dd, J=8.8, 2.0Hz, 1H), 7.83-7.87 (m, 
2H), 8.03-8.08(m, 2H), 8.72(s, 1H) 

H»7 6 3 



4- [4- (4-^fMM^7i;^'» ^'JS?>-1-^H - 6- (1 

zlLU £jkz= 1 h—Mv v-jv- 4 — rji^) £±^jj > 

6-yD^B-4- [4- (4-^?K;i/«7x;^v') fcf^U 1 — f 
;W > 9 7{k&m 8 Omgt 1 - h 

ftfc 

, H-NMR(CDC1 3 ) 

6 : 1.98-2.07(m, 2H), 2.16-2.26(m, 2H), 3.06(s, 3H), 3.65-3.74(m, 2H), 3.97-4.06(m, 2H), 
4.74-4.80(m, 1H), 7.07-7.11(m, 2H), 7.19-7.24(m, 6H), 7.31-7.37(m, 9H), 7.70(d, J=1.0Hz, 
1H), 7.79(dd,.J=8.8, 1.7Hz, 1H), 7.86(d, J=8.8Hz, 1H), 7.88(d, J=1.7Hz, 1H), 7.89- 
7.93(m, 2H), 8.01 (d, J=1.0Hz, 1H), 8.71(s, 1H) 

7 6 4 




780 



WO 02/088107 



PCT/JP02/04156 




4- [4- (4-^^;i/7>;U»-jl/7xy^r-» b^'Jy>-l-^M -6- (3 

6-^0^-4- [4- (4-^?H^^7i;4y) tf^u> ? >- 1 — r 
;H ^±VU > n 3 9 7 fls£tt) 80mgt3 1 - h U 1 

H-4-\£7Wfr#u>n m^ms o^m s 3mgfr*>mmm9 tmm<o 

U mmit&lh 1 2 6 m g 
'H-NMRCCDClj) 

5 : 1.98-2.10(m, 2H), 2.18-2.27(m, 2H), 2.52(s, 3H), 3.05(s, 3H), 3.66-3.74(m, 2H), 3.97- 
4.04(m, 2H), 4.74-4.80(m, 1H), 7.07-7.1 l(m, 2H), 7.20-7.25(m, 6H), 7.31-7.36(m, 9H), 
7.49 (s, 1H), 7.73 (dd, J=8.6, 2.2Hz, 1H), 7.85 (d, J=2.2Hz, 1H), 7.87 (d, J=8.6Hz, 1H), 
7.89-7.93(m, 2H), 8.73(s, 1H) 



MM 7 6 5 




(5-/fJ^JV77-;i/5 1 t7x>-2-fJl/) - {1- [6- (l-HJ^U 

[1- (6-^DW^yU>-4-<^) tf-*U5»-4— OM - (5-^5^ 
;U^;U7 7^5 1 ^7a:>-2-'l';W ^^y> (Mig#J 3 9 1 10 0m 
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m®rat<to, mmit&mi 5 9mgzm&7W7 7ZtLTmc* 

'H-NMR (CDC1 3 ) 

5 : 1.97-2.13(m, 4H), 2.63(s, 3H), 3.19-3.27(m, 2H), 3.34-3.42(m, 1H), 4.32-4.40 (m, 2H), 
6.98 (d, J=4.0Hz, 1H), 7.19-7.24(m, 6H), 7.32-7.38(m, 9H), 7.65 (d, J=4.0Hz, 1H), 7.68(s, 
1H), 7.81 (dd, J=8.8, 1.8Hz, 1H), 7.85(d, J=1.8Hz, 1H), 7.85(d, J=8.8Hz, 1H), 8.01 (d, 
J-0.8Hz.lH), 8.69(8, 1H) 

%WM 6 6 



(5-^^MM^^7x>-2-f;V) - (1- T6- (1-HJ5^- 

y > 

(5-^^;i/^;u77=^*7x>-2— f^) - {l- [6- (i-hu^;i/ 
- 1 h-m ?v-)v-4-' ov) *±vv>-4-' r;w tf^u v^>- 4 — r;p> 

**y> (H««7 6 5fl2^4fc) 15 9mg, > 2 8 8mgj&>£S!i£0ij4 3 

'H-NMR (GDC1 3 ) 

<5 : 2.03-2. 13(m, 4H), 3.24(s, 3H), 3.23-3.30(m, 2H), 3.39-3.47(m, 1H), 4.32-4.40 (m, 2H), 
7.19-7.24(m, 6H), 7.32-7.38(m, 9H), 7.69 (d, J=0.6Hz, 1H), 7.76(s, 2H), 7.81 (dd, J=8.8, 
1.6Hz, 1H), 7.84-7.88 (m, 2H), 8.01 (d, J=0.6Hz, 1H), 8.70(s, 1H) 

nmm 7 6 7 




782 



WO 02/088107 



PCT/JP02/04156 




CPh 3 



[1- (6-^ P P ; E^yU>-4— fJW tr^Ui?>-4— f;W - (5-^3=- 
^77^t7i>-2-f;W *$J> GHigfll 3 9 10 0m 

gt3-^^;i/-lf/-4-H^\/U;^P>m GKjt0i3 Offr&tt) HOmg 
9 fcH«©Ef&fc«k?K ^Srt^l 5 4mg$Hfi7 ; ejP77Xtl 

T»fc. 

'H-NMR (CDC1 3 ) 

6 : 1.97-2.15(m, 4H), 2.50(s, 3H), 2.63(s, 3H), 3.18-3.28(m, 2H), 3.33-3.42(m, 1H), 4.34- 
4.41 (m, 2H), 6.97 (d, J=4.0Hz, 1H) , 7.19-7.24(m, 6H), 7.30-7.36(m, 9H), 7.47(s, 1H), 7.65 
(d, J=4.0Hz, 1H), 7.73(dd, J=8.6, 1.8Hz, 1H), 7.83(d, J=1.8Hz, 1H), 7.85(d, J=8.6Hz, 
lH),8.71(s, 1H) 

mmm 7 6 8 



(5-^^U7>;i/^-J^^-7x>-2-<;W) - {1- [6- (3-^^-1 




-W3-)V-\H-\f.^J-)V-4-<1)V) *i-VV>-4-' OH tf^'J>?>4 
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(5-^^;i/X;U7y-;P5 1 ^-7x>-2-'1';i/) - { 1 - [6- (3 - 
-4 — i)V] *$jy (HI£0iJ7 6 7tf;£$j) 15 4mg, W>2 7 0mg* 

e>M#!4 3 tmm<DKmz£io, ^mfc-sms 9mgs#t 

'H-NMRCCDClj) 

5 : 2.04-2.15(m, 4H), 2.51(s, 3H), 3.24(s, 3H), 3.24-3.30(m, 2H), 3.38-3.47(m, 1H), 4.34- 
4.41 (m, 2H), 7.20-7.24(m, 6H), 7.30-7.36(m, 9H), 7.49(s, 1H), 7.73 (dd, J=8.8, 1 .9Hz, 1H) , 
7.76(brs, 2H), 7.83 (d, J=1.9Hz, 1H) , 7.86(d, J=8.8Hz, 1H) , 8.72(s, 1H) 

mnw 7 6 9 



4- (5-*^;mji/7 7^;h^:7x>-2-- op) -6- C3- (bru> ? > 
-2— r;^) -i-m^;u-iif-tf7V-Ji/-4-^;w3 *±»/'j> 

6-^P^6-4- [5- (^^WJV77^W -2-^X~;i/| *^/U> (M 
1 0 (Mk;£t)) 13 5mg£3- (2-t!U5>/W - 1 - h U^U- 1 H- 4 
-¥y>/V)V#U>m. mj&Ml 6 6{t<&tl) 3 4 5mg^£HiS0iJ2 9 
M&k: J: V) . WMfc&m 2 2 4 m g fcH^T^jl/? 7*t VT%t£o 
'H-NMR (CDCI3) 

6 : 2.60(s, 3H), 6.92(d, J=4.0Hz, 1H), 7.20-7 .40(m, 17H), 7.38(s, 1H), 7.23(ddd, J=7.6, 7.6, 
1.6Hz, 1H), 7.79(m, 1H), 7.89(dd, J=8.4, 2.0Hz, 1H), 7.95(d, J=8.8Hz, 1H), 8.49(ddd, J=4.8, 
1.6, 0.8Hz, 1H), 8.53(d, J=5.6Hz, 1H), 9.13(s, 1H) 

^!&M7 7 0 
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4- (5-/fHM=Mt7x>-2-^ CM -6- [3- (tfU> ? >-2 
4- (5 - ^^JP77-m7x>- 2 r;W -6- [3- (tfU^>- 

2— <;w - 1- hu^;w- 1 H-tf^i/-;i/-4—r;i/] ^i/U> (HS6#I7 

6 9 2 2 2 m g fr&lgjfiftl 5 9 t mMOjitikT^ Mfc&tt 2 0 4 m g £ 

9m&7*fry 77 t LTlfc, 

'H-NMRCCDClj) 

5 : 3.25(s, 3H), 7.25(m, 7H), 7.35(m, 9H), 7.48(d, J=4.0Hz, 1H), 7.61(s, 1H), 7.62(d, 
J=4.0Hz, 1H), 7.74(ddd, J=8.0, 7.6, 1.6Hz, 1H), 7.81(m, 1H), 7.96(dd, J=8.8, 2.0Hz, 1H), 
8.03(d, J=8.8Hz, 1H), 8.46(m, 2H), 9.23(s, 1H) 

nmmi 7 1 




(4- {4- T4- (5-^^;wx;^7y^;i/^7x>-2— yjp) ^±yj> 

— 6 —*i)V\ - l- YVTfr-l H-V.J'S-fr-Z— <M 7x.-)V) t>)Vn^ 

6-7*0^-4- [5- (^^;l/XjU7 7-;i/) -2-^x-ji/] *^/y> (Si 
it^lllOOjb^) 2 7 0mgi^f^ 4- [4- (4, 4, 5, 5-rh5^ 
3SM/-1, 3. 2-^^-y-7fND^>-2— r;W -l-HJ3MI/-lH-3-fcf 
7*JV)V) ^>l/x- b&tfx?^ 4- [4- (4, 4, 5, 5--rh^*3Ml/ 
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-1. 3, 2-5?3i-*iM?n7>-2— iJV) -1 - hU^-lH-S-hf^V 
'H-NMR (CDC1 3 ) 

6: 1.52(s, 9H), 2.58(s, 3H), 6.54(brs, 1H), 6.79(d, J=4.0Hz, 1H), 6.86(d, J=4.0Hz, 1H), 
7.22-7.40(m, 15H), 7.42(d, J=8.8Hz, 2H), 7.53(s, 1H), 7.83(dd, J=8.8, 2.0Hz, 1H), 7.96(d, 
J=8.8Hz, 1H), 8.19(d, J=1.2Hz, 1H), 9.11(s, 1H) 

«M7 7 2 



(4- {4- [4- (5-^5 1 M^77^^7i>-2-fJ|/) 4^ 
v/u >— 6 — TJU] -l-HJ^-l/f-tf^/-JW-3 — Likl 7iZjl/) ft 

(4- {4- [4- (5-^f^77-JVft7i>-2- -f;|/) > 

-6 — r;n - 1 - hj 1 //- tr^/-;i/- 3 -< juj 7x-ji/> #;w\*5 
>$? f-7f;i/x7f;i/ (Hifi«.7 7 Hb^) 2 1 3mgtf>&iiJM&i3 5 8ti 

mO)-jj&T% M4b£ft2 0 QmgMfiy^jXtLTifc. 
'H-NMR (CDCI3) 

a : 1.22(s, 9H), 2.60(s, 3H), 3.26(s, 3H), 6.90(m, 2H), 7.20-7.40(m, 17H), 7.46(d, J=8.4Hz, 
2H), 7.52(s, 1H), 7.84(dd, J=8.8, 2.0Hz, 1H), 7.97(d, J=8.8Hz, 1H), 8.24(d, J=2.0Hz, 1H), 
9.13(s, 1H) 

£MW7 7 3 
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S0 2 Me 



(4- {4- C4- (5-^^;l/X;^njl/^7x>-2— i)V) ±££ 
U>-6 — nV\ -l-YV3 L )V-lH-\i^J-)V-Z-^)V} 7x~JU) jj)V 

*3^M4- {4- [3- (5-^5 1 ;i/^;i/77-;w5 1 ^-7x>-2— 

s >m f- t*5p;px7s 772 fc£4to 2 0 7 m g & e» MM 5 9 

tlWI^CD^l?. Mft^ttl 7 0mgW7tJl/77XtLT#L 
'H-NMRCCDClj) 

6 : 1.45(s, 9H), 3.20(s, 3H), 3.27(s, 3H), 6.93(d, J=4.0Hz, 1H), 7.22-7.40(m, 17H), 7.46(d, 
J=8.4Hz, 2H), 7.54(s, 1H), 7.61(d, J=4.0Hz, 1H), 7.92(dd, J=8.8, 2.0Hz, 1H), 8.05(d, 
J=8.8Hz, 1H), 8.15(d, J=1.2Hz, 1H), 9.23(s, 1H) 

«0iJ 7 7 4 



(4- {4- [4- (5-^^;U7,;P77-;i/^7x>-2-<;P) ^j-v f u> 

-6— 01/1 - i-m^- iH-h°^^/-ji/-3.— r;w 7x-ji/) 



H»J7 7 l©^jgST#etlfc4- {4- [4- (S-^fMJl/??-^ 

-3— r;w Mfg6^fJH7fM^4- {4- [4- (5-^^;P7s;i/77 




OH 



)V 
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y-;u-3-' r;w ^t«x^x7.x;W0?g^2 3 8mgfrt>mffi&\z 5 9 

'H-NMR (CDCI3) 

8 : 2.60(s, 3H), 4.72(s, 2H), 6.8 l(d, J=4.0Hz, 1H), 6.83(d, J=4.0Hz, 1H), 7.25(m, 6H), 
7.34(m, 11H), 7.50(d, J=8.0Hz, 2H), 7.55(s, 1H), 7.84(dd, J=8.8, 2.0Hz, 1H), 7.97(d, 
J=8.8Hz, 1H), 8.20(d, J=1.6Hz, 1H), 9.12(s, 1H) 

7 5 




(4- {4- [4- (5-^^7^77-m7x>-2--f;V) ^ 

^-vu>-6— oi/i -i-m^-i/f-H7';-jk-3- on ^>>?;n 

(4- {4- [4- (5 - *^)VZ)17 r-frtt? 2 — OV) *±VV> 

- 6 -<M - 1 - h u^u- 1 H-tf 7^y-;u- 3 — on 7x-jw j— 

;p (HHM7 7 4fc-&^) 1 2 4mg*^WJ3 6 0 £ UMit^ 
% 9 4 m g tn&TWy 7 7.t. Hlfc. 
'H-NMR (CDC1 3 ) 

5 : 2.24(s, 6H), 2.60(s, 3H), 3.25(s, 2H), 6.78(d, J=4.0Hz, 1H), 6.81(d, J=4.0Hz, 1H), 
7.25(m, 8H), 7.34(m, 9H), 7.45(d, J=8.4Hz, 2H), 7.53(s, 1H), 7.84(dd, J=8.4, 1.6Hz, 1H), 
7.97(s, 1H), 8.20(d, J=1.6Hz, 1H), 9.12(s, 1H) 

mmm 776 
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NMe 2 



*J*¥)V (4- {4- [4- (5-^^XJl/^JP^7x>-2— i)V) *± 



(4- {4- [4- (5-^5 1 J^77-m7i>-2-'fJW * 

^/•J>-6— r;w - i-hu^;u-ii/-tr^y-;i/-3--r;H ^>v;v) 

75> 7 5fc£ft) 9 2mgjfe5Sljg095 9 tH«<D*ffiT?,ttift^ 

i77mg SUfiT^? 7Xt UT#fc. 

l H-NMR(CDCl3) 

5 : 2.23(s, 6H), 3.22(s, 3H), 3.45(s, 2H), 6.85(d, J=4.0Hz, 1H), 7.26(m, 6H), 7.31(d, 
J=8.4Hz, 2H), 7.34(m, 9H), 7.44(d, J=8.0Hz, 2H), 7.49(d, J=4.0Hz, 1H), 7.57(s, 1H), 
7.92(dd, J=8.8, 1.6Hz, 1H), 8.05(d, J=8.4Hz, 1H), 8.13(d, J=2.0Hz, 1H), 9.22(s, 1H) 

HJSM7 7 7 



(4- {4- [4- (5 - ^^l/XJ^ 7^t7x>- 2 --f^) ± 

^/u>-6— 01/1 - 1 - 1 H-br^V-jW- 3— 7iui/) 

6-yD^-4- [5- (^^;i/X)l/7 7-JW) -2-5 1 X-;W] ($3 
Ml 0 0fc£4M 1 3 5mgi3-(4-y/W5y7x-;V)-l-MJ? 
JU— 1 H— 4 — b?7V/ U M □ >$? ($fi£#J 16 9 <b&%>) 3 7 9 m g ifi £«0iJ 

2 9 tmm<DBLi&iz&r). mm<£G®i 4 7mg$twtLt#fc, 




NMe 2 
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'H-NMR (CDCI3) 

5 : 2.60(s, 3H), 2.96(s, 6H), 6.71(d, J=8.8Hz, 2H), 6.74(d, J=4.0Hz, 1H), 6.85(d, J=4.0Hz, 
1H), 7.25(m, 6H), 7.33(m, 9H), 7.36(d, J=8.8Hz, 2H), 7,51(s, 1H), 7.86(dd, J=8.8, 2.0Hz, 
1H), 7.95(d, J=8.8Hz, 1H), 8.26(d, J=1.6Hz, 1H), 9.1 l(s, 1H) 

*K«7 7 8 



9 J*¥)V (4- {4- [4- C5-^^JUX;^njU^7x>-2-^;P) *± 



(4- {4- [4- (5-^^Vx;V77-;W7x>-2 — f )V) * 

^/u>-6— on - l-hv^n-iH- tr? z-^m 7i-;w 

75 > («0J7 7 7{fc£#j) 1 4 5mg)&>Sa«609 5 9 iE«©#8;T. *Hfc 
-&#J 1 1 3mg^fHfi7W77v<hbT#fc„ 
'H-NMR (CDCI3) 

6 : 2.98(s, 6H), 3.22(s, 3H), 6.72(d, J=8.8Hz, 2H), 6.87(d, J=4.0Hz, 1H), 7.25(m, 6H), 
7.34(m, UH), 7.42(d, J=4.0Hz, 1H), 7.55(s, 1H), 7.93(dd, J=8.4, 2.0Hz, 1H), 8.03(d, 
J=8.8Hz, 1H), 8.20(d, J=1.6Hz, 1H), 9.20(s, 1H) 

HS60J7 7 9 



6- [3- (2, 4-y7MP7x-^) - 1 - HJ 1 H- £z s J—)^~ 




NMe 2 
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-4- (5-^^;UX;i/7 7^;^^7x>-2— f )V) ±£/}j> 
6 _ 7 *pq & _4_ [ 5 _ (^^;^;P7 7 -jW -2-^X-;i/] ^l/U > (M 
mmiO OikS®) 169mgt3- (2, 4-^7Mn7i-JW - 1 - HJ 
^-lH-4-tf^7U;^n>^ («Ji«l 7 2^«f) 5 8 0mg^£>H;&S 

'H-NMR (CDCI3) 

5 : 2.62(s, 3H), 6.82(d, J=4.0Hz, 1H), 6.83(m, 1H), 6.87(d, J=4.0Hz, 1H), 6.98(m, 1H), 
7.23(m, 6H), 7.35(m, 9H), 7.49(m, 1H), 7.65(s, 1H), 7.80(dd, J=8.8, 2.0Hz, 1H), 7.96(d, 
J=8.8Hz, 1H), 8.12(d, J=1.6Hz, 1H), 9.12(s, 1H) 

SUtM 7 8 0 



6- [3- (2, 4-y7MD7x^l/) - 1 - h 'J ±JV= 1 H- \Z 

4--fM -4- (5-^^;px;w^;^^-7x>-2— f;p) ^^^/u> 

6- [3- (2, 4-i?7MD7i-JW - 1 - t> 'J3\>U- 1 H- MLvV—fr- 

4— f ;w -4- (5-^fm77-JW7x>-2-' r;0 wjxi 

SS^U7 7 9<b£#0 1 9 4mg#5«it0!5 9 £^«©#8rz?.«]gfl:£4fe 2 0 3 
mg *^H^7 ; e;P7 77n t LTifc, 
'H-NMR (CDClj) 

6 : 3.25(s, 3H), 6.83(m, 1H), 6.93(d, J=4.0Hz, 1H), 7.02(m, 1H), 7.24(m, 6H), 7.35(m, 9H), 
7.50(01, 1H), 7.57(d, J=4.0Hz, 1H), 7.67(s, 1H), 7.88(dd, 1=8.8, 1.6Hz, 1H), 8.04(m, 2H), 
9.23(s, 1H) 

HJStfiJ 7 8 1 



F 
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4- (5-^MJP77^7i>-2-^JP) - 6- [3- U-^EJWafr 
»J>-4— f;P7x-;M -l-hW)V-lH-\Z7V—)V-4—<()V\ ±±V 
U> 

6-ya^B-4- [5- W^juw^t^W -2-^x-;i/| ^^/«j> (» 

JfiWlOOflS^ft) 101mgt3- [4- (*;P*U>-4-< f;W 7iZJW 
-1- HJ^;P-l/f-4-K?yy;M*D>« (ffi&ftll 7 Ofc&tt) 3 l 2m 
g^6HJi«|2 9 tHIKOK^fciD, mm<bGV>ll 6 0mg^f67 : E;i'7 7 
XtLTifc, 
'H-NMRCCDClj) 

6 : 2.60(s, 3H), 3.16(t, J=4.4Hz, 4H), 3.87(t, J=4.4Hz, 4H), 6.83(d, J=4.0Hz, 1H), 6.84(d, 
J=4.0Hz, 1H), 6.89(d, J=8.8Hz, 2H), 7.26(m, 6H), 7.32(m, 9H), 7.41(d, J=8.8Hz, 2H), 
7.52(s, 1H), 7.85(dd, J=8.8, 1.6Hz, 1H), 7.96(d, J=8.8Hz, 1H), 8.24(d, J=1.6Hz, 1H), 9.1 l(s, 
1H) 

mmn 8 2 



4- (5-^5 1 ;i/X;i/^-Jl/5 L ^7x>-2— Qk) -6- [3_z (4-^jMs'J 

>-4--fji/7i_;i/) - 1 - hj^jp- i//-tf^'/-;i/-4--fjui ^-j-vu 




> 
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4- (5-*?-)VZ)V7 7-)\&*7x>-2-' (M -6- [3- (4-^* 
U >— 4 — TJW7x:i;» -l-h'J^V-lH-lf7l/-^-4- on 
U > ($jffi0l 7 8 1 it£#l) 15 8mg* 6^ig^J 5 9 £ R8©#8sT. 
il33mg £H6*SH t btlfc, 
'H-NMR(CDCl3) 

5 : 3.18(t, J=4.4Hz, 4H), 3.23(s, 3H), 3.88(t, J=4.4Hz, 4H), 6.88(d, J=4.0Hz, 1H), 6.91(d, 
J=8.8Hz, 2H), 7.26(m, 6H), 7.34(m, 9H), 7.39(d, J=8.8Hz, 2H), 7.55(d, J=4.0Hz, 1H), 
7.56(s, 1H), 7.92(dd, J=8.8, 2.0Hz, 1H), 8.03(d, J=8.8Hz, 1H), 8.16(d, J=2.0Hz, 1H), 9.21(s, 
1H) 

H»J7 8 3 



6- (3-^>V[i, 3] >?^v-;!/-5— r;i/-i-hu^;i/-i.f7-bf7 
>/-;i/-4— f;p) -4- (5 - ^^vxji/77^m7i>- 2 *± 

6-7P^:-4- [5- (/fMJl/7 7-JW -2-^X-;i/] *^/'J > (M 
mmiOO^m) 13 5mgt3-^> 4 / [1, 3] v^+V-^- 5 — i )V- 

1 - hu^;i/- 1 //-4-tr^yj^o>M4 7 4mg*^mw2 9 tmm 

'H-NMR (CDCI3) 

5 : 2.61(s, 3H), 5.95(s, 2H), 6.81(d, J=8.4Hz, 1H), 6.89(d, J=4.0Hz, 1H), 6.98(m, 2H), 
7.25(m, 6H), 7.34(ra, 9H), 7.54(s, 1H), 7.83(dd, J=8.8, 2.0Hz, 1H), 7.97(d, J=8.8Hz, 2H), 
8.25(d,J=1.6Hz, 1H), 9.13(s, 1H) 

Hifi0J7 8 4 




.O. 
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6- (3-^>V [l. 31 SM±Vnjkzi5jzr f^-i-m^-itf-if? 
iJk) -4- (5-^^;i/7,;i/^nji/5 l ^-7x>-2—r;p) 

6- (3-^>y [l. 3] 5 i - h u ih-m? 

y-;i/-4— -4- (5 -^5 1 ;pt.;I/7 7-^^-7 x>- 2— f ^7- 

V 'J > 7 8 3 <k$m 6 8mg*6 SUSitfiJ 5 9 t mmoJj&'C. 

m 4 8 m g £ ft&«ril £ lt#fc 0 
'H-NMR (CDC1 3 ) 

5 : 3.25(s, 3H), 5.98(s, 2H), 6.81(d, J=8.4Hz, 1H), 6.98(m, 2H), 7.07(d, J=4.0Hz, 1H), 
7.25(m, 6H), 7.35(m, 9H), 7.57(s, 1H), 7.60(d, J=4.0Hz, 1H), 7.91(dd, J=8.8, 2.0Hz, 1H), 
8.04(d, J=8.8Hz, 1H), 8.17(d, J=1.6Hz, 1H), 9.23(s, 1H) 

^««7 8 5 

OMe 




6- (3- [4- (6-*h3r->gUS?>-3-*OP) 7x~J[/l -1-HJ^ 
-1 Jf-tf7 % /-JU-4— f;H -4- (5-^5 1 ;U7 > JU7ynjl/^7x>-2 

6 _y oq& _4_ [ 5 - m-)V7,)Vy7-)V) -2-^x-;n ^7-V*'J> (it 

IWlOOft^) 101mgt3- [4- (6-^ h+->k°Uv>-3— T^) 

7 x -)v\ — 1 — h u 1 //- 4 - if 7 »/u ;w* u >wt mmm 1 7 3 ft^-to 
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'H-NMR (CDClj) 

6 : 2.52(s, 3H), 3.98(s, 3H), 6.61(d, J=4.0Hz, 1H), 6.82(dd, J=8.8, 0.8Hz, 1H), 6.86(d, 
J=4.0Hz, 1H), 7.27(m, 6H), 7.35(m, 9H), 7.53(d, J=8.4Hz, 2H), 7.57(s, 1H), 7.60(d 5 
J=8.4Hz, 2H), 7.77(dd, J=8.8, 2.4Hz, 1H), 7.88(dd, J=8.8, 2.0Hz, 1H), 7.99(d, J=8.4Hz, 1H), 
8.25(d, J=1.6Hz, 1H), 8.39(dd, J=2.4, 0.8Hz, 1H), 9.13(s, 1H) 

mmmi 8 6 



6- (3- T4- (6-* h^tfU5?>-3— 7x_;U] -l-HJ^;i/ 

- 1 //-if f;u} -4- (5-^5 1 ;P7,;i/^-;t/5 1 ^-7x>-2- 

6- {3- [4- (6-* b^>trU^>-3— OW 7x~;i/] - l-h'J^;i/ 

- 1 //-tf^y— ;i/-4 — tjH -4- (5-^5 1 ;W7x;1'7t-;p5 1 *7x>-2 

— f ;W *^7U > mmM7 8 5fb£tt) 1 7 3mg*5»JI«5 9 t^«©* 

mmikG®} 1 5 9 m g ^M^T^y TXt l/T#fc. 
'H-NMRCCDClj) 

5 : 3.15(s, 3H), 3.97(s, 3H), 6.84(dd, J=8.8, 0.8Hz, 1H), 6.92(d, J=4.0Hz, 1H), 7.27(m, 6H), 
7.34(d, J=4.0Hz, 1H), 7.36(m, 9H), 7.57(m, 5H), 7.79(dd, J=8.8, 2.8Hz, 1H), 7.95(dd, J=8.8, 
2.0Hz, 1H), 8.08(d, J=8.8Hz, 1H), 8.17(d, J=1.6Hz, 1H), 8.37(dd, J=2.8, 0.8Hz, 1H), 9.24(s, 
1H) 

8 7 
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4- (5-^^M;i/77^ft7i>-2- -6- (3-p-HJ;P- 

6-^-4- [5- (^^;m;W77-;p) -2— ^x-jw ^yu> (K 

ii^Jl 0 (Mt-o-^j) 1 6 9mgt3-p-hU;P-l-h'J5 1 ;i'-lif-4-tf^ 
y«j;W3j?D>B6 mi 7 6{b£tl) 5 5 5mg^f.WJ2 9 iTOOSJfcfc 

«fc o , mmik&m 2 6 o m g ^n^r^iy rzt vxmc e 

'H-NMRCCDClj) 

6 : 2.38(s, 3H), 2.60(s, 3H), 6.71(d, J=4.0Hz, 1H), 6.75(d, J=4.0Hz, 1H), 7.18(dd, J=8.4, 
0.4Hz, 2H), 7.26(m, 6H), 7.35(m, 9H), 7.39(d, J=8.0Hz, 2H), 7.54(s, 1H), 7.85(dd, J=8.8, 
2.0Hz, 1H), 7.96(d, J=8.8Hz, 1H), 8.18(d, J=1.6Hz, 1H), 9.12(s, 1H) 

HM0O7 8 8 



4- (5-^f;^M-;i/^7x>-2- Ql/) -6- (3-P-HJJ1/-1 

4- (5-^5 1 ;u^jU7T-;i'^7x>-2-'f;i/) -6- (3-p-hu;w- 
i-hu^-i //-e^y-;p-4— r;i/) *:hvr'j> 7 8 7 

2 5 8mg**5l«£«5 9 tmm<D^mr^Mit^m2 5 Omg^HfiJ^EJl/y 
'H-NMR(CDC1 3 ) 

a : 2.40(s, 3H), 3.20(s, 3H), 6.75(d, J=4.0Hz, 1H), 7.20(d, J=8.0Hz, 2H), 7.26(m, 6H), 
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7.35(111, 9H), 7.38(d, J=8.0Hz, 2H), 7.44(d, J=4.0Hz, 1H), 7.57(s, 1H), 7.92(dd, J=8.8, 
2.0Hz, 1H), 8.05(d, J=8.8Hz, 1H), 8.1 l(d, J=1.6Hz, 1H), 9.22(s, 1H) 

7 8 9 



4- (5-^5 1 ;U7 > Jl/7 7-Jl/5 1 ^7x>-2— r;U) -6- [3- (4-HJ7 



6-^Ot-4- [5- {*3-)\,7,)V7t-)V) -2-^xn;i/] *^./U > (15 
1 0 0{fc-&^) 169mgt3- (4-h'j7Mn^5 : ;i/7xz;i/) - 1 - 
h'J^-lH-4-tf7VU;i^O>®? ($}i£0ill 7 7fc£$|) 7 4 7mg^6 
H]§£0iJ2 9tmm<DKfolz£Z>. mmit^m2 8 7mg$tfi7^77XtLT 

'H-NMR (CDCI3) 

a : 2.58(s, 3H), 6.77(d, J=3.6Hz, 1H), 6.79(d, J=4.0Hz, 1H), 7.26(m, 6H), 7.35(m, 9H), 
7.57(s, 1H), 7.64(m, 4H), 7.84(dd, J=8.8, 2.0Hz, 1H), 8.00(d, J=8.8Hz, 1H), 8.16(d, 
J= 1.6Hz, lH),9.14(s, 1H) 

ilHI 7 9 0 



4- (5-^5 1 ;|/7>JI/7}n-J1/^7x>-2— 1M -6- [3- (4-HJ:7Jl/ 
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4- (5-^^;i/X^7 7-;i/^7x>-2—fJI/) -6- [3- (4-HJ7 
Mn^^7i^JW - l-hUW-lif-tr^i/-;i/-4— OKI *^/u 
> (HMM 7 8 9 2 8 5 m g # e» 5 9 t l^#<D^T, SS^tt 

2 6 2mg§gHtWtbT#fc. 
'H-NMR (CDQj) 

(5 : 3.23(s, 3H), 6.87(d, J=4.0Hz, 1H), 7.25(m, 6H), 7.36(m, 9H), 7.48(d, J=4.0Hz, 1H), 
7.59(s, 1H), 7.64(m, 4H), 7.92(dd, J=8.8, 2.0Hz, 1H), 8.09(m, 2H), 9.25(s, 1H) 

mmm7 9i 



4- (5-^^;i/7 > ;P77-j^^-7x>-2—r;i/) -6- [3- (4-HJ7 
6-yn^-4- [5- (^?;i/x;u^7-;v) - 2 -^x-;i/j ^»/U> (» 

IW1 0 0fc&®) 169mgt3- (4-hU7MD^h^>7i-;W -1 
-h'J^;U- lH-4-tf7y'JMn>K (ffiSM 1 7 8 6 4 3mg^ 

e»«^J2 9 tN«©SJ&fc«fcD, «Sft^«j2 8 Omg&EfiT^l^yXfcU 

'H-NMR (CDC1 3 ) 

6 : 2.60(s, 3H), 6.83(d, J=4.0Hz, 1H), 6.87(d, J=4.0Hz, 1H), 7.20(dd, J=8.8, 0.8Hz, 2H), 
7.23-7.38(m, 15H), 7.55(m, 3H), 7.84(dd, J=8.4, 2.0Hz, 1H), 7.99(d, J=8.8Hz, 1H), 8.l9(d, 
J=2.0Hz, 1H), 9.15(s, 1H) 

9 2 




S0 2 Me 
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pCF 3 



S0 2 Me 



4- (5-^^x;i/^n;v^73i>-2— ov) -6- [3- (4-h^y)V 



4- (5-/fMJl'7 7-^t7x>- 2— -6- [3- (4-hU7 

u > (H^J7 9 ub£W 2 7 8mg^e»M^j5 9 tmuo^m-cmmit^ 

'H-NMR(CDC1 3 ) 

(5 : 3.24(s, 3H), 6.94(d, J=4.4Hz, 1H), 7.22(d, J=8.0Hz, 1H), 7.25(m, 7H), 7.36(m, 9H), 
7.54(m, 4H), 7.91(dd, J=8.8, 1.6Hz, 1H), 8.08(d, J=8.8Hz, 1H), 8.1 l(d, J=1.6Hz, 1H), 
9.25(s, 1H) 

»J7 9 3 



6- [3- (2, 4-^PD7xZj|/) -l-h'J^;U-l/f-fc°7y-;i/-4 
— iM -4- (5-^^7>Jl/77^t7x>-2- QIQ ^±y»J> 
6-yn^E-4- [5- (*T)V7>)V7 7-)V) - 2.-^xn;u] *^/iJ> (S3 
£00 1 0 (Ht^tl) 135mgi3- (2, 4-^OP7iZJW -l-HJ^ 
jU- lH-4-t^yj;^D>^ (SStitMl 7 94fc£tl) 6 5 ZmzfrbimM 

*H-NMR(CDCl3) 




CI 
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<5 : 2.64(s, 3H), 6.65(d, J=4.0Hz, 1H), 6.93(d, J=4.0Hz, 1H), 7.22-7.38(m, 16H), 7.41(d, 
J=8.0Hz, 1H), 7.47(d, J=2.0Hz, 1H), 7.71(s, 1H), 7.80(dd, J=8.8, 2.0Hz, 1H), 7.95(d, 
J=8.8Hz, 1H), 7.99(d, J=2.4Hz, 1H), 9.10(s, 1H) 

MM® 7 9 4 



6- [3- (2. 4-^DD7i-J|/) - 1 - h'J^;W- 1 H-tf7'7-JU-4 

—on -4- (5-^fM;^-m7x>-2- av) ^tillLk 

6- [3- (2, 4-^DD7irW -l-h'J^V-lH-t!7^-4 
— OW -4- (5 - ^?MJl/7 7-W7x>- 2 -^fJW *^/U> 

7 9 3 1 5 4 m g ^ 5 9 t HI^O^feT. gflfc&fe 1 

4 8 m g ZnOTW? 7Zt [yXntCc 
'H-NMR (CDClj) 

6 : 3.26(s, 3H), 6.77(d, J=4.0Hz, 1H), 7.22-7.38(m, 16H), 7.42(d, J=8.0Hz, 1H), 7.48(d, 
J=2.0Hz, 1H), 7.63(d, J=4.0Hz, 1H), 7.74(s, 1H), 7.87(dd, J=8.8, 2.0Hz, 1H), 7.91(d, 
J=1.2Hz, 1H), 8.03(d, J=8.4Hz, 1H), 9.21(s, 1H) 

HMM7 9 5 . 



6- [3- (4-^an-2-7MD7xzjV) - l - HJ^Jl/- 1 /f- tf^V 

-ji/-4 — r;n -4- (5-^^;i/XjP7 7-;i/^^-7x>-2— r;i/) 
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6-yn^E-4- [5 - {^VWIt-M - 2 -^Fxn;i/] *^/U> <M 
jg^JlOO^W 169mgt3- (4-^OD-2-7Mn7i-;W -1 
-h'J^;i/-lH-4-t!7yjJ^a>ge MI8OM) 7 2 4mgfr 
6H»2 9fcPI«©EJfcfcJ:D, mUfc&b 2 3 4mg 5:11^7^7 7 

'H-NMRCCDClj) 

5 : 2.63(s, 3H), 6.75(d, J=4.0Hz, 1H), 6.90(d, J=4.0Hz, 1H), 7.12(dd, J=9.6, 2.0Hz, 1H), 
7.22-7.38(m, 16H), 7.45(dd, J=8.4, 7.6Hz, 1H), 7.65(s, 1H), 7.81(dd, J=8.8, 2.0Hz, 1H), 
7.97(d,J=8.8Hz, 1H), 8.10(d, J=l,6Hz, lH),9.12(s, 1H) 

IWJ7 9 6 



6- [3_Z (4-»nD-2-7Ma7i^) -l-h'J^V-lH-b!?'/ 

r;u] -4- (5-^5 1 ;px;1/71n-ji/5 1 ^-7x>-2— 

> 

6- [3- (4-^nP-2-7MD7i-JW — 1 — b U5\H/— 1 H— ifyV 

-;i/-4— r;u] -4- ( 5 - ^^vxji/7 7-;i/?t7 x >- 2 --r jw 

U> (£16017 9 5fl2^«) 2 3 2mg^&WJ5 9 fcW*©^ttT?. 
#|2 2 2mg$ifi7W7XtlT#&, 
'H-NMR (CDClj) 

5: 3.25(s, 3H), 6.88(d, J=4.0Hz, 1H), 7.11(dd, J=9.6, 2.0Hz, 1H), 7.22-7.38(m, 16H), 
7.48(dd, J=8.0, 7.6Hz, 1H), 7.61(d, J=4iOHz, 1H), 7.67(s, 1H), 7.88(dd, J=8.8, 2.0Hz, 1H), 
8.02(d, J=2.0Hz, 1H), 8.05(d, J=8.8Hz, 1H), 9.23(s, 1H) 

*K0I7 9 7 
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S0 2 Me 



6- [3- (.4-^fJ^^7 7^1/7x-JV) - 1 - HJ 9-)V- 1 H— bf ^ V— 
)j,-4-4)V] -4- (5-^^;PX;^-;i/^7x>-2— 3p±»/U> 

6-yp ; e-4- [5- (jWW*;m«W -2-^x-;H ^/>J> (SBi 
mont;6*) H0mgt3- [4- (^^;p^;V7t-;w 7x-jh -i 

-hU^;V-lH-4-t:5l/U;^P>Bl (8S3g0iJ2 6<fb£#J) 2 5 3mg*6 
H»2 9 tmUV>&mz&r)^ WMtt&mz 0 0mg^tMitlT#fc o 

'H-NMR (CDCI3) 

5 : 2.50(s, 3H), 3.24(s, 3H), 6.84(d, J=4.0Hz, 1H), 7.22-7.38(m, 15H), 7.42(d, J=8.0Hz, 
2H), 7.48(m, 2H), 7.58(s, 1H), 7.67(m, 1H), 7.92(dd, J=8.8, 2.0Hz, 1H), 8.05(d, J=8.4Hz, 
1H), 8.10(d, J=2.0Hz, 1H), 9.22(s, 1H) 

M0J7 9 8 



4- (5 - I^Jl/7 7^1/ft7x>- 2 - -6- C3- (4-7)1,* 
□ 7x-;l/) -l-HJ5 1 ;P-lrt-lf^\/-JU-4--01/l £±VU_> 

6-^p : e-4- (5 - xf;i/7x^7 7-;^t7x>- 2 - *^-»/u> 

(KM4 0 OflJ&tt) 17 6mg<h3- (4-7MD7x-;W -1-h'J^ 

)v-ih-4-¥7Vvmu>m mmm2 5<t&m 2 9 img^snasM2 

'H-NMR (CDClj) 

6 : 1.38(t, J=7.2Hz, 3H), 2.97(q, J=7.2Hz, 2H), 6.88(d, J=4.0Hz, 1H), 6.93(d, J=4.0Hz, 1H), 



F 
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7.06(t, J=8.8Hz, 2H), 7.26(m, 6H), 7.35(m, 9H), 7.47(d, J=8.8Hz, 1H), 7.48(d, J=8.8Hz, 
1H), 7.55(s, 1H), 7.83(dd, J=8.8, 2.0Hz, 1H), 7.98(d, J=8.8Hz, 1H), 8.1 8(d, J=2.0Hz, 1H), 
9.15(s, 1H) 



mami 9 9 



F 




4- (5-I^>XJI/^m7x>-2- fJP) -6- [3- (4-7JW-D 

4- ( 5 - Xf 7 - Jl/f 1 7 x > - 2 i)V) -6- [3- (4-7)1* 

D7x^) - 1 - h U ?)V- 1 H— 4 > M 

7 9 8 2 6 8mg)6^ fijSM 5 9 t TOO^&T?. ^JSte^iJ 2 6 0 m g 

'H-NMR (CDC1 3 ) 

6 : 1.40(t, J=7.2Hz, 3H), 3.28(q, J=7.2Hz, 2H), 6.96(d, J=4.0Hz, 1H), 7.07(t, J=8.8Hz, 2H), 
7.26(m, 6H), 7.35(m, 9H), 7.46(d, J=8.8Hz, 1H), 7.47(d, J=8.8Hz, 1H), 7.52(d, J=4.0Hz, 
1H), 7.58(s, 1H), 7.90(dd, J=8.8, 2.0Hz, 1H), 8.05(d, J=8.8Hz, 1H), 8.10(d, J=2.0Hz, 1H), 
9.23(s, 1H) 



8 0 0 




6- [3- (4-7;i/^-P7x-Jl/) -l-h'J^-lH-b!7'/-;i/-4- f 
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m&m4 0 litGW) 62mgt3- (4-7JVtn7x-W -l-HJ^ 

-iH-4-tf7V»j;i'^D>m m&M2 54t£m i2 4mg^e>ni(g^j2 9 

'H-NMR(CDCl3) 

<5 : 2.64(s, 3H), 6.97(t, J=8.8Hz, 2H), 7.27(m, 6H), 7.35(m, 9H), 7.47(d, J=8.8Hz, 1H), 
7.48(d, J=8.8Hz, 1H), 7.61(s, 1H), 7.65(s, 1H), 7.79(dd, J=8.8, 2.0Hz, 1H), 7.93(d, J=8.8Hz, 
1H), 9.20(s, 1H), 9.52(dd, J=2.0, 0.4Hz, 1H) 

IWJ8 0 1 



6- [3- (4-7MD7i^) - 1 - HJ^Jl/- 1 Jf-tf^/~Jl/-4— f 
6- [3- (4-7MD7I-W -l-b'J^;V- lH-t!77-il'-4-f 

)V\ -4- (5-^^;^;W7 7—^7\/-^-2->f;w *^/u> («#J 

8 0 Otk&m 6 3mgA^llifi«8 5 9 t^«®*ifeT,«e^*5 9mg^t 
l H-NMR(CDCl 3 ) 

<5: 3.30(s, 3H), 6.98(t, J=8.8Hz, 2H), 7.27(m, 6H), 7.35(m, 9H), 7.46(d, J=8.8Hz, 1H), 
7.47(d, J=8.8Hz, 1H), 7.63(s, 1H), 7.86(dd, J=8.8, 2.0Hz, 1H), 8.00(d, J=8.8Hz, 1H), 8.29(s, 
1H), 9.28(s, 1H), 9.42(dd, J=1.6, 0.4Hz, 1H) 

H»8 0 2 



F 




S0 2 Me 
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CI 




6- [3- (4-»nD-2-7MD7i^) H-M3^J 

-;i/-4— ov\ -4- (5-*7-)VZ)vyT-)V7-T"/-)V-2— n\) *±*J 

U> 

6-yn^E-4- (5-^9 : m7 7-^7y-Jl'- 2 - -OW ^l/U > 
(WJ4 0 1M) 16 9mg£3- (4-^DD-2-7Mn7x-;W 
-l-hU^-lH-4-t!7y>J;^P>ag WJ18 0M) 7 2 4m 
g75»^llifiM2 9 tmM<DBHfc\Z&?) . mm\&®2 6 2mg£H£H#:£UT# 
&. 

'H-NMR (CDCI3) 

5 : 2.64(s, 3H), 7.03(dd, J=9.6, 2.0Hz, 1H), 7.22(ddd, J=8.8, 2.0, 0.8Hz, 1H), 7.27(m, 6H), 
7.36(m, 9H), 7.48(dd, J=8.4, 7.6Hz, 1H), 7.56(s, 1H), 7.73(s, 1H), 7.82(dd, J=8.8, 2.0Hz, 
1H), 7.94(d, J=8.8Hz, 1H), 9.18(s, 1H), 9.43(d, J=2.0Hz, 1H) 

1118 0 3 

.CI 




6 — [3 — (4-^aD-2-7MD7i^) -l-mfJP-ltf-lf7V 
-)V-A-^)V\ -4- ( 5 - ^^Jl/XJ^^^f 77-JP- 2 - OW) ^>/'J 
> 

6- [3- (4-i'DD-2-7MD7x-;W -l-hU^-l/f-tf^V 

-;i/-4-<;w] -4- (5 - / w^t-^T 1 /-^- 2 --f ;w +±v 

•J > (HSfi^J 8 0 2 2 6 0 m g frbWe.&\ 5 9 1 |WH£07j8re. BMit^ 
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m 1 5 9 m g &n&mfct LTntc. 

'H-NMR(CDClj) 

a : 3.30(s, 3H), 7.02(dd, J=9.6, 2.0Hz, 1H), 7.26(m, 7H), 7.36(m, 9H), 7.49(dd, J=8.0, 
7.6Hz, 1H), 7.74(s, 1H), 7.87(dd, J=9.2, 2.0Hz, 1H), 8.00(d, J=8.8Hz, 1H), 8.22(s, 1H), 
9.26(s, 1H), 9.34(d, J=2.0Hz, 1H) 

*««I8 0 4 



6- [3- (2, 6-v7JI/^-D7x-^) - 1 - h U 1 //- b°^'/-;i/- 

-4- (5-^^XJl/7yr:;i/^7^-;p-2— r;t^) ^j-VU> 
6-7*0*r-4- (5-/^7.;U7 7-;^7 , /-;i/-2— r;i/) *^/U> 
(K560I4O Hfc£<») 104mgt3- (2, 6-y7MP7x-^) -1- 
h'J^;P- l//-4-t°7VU;^P>m (1112 l 1 fc&M) 2 8 7mgS^ 

'H-NMF^CDClj) 

6 : 2.63(s, 3H), 6.92(d, J=8.4Hz, 1H), 6.94(d, J=8.4Hz, 1H), 7.27(m, 7H), 7.36(m, 9H), 
7.62(s, 1H), 7.78(s, 1H), 7.79(dd, J=8.8, 2.0Hz, 1H), 7.91(dd, J=8.8, 0.4Hz, 1H), 9.17(s, 
1H), 9.46(d, J=2-0Hz, 1H) 

H»8 0 5 



6- [3- (2, 6-y7;M-Ci7x-jl/) - 1 - h'J^JU- 1 //- tf ^'/-Jl/- 
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6- [3- (2, 6-^7Ma7x^;W - 1 - HJ 7)V- 1 H- \ljV—)V- 
4 — OW -4- (5-^5 1 ^X;i/7 7-^5 1 7y-Jl/-2-^Jl/) WJXI 
» 8 0 4 1 0 9 m g frb&j&M 59 t VlBfc^tt 8 8m 

'H-NMR (CDC1 3 ) 

d : 3.29(s, 3H), 6.94(d, J=8.4Hz, 1H), 6.96(d, J=8.4Hz, 1H), 7.28(m, 7H), 7.36(m, 9H), 
7.80(s, 1H), 7.87(dd, J=9.2, 2.0Hz, 1H), 7.99(d, J=8.8Hz, 1H), 8.23(s, 1H), 9.25(s, 1H), 
9.36(d,J=2.0Hz, 1H) 

mmms o 6 



6- [3- (4-7Jl/^-D7x-;0 - 1 - HJ^jU- 1 H-\l=r^-)V-A-^ 

M -4- (5-^^;Px;W77n;i/77>-2— f M *±*JV> 

6-^n=E-4- ( 5 - ^ fjVXJV7 7 -^7 7 > - 2 — f 3r^/U> 
(«l«4 0 4fls^«) 92mgt3- (4-7M07i-;W -1-MJ3SH/ 
-lH-4-bf^y'j;i/7KP>m («3fiW2 5-fb-&«l) 19 4mg^^»J2 9 
£H«©EJfcfcJ:tK nilsdll 0 3mg£||*l&7^7 77s£LT*!fc. 
'H-NMR (CDC1 3 ) 

<5 : 2.40(s, 3H), 6.49(d, J=3.6Hz, 1H), 6.97(t, J=8.8Hz, 2H), 7.27(m, 7H), 7.35(m, 9H), 
7.47(d, J=8.8Hz, 1H), 7.48(d, J=8.8Hz, 1H), 7.57(s, 1H), 7.74(dd, J=8.8, 2.0Hz, 1H), 7.92(d, 
J=8.8Hz, 1H), 8.69(d, J=2.0Hz, 1H), 9.19(s, 1H) 

H^J8 o r 



F 
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S0 2 Me 



6- C3- U-y)V*U7?.-)V) - 1 - 1 H-\t7"J-)V-4--< 

)V\ -4- (5-^^Jl/7>;i/^;i/7^>-2— <)V) ±££1> 

6- [3- - 1 - h VFJU- 1 H-My^-)]/- A — f 

;n -4- (5-^^;wt.;i/7 7-^77>-2— r;i/> *7-yu> «so 
6ft^*> i o img^eii«i5 9 tmm<D^m^mmit^m7 3m g ^t 

'H-NMRCCDClj) 

<5 : 3.08(s, 3H), 6.98(t, J=8.8Hz, 2H), 7.27(m, 8H), 7.35(m, 9H), 7.45(d, J=8.8Hz, 1H), 
7.46(d, J=8.8Hz, 1H), 7.64(s, 1H), 7.80(dd, J=8.8, 2.0Hz, 1H), 7.99(d, J=8.8Hz, 1H), 
8.60(dd, J=2.0, 0.8Hz, 1H), 9.30(s, 1H) 

H»8 0 8 



4- (5-*5-)V7>)V7T—)Utt7x.>-2-'(M -6- (3--hP- 1 - 

m^;i/-iH-e7!/-;p-4-^;p) *±2/u> 

6 -fn^E- 4 - ( 5 7-;^^7ai>- 2 — (M > (M 

0 fc&m) 56mgt3--hD-4-hU 1 - h >J ? 

1 H-tf^l/-;U (1114 0 6fls^«) 1 2 8mg^e>HJ6039 6 
EfSK «fc 9 , Mft&ft 1 4 m g #l t LT#fc. 

'H-NMR(CDC1 3 ) 

3 : 2.65(s, 3H), 7.13(d, J=4.0Hz, 1H), 7.20(m, 6H), 7.38(m, 9H), 7.54(s, 1H), 7.76(d, 
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J=4.0Hz, 1H), 7.85(dd, J=8.8, 2.0Hz, 1H), 8.05(d, J=8.8Hz, 1H), 8.59(d, J= 1.6Hz, 1H), 
9.21(s, 1H) 

mmm8 0 9 



4- (5-*?)WV*i-)Vttr73L>-2-' <)V) -6- (3 --ha- 1 - h 

4- (5-^^;p^;P7 7-;i/^7x» -6- (3--hP-i-hu^;i'- 
5 9 1 mm<D*m-?> wm\t&m 8m g £ l-oitc. 

'H-NMR (CDC1 3 ) 

<5 : 3.27(s, 3H), 7.20(m, 6H), 7.38(m, 9H), 7.56(s, 1H), 7.84(d, J=4.0Hz, 1H), 7.86(d, 
J=4.0Hz, 1H), 7.91(dd, J=8.8, 2.0Hz, 1H), 8.13(d, J=8.8Hz, 1H), 8.54(d, J=1.6Hz, 1H), 
9.32(s, 1H) 

H2&01J8 1 0 



4- (5-v^D7°DA>^J^-;i/ft7x>-2-f;i/) -6 - [3- (4- 



VU> 4 1 2 14 6mg£3- (4-7JU^P7x^;P) - 1 - 





7MD7x-^) -l-h'J5 1 ;i/-lH-fa!^'/-;U-4-<;P] *±\/U> 
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hV?)V-lH-4-ld7VV)V#U>WL mfeM2 5fc&m 2 3 2mg#e>H 

mm 2 9 tmmcDRmzj:*), mmit^m2 1 img$tfi7W7^ttT# 

'H-NMR (CDC1 3 ) 

5: 1.15(m, 2H), 1.45(m, 2H), 2.64(m, 1H), 6.93(d, J=4.0Hz, 1H), 7.08(t, J=8.8Hz, 2H), 
7.26(m, 6H), 7.35(m, 9H), 7.46(d, J=8.8Hz, 1H), 7.48(d, J=8.8Hz, 1H), 7.52(d, J=4.0Hz, 
1H), 7.58(s, 1H), 7.90(dd, J=8.8, 2.0Hz, 1H), 8.05(d, J=8.8Hz, 1H), 8.10(d, J=1.6Hz, 1H), 
9.23(s, 1H) 

nmms 1 1 



4- (5 - yj? □yaA>7M-m7i>- 2 - i)V) -6- T3- (2. 

6-yn^e-4- (5-v^pyaA°>^;^-;i/) ^7ac>- 2 — r;u] 

V'J> ($«J4 1 2ft£#|) 158mgt3- (2, 4-^7Mn7i-^) 
- 1 - MJ 1 H- 4 - tr^/U )V#U >m m^rn 17 2 <b£fe) 6 5 3m 

g^e.Hii2 9t»«it), M-fb^3 0 4mg^tfi7^1/7 7 

'H-NMR (CDCI3) 

6: 1.16(m, 2H), 1.45(m, 2H), 2.66(m, 1H), 6.82(m, 1H), 6.93(d, J=4.0Hz, 1H), 7.01(m, 
1H), 7.22-7.38(m, 15H), 7.5 l(m, 1H), 7.54(d, J=4.0Hz, 1H), 7.67(s, 1H), 7.87(dd, J=8.8, 
2.0Hz, 1H), 8.03(d, J=8.8Hz, 1H), 8.05(d, J=2.0Hz, 1H), 9.22(s, 1H) 
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mmm si 2 




4- (5-^^;i/^Ji/^-;v^7x>-2— uv) -6- (3- ; e;^'j>-4 

mmm 255 (D&f&mn-cmzntc 6 - ( 3 1 - hj 1 h- 4 - 
tr^vu;i/) -4- [5- -2-^x-;ki *^/u>6 2 

JHmg, Bg^b^5mL©^tl^2IBf»^Jl«Ebfc. S«i»L, 
^j»*l£M£MBET^Lfc. 6- (3-ya^E^^-l-hU^;i/-l 
H-tf5\/— OV) -4 - (5-^^;i'X;i'7jK-;U^7x>-2-^JV) 

*^y>J 8 3mg^ife»tiTifc. ^©-fb^tit ; e;i/7}xU> 

£8 0^2. bmmmwhrzo ^tciiixfjK tK^jb^twms^ix^ 

*(x2), ^?O^Wtf»U &*a$?^HJ£AT&^Lfc„ ^^J^JS* 

(Mx^;i//^\^» Ti|iilLTgf®lfc£#j3 6mg$lfi»ttT§fc. 
'H-NMR (CDCI3) 

6 : 2.36(m, 4H), 3.29(s, 3H), 3.55(m, 4H), 3.65(s, 2H), 7.22(m, 6H), 7.34(m, 9H), 7.63(s, 
1H), 7.80(d, J=4.0Hz, 1H), 7.83(d, J=4.0Hz, 1H), 8.07(d, J=8.4Hz, 1H), 8.20(dd, J=8.8, 
1.6Hz, 1H), 8.58(d, J=1.6Hz, 1H), 9.27(s, 1H) 

^SM8 13 
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6- [3- (2, 4-y7MD7x;^y^^) - 1 - h 1 H- 

V—)V-4-^)V\ -4- (5-^^M;^W7x>-2- ±±2. 

-tf^v-;i/-4—r;i/) -4- (5-^fK;^m7i>-2- ai>) 

*j-'JV>l 0 7ragi2, 4-i?7Ma7i/-^2 3 m g 8 12t 

mmo&flrrRfozit, &Mik&y>>5 3mg£$3t&7*;u7 7x<tLT*#fc. 

'H-NMRtCDClj) 

6 : 3.24(s, 3H), 5.30(s, 2H), 6.62(m, 1H), 6.80(m, 2H), 7.16(m, 6H), 7.33(m, 9H), 1.69(6, 
J=4.0Hz, 1H), 7.70(s, 1H), 7.96(dd, J=8.8, 2.0Hz, 1H), 8.07(d, J=4.0Hz, 1H), 8.08(d, 
J=8.8Hz, 1H), 8.81(d, J=2.0Hz, lH),9.27(s, 1H) 

«M8 1 4 



4- (5-->^DyPtf;U [1. 3, 4] ttD-z?7*S-)V-2-'()l>) -6 - f3 
- (2, 4-v7MD7i^) -l-m^-lH-b°7^/-;U-4 

6-^0^6-4- (5-S/i7 0yPtr;i/ [1, 3, 4] *tt*?7*/-)]'-2-'( 
)V) *j-V>)> («jfi«|4 1 5fl5^*) 2 8 2mgt3- (2, 4->>7JM-07 
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x =.)V) - 1 - h U 9-)V- 1 H—4 — □ (Mii^J 1 7 2 fc£«fl 

1. 2 4gA^HJSW2 9a:^«©S*fc«J;D, *S^«4 7 6mg**ffi7 

'H-NMR (CDC1 3 ) 

(5 : 1.24-1.37(m, 4H), 2.31(m, 1H), 6.72(m, 1H), 6.93(m, 1H), 7.27(m, 6H), 7.37(m, 9H), 
7.49(m, 1H), 7.72(s, 1H), 7.80(dd, J=8.8, 2.0Hz, 1H), 7.99(d, J=8.8Hz, 1H), 9.17(d, 
J=2.0Hz, 1H), 9.38(s, 1H) 

HJSfll 8 1 5 



4- [1. 3, 4] ^7v^A-;U-2— OP) -6- f3 

- (2, 4-^7MD7x-;H -1-Y^^)V-\H-\Lv^~)]/-4-^)V\ 

Q-ZfU^-A- (5-i/>7U7n¥)\, [1, 3, 4] ^7 i J7V~)V-2— fj» 
^/U> («Jft«4 1 6ft^*) 106mgt3- (2, 4-^7Mn7xZ 

;w - 1 - h u 9Mw- 1 h- 4 - tr^ vu jujH □ mmm 172 4 4 

'H-NMR (CDCI3) 

d : 1.22-1.36(111, 4H), 2.50(m, 1H), 6.70(m, 1H), 6.92(m, 1H), 7.27(m, 6H), 7.35(m, 9H), 
7.48(m, 1H), 7.7 l(s, 1H), 7.78(dd, J=8.8, 2.0Hz, 1H), 7.95(d, J=8.8Hz, 1H), 9.24(s, 1H), 
9.40(d,J= 1.6Hz, 1H) 

l» 8 1 6 
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6- C3- (2. 6-^7MD7i^l/) - 1 - 1 H-¥^'/-)l- 

4— (M -4- [1. 3. 4] ttW7*/-)V-2-'()),) £ 

6-^0^-4- (5-^h+^> [1. 3, 4] -**W7V-)V-2-<i)\,) * 
:M/'J> («jfi«4 1 8flS^«) 69mgi3- (2, 6-i?7M07x"JW 

- 1 - h u 1 h— 4 — tr^vu ;p^d >m mmw 2 1 1 it&m 210m 

gfr£>HJ&0iJ2 9 fcH«©EJfcfc«J:t>, ii{^l5l4 3mg$ffi7W77 
'H-NMR (CDCI3) 

(5 : 4.33(s, 3H), 6.92(d, J=8.4Hz, 1H), 6.94(d, J=8.4Hz, 1H), 7.26-7.38(m, 16H), 7.78(s, 
1H), 7.81(dd, J=8.8, 2.0Hz, 1H), 7.97(d, J=8.8Hz, 1H), 9.10(d, J=1.6Hz, 1H), 9.34(s, 1H) 

mmms 1 7 



6- C3- (2, 6-^7MD7xr» - 1 - HJ^JP- 1 //-£ ^/-J^- 
4 OH -4- (l-^^j|/-l//-b!5V > -;i/-4— f;vo ^^/U> 
6 _-/ nq& _ 4 _ (1 1 //- tf ^ V— 4 *^/«J> (fijfi 

094 19fl5-&fo) 58mgt3- (2, 6-^7^D7i^W -l-hU^l/ 

- 1 h- 4 - tr^yj ;w^p >m 2 1 1 1 8 6 mg^sM 2 

9tTO©S^{c«kO. mib^ttl 2 6mg^fTOilT#fc. 
'H-NMR (CDC1 3 ) 

<5 : 3.98(s, 3H), 6.95(d, J=8.4Hz, 1H), 6.97(d, J=8.4Hz, 1H), 7.28(m, 6H), 7.35(m, 9H), 
7.47(m, IH), 7.53(s, 1H), 7.68(s, 1H), 7.73(s, 1H), 7.79(dd, J=8.8, 2.0Hz, IH), 7.94(d, 
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mmms 1 8 




6- [3- (2, 6-y7MD7i-Jl>) - 1 - h LL£jkz 1 H- If ^/-JW- 

4-<i)\A -4- (i -^Ji/- i f$^/-;i/-4— r;u) ^^-yu> 
6-^0^6-4- (i-pWU-i/j— f5^/-;i/-4— i)V) *i-W> m 

i«4 2 0M) 141mgt3- (2, 6-y7MD7xz;W - 1 - HJ 

j/-4-t:^y'j;^p>m mm&S2i nt&w) 4 0 9mg^^i 

'H-NMRCCDClj) 

(5 : 3.77(s, 3H), 6.88(d, J=8.4Hz, 1H), 6.90(d, J=8.4Hz, 1H), 7.24-7.38(m, 16H), 7.40(d, 
J=1.6Hz, 1H), 7.69(dd, J=8.8, 2.0Hz, 1H), 7.75(d, J=1.6Hz, 1H), 7.76(s, 1H), 7.84(d, 
J=8.4Hz, 1H), 9.10(s, 1H), 9.40(d, J=2.0Hz, 1H) 

«0IJ8 1 9 



6- [3- (2, 6-v7J^n73:-JU) - 1 - h 'J 1 H- fc° 7'/-^- 

4—ovi -4- (3-^5F-;nf^/-;u- 1 — ow) *:H7'J> 

itG®) 58mgt3- (2. 6-y7MD7i^) - 1 - h U 1 //- 

4-tf^yU;^D>®? (M0J2 1 1 8 7mg*eiilM2 9tiS 
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'H-NMR(CDC1 3 ) 

d : 2.33(s, 3H), 6.29(d, J=2.8Hz, 1H), 6.86(d, J=8.0Hz, 1H), 6.88(d, J=8.0Hz, 1H), 7.24- 
7.38(m, 16H), 7.69(dd, J=8.8, 2.0Hz, 1H), 7.77(s, 1H), 7.86(d, J=8.8Hz, 1H), 8.57(dd, 
J=2.8, 0.4Hz, 1H), 8.96(s, 1H), 9.39(dd, J=2.0, 0.8Hz, 1H) 

«M8 2 0 



6- [3- (2. 6-v?7^D7xrJl/) - 1 - HJ^fr- 1 H- M y V-jU- 

4— jjkj -4- (4-^^;i/tf5^-^-i— r;p) 4^/'j> 

6-^D^E-4- (4-^5 1 ;i/tf7y-;P-l— f;U) ^±yj> (MM4 2 2 
fa£#0 61mgi3- (2, 6-^7MD7xrJl/) - 1 - HJ 1 

4-bf^vu;u^n>^ mmn 1 nt£4« 1 9 imzt^mmn 9£iro 

OKlgfc J; 0 , Mm\&® 3 3 m g fc&ftT^? 7 7. t bTftfco 
'H-NMR (CDC1 3 ) 

6 : 2.17(s, 3H), 6.91(d, J=8.4Hz, 1H), 6.93(d, J=8.4Hz, 1H), 7.24-7.38(m, 16H), 7.45(s, 
1H), 7.74(dd, J=8.8, 2.4Hz, 1H), 7.75(s, 1H), 7.88(d, J=8.4Hz, 1H), 8.43(s, 1H), 8.95(s, 1H), 
9.33(d,J=2.0Hz, 1H) 

8 2 1 



6- [3- (2, 6-^7J^D7x-Jl/) - 1 - HJ^Jl/- 1 H-¥?V-)l- 
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3te£#>) 97mgi3- (2, 6-i?7M07i-JW - l-h'J^-lff 

-4-tr^»yu;u#D>» (^M2 i nt&m 2 8 omg^s-sfewm 9tH 

'H-NMR (CDCI3) 

<5 : 2.26(s, 3H), 6.95(m, 3H), 7.24-7.38(m, 16H), 7.70(s, 1H), 7.80(d, J=1.2Hz, 1H), 7.85(m, 
2H), 8.02(dd, J=8.8, 0.8Hz, 1H), 9.07(s, 1H) 

^JSM8 2 2 



4- (4-7xnJVtf^Uy>- 1 — -OH -6- (1 - h U9\fr- 1 H-\L*y^ 
-JI/-4-- Qk) *^/U> 

6-^0^6-4- (4-7x-;Hf^'J> f >-l— <;W ^V'J> (§3i£M4 2 
4fl3^«j) 1 1 2mg<»:l-hU5 1 ;i/-lH-4-tr7 x /'J;^n>mi 6 2mg 
*>S£flS09 2 9£Htt©jRjfi;fc.fc9, H<b^ttl 6 7mg^S^ii:l/T#fc, 
'H-NMR (CDCI3) 

(5 : 1.87-2.05(m, 4H), 2.88(m, 1H), 3.20(m, 2H), 4.44(m, 2H), 7.18-7.34(m, 18H), 7.38(m, 
2H), 7.68(d, J=0.8Hz, 1H), 7.82(dd, J=8.8, 2.0Hz, 1H), 7.85(d, J=8.8Hz, 1H), 7.89(d, J=1.2 
Hz, 1H), 8.04(d, J=0.8Hz, 1H), 8.70(s, 1H) 

«^J8 2 3 
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CPh 3 



4- [4- (2-^^>7x-J^) tf^U^>— 1 — Qk) -6- (1-HJ3 1 
)V-lH-^^V-)V-4-^)V) ^l/U> 

6-70^-4- [4- (2-^b^i/7x-;w h^u> ? >-i— r;w] 

U > (££0N 2 5fc£4&) 8 8mg 1 1 - h 03^- 1 4 - tf^V'J^O 
>mi 1 Omg36»6IUSM2 9tKttOSlSfc«tD, «8Hfc£% 1 2 2mg£« 

'H-NMR^DClj) 

(5 : 1.63(m, 2H), 2.79(m, 2H), 3.83(s, 3H), 3.97(m, 2H), 4.40(m, 2H), 5.92(m, 1H), 6.93(dd, 
J=8.4, 0.8Hz, 1H), 6.98(ddd, J=7.2, 6.8, 1.2Hz, 1H), 7.20(m, 6H), 7.31(m, 9H), 7.46(m, 1H), 
7.67(m, 2H), 7.79(dd, J=8.4, 2.0Hz, 1H), 7.84(d, J=8.4Hz, 1H), 7.96(d, J=1.6 Hz, 1H), 
8.03(d, J=1.2Hz, 1H), 8.67(s, 1H) 

«#|8 2 4 



4- [4- (4-^h^>7i-Jl/) fcf^'JS?>- 1 — CM -6- (1-HJ^ 

1 H— tf ^A-JP- 4 — ( )V) > 
6 -yD^E-4- [4- (4-/h^y7xZJW hf^'J i?>- 1 — OW 
•J> (8j&0!l4 2 6{b&tt) 1 8 0mgtl-hU^;i/-lH-4-tf^yU;^ 
D>i!2 2 Omg^?,||]!ifi0iJ2 9<tPI^©S^HJ;0, 4Iffft;£4ft2 5 8mg^ 
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'H-NMR (CDClj) 

6 : 1.83-2.03(m, 4H), 2.80(m, 1H), 3.18(m, 2H), 3.83(s, 3H), 4.43(m, 2H), 6.92(d, J=8.8Hz, 
2H), 7.18-7.38(m, 15H), 7.46(m, 1H), 7.68(m, 2H), 7.83(m, 2H), 7.89(d, J=1.6Hz, 1H), 
8.03(d, J=0.8Hz, 1H), 8.69(s, 1H) 

1118 2 5 



3- {4- [6- {\-h^^)V-lH-^^-)V-A-^)V) *^7'J>-4 
- (3 bnyxnjl/) tf^7> ? >2. 0g> 

>j;^p>^4. og^e>#e>nfc4- [4- (3--hD7xn;i/) e^>>> 
-1— r;w -6 - (i-h«j5 1 ;w-iH-tr7y-;i/-4— r;w +±yu>3. 

5g^fh7tHD77>2 1 (flc^tl 0 %ny : s^Kw<m 1 0 Omg£ira 

2. 5g£a9Sfi0#£UT#fc. 
'H-NMR (CDClj) 

6 : 3.35(m, 4H), 3.79 (m, 4H), 6.27-6.33(m, 2H), 6.42(dd, J=1.6, 8.0Hz, 1H), 7.10(t, 
J=8.0Hz, 1H), 7.20-7.38(m, 15H), 7.70(s, 1H), 7.79-7.92(m, 3H), 8.02 (s, 1H), 8.71(s, 1H) 

HJfi^8 2 6 
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O 



\=N 



2, 2-i?*3-)V-N- (3- {4- [6- (l-HJ^JU-lff-fc?^./-;!/- 
2 5 lC«kO#e.nfc3- {4- [6- (1 - hlWlx- 1 H-H^y-;i/ 

-4— r;w ^7u>-4— r;w tr^v^-i— r;w 7iz;i/7$>io 

Orag, tfA'D'fMo^HSOmg, h U X^;U75 > 5 0 jti 1 , iV, N-i? 
'H-NMR (CDC1 3 ) 

5 : 1.31(s, 3H), 3.40(m, 4H), 3.88 (m, 4H), 6.72(dd, J=8.0,2.0Hz, IH), 6.83(dd, 
J=8.O,2.0Hz, IH), 7.20-7.38(m, 16H), 7.56(t, J=2.0Hz, IH), 7.68(s, 1H), 7.80(dd, J=9.0, 
2.0Hz, IH), 7.86(d, 9.0Hz, 1H), 7.91(d, J=2.0Hz), 8.02(m, 2H), 8.72 (s, 1H) 

mmms 2 7 



(SB£0iJ 3 6 4 3 0 0 m g 1 1 - h U 3\>!/- 1 H- 4 - H 7 V U JPtf P > 

&5 8 lmg^e, «JHfc£tt3 0 OrngJIfc. 




N 
H 



820 



WO 02/088107 



PCT/JP02/04156 



'H-NMR(CDCl3) 

6 : 3.06-3.09(m, 4H), 3.72-3.74(m, 4H), 7.20-7.23(m, 6H), 7.33-7.36(ra, 9H), 7.69(d, 
J=0.8Hz, 1H), 7.78(dd, J=8.8, 2.0Hz, 1H), 7.84(d, J=8.8Hz, 1H), 7.88(d, J=2.0Hz, 1H), 
8.01(d, J=0.8Hz, 1H), 8.69(s, 1H) 

m&m 8 2 8 



3-14- T6- (l-h'J^;W-l-tf-4-lf7l/U;P) -4-^yj-;ui 
HSMIl 6 8tP«fcbT» [4- (6-^P ; E-4-4 1 ^VU-;W 

MM /^i7f;n. 4 5gti-hU5 1 ;p-iif-4-tf7V r u;pjKo 

'H-NMR (CDC1 3 ) 

<5 : 3.42-3.45(m, 4H), 3.88-3.96(m, 7H), 7.17-7.26(m, 6H), 7.32-7.38(m, 10H), 7.44-7.50(m, 
1H), 7.58(m, 1H), 7.64-7.72(m, 3H), 7.83(dd, J=8.8, 2.0Hz, 1H), 7.88(d, J=8.8Hz, 1H), 
7.92(d, J=2.0Hz, 1H), 8.73(s, 1H) 

HM^J 8 2 9 



3- {4- [6- (l-HJ^-lH-kf^/'JJU) - 4 U-JHtf^v 
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Ol} Mil 

3- [4- (6-^-4-^7^^) tr^u^y] #m#m *^;i/x* 
^^©tkm^- h u vkTmwtft 1 5 mmmxm 2 m& 2 $ 

'H-NMR (CDCI3) 

6 : 3.00-3.18(m, 4H), 3.48-3.73(m, 4H), 7.06-7.14(m, 6H), 7.14-7.23(m, 9H), 7.33-7.35(m, 
1H), 7.44-7.49(m, 1H), 7.52-7.57(m, 3H), 7.62-7.69(m, 3H), 7.88(s, 1H), 8.48(s, 1H) 

HJSM 8 3 0 



4- [4- (4-^^ji/x;t/^n;i/) 7izjp] -1, A-V7Mny-\-^ m 
- 6 - ( 1 - h_u 1 //- 4 - br^'y y ;p) > 

Sfe»«l 6 8fcR*ICUT, 4- [4- (6-7*P ; E-4-^/>J^) -1, 
4-J?7W>-l-'fM 7xx;i/ 3 4 8 fb£*W 1 

0 Omgtl - 1 //- 4- H 5 V* lUl^D^l 2 l'mg^SHH-fb 

'H-NMR (CDC1 3 ) 

6 : 1.94-2.00(m, 4H), 3.05(s, 3H), 3.23-3.26(m, 2H), 3.33-3.36(m, 2H), 3.54-3.58(m, 2H), 
6.88-6.94(m, 6H), 7.15-7.19 (m, 9H), 7.30(d, J=8.0Hz, 1H), 7.31(d, J=3.2Hz, 1H), 7.36(d, 
J=8.0Hz, 1H), 7.38(d, J=8.0Hz, 1H), 7.43(s, 1H), 7.45-7.48(m, 2H), 7.62(s, 1H), 7.82(m, 
2H) 




0=S=0 
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«#!8 3 1 




N 



CPh 3 



4- T4- (3-*^)lZ)V*-)V) 7x"Jl/] -1, 4 - 9 J7MK>- 1 — OH 
-6- (1 - 1 ff-4-bf7\/'J^) ±±2£1> 

mt&mi 6 8 t^fcUT, 3- [4- (6-7 < P ; E-4-^V > Ur:;i/) -1, 
4-i^7-tfA>- 1 --OH 7oc-;U >3\>P*Jl/sfr> »J3 4 1 
7 6mgtl-HJ3^-lH-4-lf^/U;^n>m2 0 4mgj&*5«Bfb 

5mg£#fc. 
'H-NMR (CDC1 3 ) 

6 : 2.18-2.21(m, 2H), 3.00(s, 3H), 3.69-3.72(m, 2H), 3.84-3.87(m, 4H), 4.10-4.16(m, 2H), 
6.96(dd, J=8.8, 2.4Hz, 1H), 7.22-7.25 (m, 8H), 7.34-7.38(m, 10H), 7.67(s, 1H), 7.78(dd, 
J=8.8, 2.0Hz, 1H), 7.82(d, J=8.8Hz, 1H), 7.93 (d, J=2.0Hz, 1H), 8.00(s, 1H), 8.59(s, 1H) 

H««8 3 2 



4- {4- [2- (*^;t/*JU3lN-;i/) 7I-JI/] -1. 4-$?7W>-l— f 
jkl -6- (l-h'J^Jl/-l//-4-b!7'yU^) *?V'J> 
£Jfi«16 8£E«fcbT, 2- [4- (6-yDt-4-^yU-JV) -1, 
4-v7ii71>- 1 U-)V7,)V*> 5 (Hb£#l) 1 9 
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lmgtl-hU^;P-lH-4-tr^yU;i/^P>^2 3 2mg^e>, MMikS 
mi 6 6mg^#fc, 
'H-NMR (CDCIj) 

6 : 2.24-2.32(m, 2H), 3.25-3.28(m, 2H), 3.28(s, 3H), 3.47(dd, J=5.2,5.2Hz, 2H), 4.09- 
4.12(m, 2H), 4.15-4.20(m, 2H), 7.19-7.22(m, 6H), 7.30-7.33(m, 9H), 7.34-7.41(m, 2H), 
7.62(ddd, J=8.0, 8.0, 1.6Hz, 1H), 7.66(s, 1H), 7.77(dd, J=8.8, 1.6Hz, 1H), 7.83(d, J=8.8Hz, 
1H), 7.98(s, 1H), 8.01(d, J=1.6Hz, 1H), 8.10(dd, J=8.0, 1.6Hz, 1H) 
8.60(s, 1H) 

3 3 



4- (4-7x-;)/-tf^>?>-l-^;i,) - 6- (1-HJ^-l H-M^r 
V-)lr-4— Ok) -^±V r 'J> 

6 8 £|^8lfcbT, 6 (4-7x-;Hf^^> ? >- 1 — f 
;W 4^/U> (§3i§0il3 5 2 8 8mg, 1 - h U^;U- 1 H- 4 - fcf 

7»/U;i>#n>»4 3 6mg*^ll^i|l 8 9mg$|fe. 
'H-NMR (CDCIj) 

(5 : 3.38(dd, J=5.2, 5.2Hz, 2H), 3.38(dd, J=5.2, 5.2Hz, 2H), 3.91(dd, J=5.2, 5.2Hz, 2H), 
3.91(dd, J=5.2, 5.2Hz, 2H), 6.94(dd, J=8.4, 8.4Hz, 1H), 7.00(d, J=8.4Hz, 2H), 7.20-7.25(m, 
6H), 7.38-7.31(m, 11H), 7.71(s, 1H), 7.82(dd, J=8.8, 1.6Hz, 1H), 7.87(d, J=8.8Hz, 1H), 
7.93(d, J=1.6Hz, 1H), 8.03(s, 1H), 8.72(s, 1H) 

11^ 8 3 4 
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N 

-MCPh 3 



4- U- (3-^DP7xZJV) 1 OH -6- 

*K#!l 6 8fcHttfct/T, 6 [4- ( 3 -0 D P7x~;W 
55V ] *tfVU > (®M 3 5 2fb£*) 4 9 1 mg £ 1 - HJ 1 H- 4 

•H-NMR (CDC1 3 ) 

6 : 3.36-3.42(m, 4H), 3.86-3.90(m, 4H), 6.86-6.91(m, 2H), 6.96(s, 1H), 7.15-7.25(m, 10H), 
7.30-7.40(m, 6H), 7.71(s, 1H), 7.84(d, J=8.8, 2.0Hz, 1H), 7.89(d, J=8.8Hz, 1H), 7.92(d, 
J=2.0Hz, 1H), 8.04(s, 1H), 8.74(s, 1H) 

I*d&0!l8 3 5 



4 - 1 . 4 '- bf bf ^ u 1 r ;u- 6 - ( 1 - mj if/-^ 
-4--0I/) ^•^ > /u> 

H»Jl6 8t»lt, 4-1, 4'-k*tf^'J v^P-l'— T^-e-^D^E 
*^/U> (®tj§0J3 5 3ffc£$|) 4 24mg, 1 - h U 1 H- 4 - tf 7'/ 

'j;P#P>m6 4 lmgi^, ^b^2 0 Omg£#fc. 
'H-NMR (CDC1 3 ) 

6 : 1.45-1.55(m, 2H), 1.61-1.70(m, 4H), 1.70-1.82(m, 2H), 1.92-2.00(m, 2H), 2.58(m, 5H), 
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3.06(dd, J=12.8, 12.8Hz, 2H), 4.37(d, J=12.8Hz, 2H), 7.25-7.21(m, 6H), 7.34-7.37(m, 9H), 
7.70(s, 1H), 7.79(dd, J=8.8, 1.6Hz, 1H), 7.83(d, J=8.8Hz, 1H), 7.87(s, 1H), 8.03(s, 1H), 
8.67(s, 1H) 

Hi£0iJ 8 3 6 



2-7JkfrD-5- (4- T6- (l-HJ^;i/-lff-4-b?^/'J;» -4- 

mmmi 6 8tmm\zvx, 5- [4- (6-ya^±vo>-4—ov) tr^ 

OV\ -2-^;i/^-D^>V- hu;i/ (tttns 5 6<fb^M) 200 
mg, l-h'J^-l//-4-tf7!/'J;i'#n>i2 7 5mg*5, *efc£4fc 
2 8 4mg£f#fc. 
'H-NMRCCDClj) 

(5 : 3.33(dd, J=5.2, 5.2Hz, 2H), 3.33(dd, J=5.2, 5.2Hz, 2H), 3.90(dd, J=5.2, 5.2Hz, 2H), 
3.90(dd, J=5.2, 5.2Hz, 2H), 7.10-7.24(m, 9H), 7.34-7.36(m, 9H), 7.72(s, 1H), 7.82(dd, 
J-8.8, 1.6Hz, 1H), 7.89(d, J=8.8Hz, lH),7.91(d, J- 1.6Hz, 1H), 8.02(s, 1H), 8.74(8, 1H) 

«0O 8 3 7 



4- [4- (1. 3-^>'/v^V-Jl/-5— f;i/) \j^=y^y-\-^M - 
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6- [3- ihJJyJk^SJ^M -l-HJ^-iif-4-b?^/»Jji/l 

mmmi6 8tmm\zLx, 4- [4- ci, 3-^>i/^+y~;p-5— r/w 

lf^^^>- 1 — -6-^D^^/U> (S^J3 5 9M) 6 2mg, 

3 - h u ?;m-d ^ww- 1 - h u i j/- 4 - tr^y u ;u#d >m (SSiiM 

3 Hfc£#0 1 0 6mg^S> ttflgft:£tt3 OmgSifc. 
'H-NMR (CDCI3) 

6 : 3.24-3.30(m, 4H), 3.86-3.92(m, 4H), 5.93(s, 2H), 6.44(dd, J=8.4, 2.0Hz, 1H), 6.63(d, 
J=2.0Hz, 1H), 6.76(d, J=8.4Hz, 1H), 7.17-7.20(m, 6H), 7.33-7.37(m, 9H), 7.51(s, 1H), 
7.67(dd, J=10, 0.8Hz, 1H), 7.87(d, J=10Hz, 1H), 8.02(d, J=0.8Hz, 1H), 8.74(s, 1H) 

IWJ8 3 8 



4-14- [ (2-/h^v-3-h°'J^Jl/) pt^JH bT^7^>-l— <;H-6 
- (l-m^-lff-4-tf7'/UJW) ^VU> 

6 8 £|WU££bT, 3-1 [4- (6-^D ; 6-4-^^-7 1 J-;i/) tf^ 

75»-i-' on jWM-2-tru3W i-f;Kffifi«3 6 2fl5 

1 6 Omg 1 1 - hU^JV- lf/-4-tf?V* , j;i'#n>K2 7 3mg^S, 
*Hft^*2 2 OmgSifc. 
'H-NMR (CDClj) 

5 : 2.61-2.63(m, 4H), 3.54(s, 2H), 3.71-3.73(m, 4H), 3.91(s, 3H), 6.85(dd, J=7.2, 4.8Hz, 
1H), 7.13-7.17(m, 6H), 7.26-7.29(m, 9H), 7.61(s, 1H), 7.64(dd, J=7.2, 2.0Hz, 1H), 7.71(dd, 
J=8.8, 2.0Hz, 1H), 7.77(d, J=8.8Hz, 1H), 7.81(d, J=2.0Hz, 1H), 7.94(s, 1H), 8.04(dd, J=4.8, 
2.0Hz, 1H), 8.61(s, 1H) 
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*K«8 3 9 




4- [4- U-*^)\,^yy)V) e^5S?>-l— - Ok] - 6- (i-h'J^;i/ 

4 - \zuv>- i —ov- 6 - d-hu^-iH-tr^vu^) *^/u> 

(«0U8 2 7ft-&«b) 1 0 0mg,hl-^PP^^;i'-4-^5 1 ;U^>if>5 4 

»5l$IH&iBT?ft#bfc. M«iL, y'JW*7i^n7[«^7^- 

JCkoTfcfiU ««3l 5 Omglifc. 

'H-NMR(CDC1 3 ) 

5 : 2.58-2.65(m, 4H), 3.57(s, 2H), 3.70-3.80(m, 4H), 4.56(s, 3H), 7.13-7.17(m, 6H), 7.19- 
7.22(m, 2H), 7.27(d, J=8.0Hz, 2H), 7.32-7.35(m, 9H), 7.66(d, J=0.8Hz, 1H), 7.76(dd, J=8.8, 
1.2Hz, 1H), 7.82(d, J=8.8Hz, 1H), 7.86(d, J=1.2Hz, 1H), 7.99(d, J=0.8Hz, 1H), 8.66(s, 1H) 

H»8 4 0 



4- [4- (3-^^;i/7x-ji.) ^?y>-i- OKI - 6- (i-HJ5P;p 
4-tf^^v>- 1 6- (l- nww- 1 h-mjwm *i-W> 
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'H-NMR (CDClj) 

6 : 2.62-2.65(m, 4H), 3.57(s, 2H), 3.75-3.78(m, 4H), 4.56(s, 3H), 7.10-7.25(m, 9H), 7.32- 
7.35(m, 10H), 7.67(d, J=1.2Hz, 1H), 7.76(dd, J=8.8, 2.0Hz, 1H), 7.83(d, J=8.8Hz, 1H), 
7.87(d, J=2.0Hz, 1H), 8.00(d, J=1.2Hz, 1H), 8.67(s, 1H), 

^#18 4 1 



( 1 - h U £2k= 1H-4-WJ ^±VU > 

4-t!^^^>- 1— r;i/-6- (1 - h'j^;u- 1 ff-4-tr^>/u;i') 

u> (HifiM8 2 7\t^m) ioomgt4- u^i/*;^-^) ^>>w ^ 

^>x;i/*>ii5 2mg^K nss^j8 3 9 tmmoy%m*m^T, mmt& 

||9 6mg^fc. 
'H-NMR (CDCI3) 

6 : 2.65-2.67(m, 4H), 3.08(s, 3H), 3.69(s, 2H), 3.78(bd, 4H), 7.20-7.23(m, 6H), 7.33- 
7.36(m, 9H), 7.62(d, J=8.8Hz, 2H), 7.69(s, 1H), 7.77(dd, J=8.8, 2.0Hz, 1H), 7.84(d, 
J=8.8Hz, 1H), 7.88(d, J=2.0Hz, 1H), 7.94(d, J=8.8Hz, 2H), 8.00(s, 1H), 8.69(s, 1H), 

HJS0J8 4 2 




4- {4- [4- ^>s?;m \f.^yy-i— r;w - 6- 
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NCPh 3 



4- {4- [2- (*?)IX)V*-)V) 1>*J)V\ \mi?>-l-' f)V) - 6- 

( i - hj g=-jp- 1 h- tf 9 r/u ju) u > 
4-tr^s?>- r;w-6- (i-hU5 1 ;i/-iH-4-tf^\/u;w 

U> WJ8 2 7M) 10 0mgt2- (jWW>UU*=;W 1>V)i> * 
^>X^*>f 1 5 2mgftfflK mmms 3 9 t^1H(D^$fflV>T, 
#19 6mg^|fe. 
'H-NMR (CDC1 3 ) 

<5 : 2.72-2.78(m, 4H), 3.45(s, 3H), 3.66-3.74(m, 4H), 4.06(s, 2H), 7.21-7 .25(m, 6H), 7.34- 
7.37(m, 9H), 7.46(dd, J=7.6, 1.2Hz, 1H), 7.53(ddd, J=7.6, 7.6, 1.2Hz, 1H), 7.62(ddd, J=7.6, 
7.6, 1.2Hz, 1H), 7.70(d, J=0.8Hz, 1H), 7.78(dd, J=8.8, 2.0Hz, 1H), 7.85(d, J=8.8Hz, 1H), 
7.88(d, J=2.0Hz, 1H), 8.01(d, J=0.8Hz, 1H), 8.15(dd, J=7.6, 1.2Hz, 1H), 8.69(s, 1H) 

HJSfll 8 4 3 



ATI- (1, Z-J-7V-)V-2— i)V> -3- {4- [6- (l-hU^-l 
/f-4-h°7 > 7U;U) -4-^j"/'J-;i/] h°^^> ? >- 1 — < Jl/} ^>X7SH 
3- {4- [6- (l-HJ«'-ltf-4-fcf5»/U/W -4-*^/U=;W 
tT^7 5?>-l— f;W SfeJ&W (HlM!8 2 8flaM» 118mgtl. 3-5P 




830 



WO 02/088107 



PCT/JP02/04156 



■H-NMRCCDClj) 

6 : 3.47-3.49(m, 4H), 3.90-3.93(m, 4H), 7.20(d, J=3.6Hz, 1H), 7.19-7.23(m, 7H), 7.33- 
7.35(m, 9H), 7.40(d, J=7.6Hz, 1H), 7.44(d, J=3.6Hz, 1H), 7.46(dd, J=7.6, 7.6Hz, 1H), 
7.63(m, 1H), 7.71(s, 1H), 7.82(dd, J=8.8, 1.6Hz, 1H), 7.89(d, J=8.8Hz, 1H), 7.93(d, 
J=1.6Hz, 1H), 8.03(s, 1H), 8.74(s, 1H) 

HJSW8 4 4 



Y^l 2HC1 

-6- (ih-4-^W)v) *-±w>- 2mm. 

;u) t?^>>>-i-— on-6- (i-hu^;i/-i//-4-bi7i/u;p) 

U>2 1 lmg*^IWl 6 3 N 'J ?M©MtIifi(D 

'H-NMR (DMSO-dg) 

<5 : 3.25(s, 3H), 3.35-3.54(m, 4H), 4.40-4.50(m, 4H), 7.46-7.61(m, 3H), 7.92(d, J=8.4Hz, 
1H), 8.28-8.37(m, 4H), 8.89(s, 1H) 
MS m/e (ESI) 453 (MH + ) 

HJS^J 8 4 5 
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ff^l 2HC1 
F-^^SOaMe 

4-r4- ( 3 - 7M □ - 5 - ;i/xj^-;i/7x - ;v) b°^^v>- 1— f ;n 

-6 - (l//-4-h°77'J;i/) *j-*/U>- 2i£l^ 

tf^^^>-i— r;i/]-6- (i-hij^;i/-ii/-4-t:^yu;W 

>J>1 3 Omg/^iWJl 6 3t»^ThUfM©M^Ml0 
'H-NMR (CDC1 3 ) 

6 : 3.07(s, 3H), 3.50-3.60(m, 4H), 3.90-4.02(m, 4H), 6.81-6.89(m, 1H), 7.06-7.12(m, 1H), 
7.24-7.30(m, 2H), 7.90-7 .99(m, 3H), 8.01(s, 1H), 8.77(s, 1H) 
MS m/e (ESI) 453 (MIT) 



mmms 4 6 




0:S:0 2HC1 



6 — C3 — (4-^dd7i^|/) - 1 H-m*/—)i-4 — on -4- (5 - 

6- [3- (4-^OD7i-JW H-\iy^~-)V-A-^)V\ 
-4- (5-^f^M-;W7x>-2-fj!/) ^yj> W17 3 3 
7 8mg^^«fiSJ6 7^|SHi0^f3j;O, «B{fc^ft 3 1 m g £Hfi 
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'H-NMR (DMSO-dg) 

5 : 3.45(s, 3H), 7.42-7.54(m, 5H), 7.73(d, J=4.0Hz, 1H), 8.02-8.O9(m, 2H), 8.16-8.20(m, 

1H), 8.27(s, 1H), 9.25(s, 1H) 

MS m/e (ESI) 499 (MH + MeOH adduct) 

HJg^J 8 4 7 



6 — T3 — (4-7MD7x^) - 1 H-¥7"J-)V- 4-4 )ll -4- T5 

- (^J|/^U>-4-X;Vfe;i/) ft7x>-2->fM ^±V'J>- 

6- [3- (4-7MD7I-JW -l-bV7-)V-lH-\*5V-)]f-4— < 

;W -4- [5- (^;i/*u>-4-;uM^:;u) ft7i>-2--f;w 

U > (mffiM7 3 4ft£«0 8 6mg^5M6 8 £R«©KJfcfc<k?>, *]B<fb 

2 5 m g fc^fiiSSli t LT#fe. 
'H-NMR (DMSO-dj) 

<5 : 2.96-3.04(m, 4H), 3.66-3.74(m, 4H), 7.25-7.32(m, 2H), 7.45-7.58(m, 4H), 8.02-8.10(m, 
2H), 8.21(s, 1H), 8.27(s, 1H), 9.23(s, 1H) 
MS m/e (ESI) 554 (MH + MeOH adduct) 

M088 4 8 
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5- {6- [3- U-7)V*U73L-)\,) -\H-M3"J-)^-A-^)\A *± 
5- {6- [3- (4-7MD7x-;W - 1 - HJ3\>1>- 1 H-M^^-)V- 

2 6mg£efi*&ft£LT»fc. 
'H-NMR (DMSO-dj) 

<5 : 2.73(s, 6H), 7.23-7.32(m, 2H), 7.45-7.52(m, 3H), 7.54(d, J=4.0Hz, 1H), 8.05(d, 
J=8.6Hz, 1H), 8.09(dd, J=8.6, 1.2Hz, 1H), 8.20(brs, 1H), 8.27(brs, 1H), 9.22(s, 1H) 
MS ro/e (ESI) 512 (MH + MeOH adduct) 

Hifi^J 8 4 9 



6- [3- (4:-7)V*U7x.-)V) - 1 H-lf 7'/-JU-4 — OH -4- f5 
- (tf^'J> ? >- 1 z^jkj^ik) ^7x>-2- f jk] ^±'/U>- 2tt[tttt 

6- [3- (4-7Mp7i-jw - 1 - 1 //-tr^i/— ;u-4— < 

;w -4- [5- (k°^u> ? >-i ^t7x>-2-rM 

U> 3 6te£tl) 7 9mg^^IM6 8 t|W|#0S^C«k 0 , UMit 

'H-NMR (DMSO-dg) 

6 : 1.38-1.46(m, 2H), 1.56-1.64(m, 4H), 2.96-3.04(m, 4H), 7.24-7.33(m, 2H), 7.45-7.53(m, 
4H), 8.05(d, J=8.6Hz, 1H), 8.08(dd, J=8.6, 1.6Hz, 1H), 8.18-8.22(m, 1H), 8.27(s, 1H), 
9.22(s, 1H) 

MS m/e (ESI) 552 (MH + MeOH adduct) 




o 
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mm 8 5 0 




6- [3- (4-7;i/^~P7x-Jl/) - 1 H-\Z5*S—)V-4-' OH -4- f5 
6- [3- (4-7MD7I-J0 - 1 - hU3\>I/- lff-tf^y-;P-4— f 

;u] -4- [5- (t!DU^>-i-^;^-;i/) Wx>-2-^;H 

U > (HJfi^J7 3 7fc£«fl 9 5mgft>&£ffi0S6 8 £PI«©E«fc<k?K gflftb 
'H-NMR (DMSO-dj) 

5: 1.68-1.78(m, 4H), 3.18-3.41(m, 4H), 7.22-7.34(m, 2H), 7.42-7.52(m, 3H), 7.58(d, 
J=4.4Hz, 1H), 8.02-8. ll(m, 2H), 8.19(brs, 1H), 8.27(s, 1H), 9.22(s, 1H) 
MS m/e (ESI) 538 (MH + MeOH adduct) 

&%09 8 5 1 




6- [3- (4-7Ji/^-D7x-;i/) -lH-Vy % J-)V-4-' Qk3 -4- T5 

- (4-^^;i/tf^7> ? >- 1 -tjMs-;!/) ^7x>-2--rjn ^±vau_>j 

6- [3- (4-7MD7X-JW -1 - hU^;P- lH-t7 , /-;V-4--f 

-4- [5- (4-^^;Ptf^5^>-i-7.;^-;u) ^7x>-2-f 
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)V\ (&&4fl7 3 8<k&m 8 7mg^&^(96 8 tHttOSlSlCfc 

0, aWMb^«3 5mg*«6»lltl/T#fc. 

'H-NMRCDMSO-dj) 

(5 : 2.40-2.56(m, 1H), 2.77(brs, 3H), 2.85-2.74(m, 1H), 3.16-3.27(m, 2H), 3.47-3.56(m, 2H), 
3.80-3.88(m, 2H), 7.26-7.34(m, 2H), 7.44-7.52(m, 2H), 7.55(d, J=4.0Hz, 1H), 7.62 (d, 
J=4.0Hz, 1H), 8.02-8.14(m, 2H), 8.21(br, 1H), 8.28(s, 1H), 9.24(s, 1H) 
MS m/e (ESI) 535(MH + ) 

mmms 5 2 



5- {4- [4- (5 - ^^|/7-M^5 1 t7i>- 2 --f *^7'J>-6 

rrQkj — 1 jy— tf ^V— JP— 3 — OH ^7i>-2-M- m » 2M 

mm 

5- {4- [4- (5-*?)lZ)V*=.)Vtty*>-2-' OV) *?VU >- 6 

— ' on -.1 - hu^;u- i //- tr^/-;u- 3 --r;w Wx>-2-*^ 
- h u )v (nmm 740 -fb^^j) isomg & zmmm est mmvKmzj: k> . 
femfc^m 7 4mg *$i&mmt Lx#fc. 

'H-NMR (DMSO-dj) 

<5 : 3.46(s, 3H), 7.12(bis, 1H), 7.82-7.98(m, 3H), 8.00(dd, J=8.8, 1.6Hz, 1H), 8.13(d, 
J=8.8Hz, 1H), 8.33(brs, 1H), 8.38(s, 1H), 9.30(s, 1H) 
MS m/e (ESI) 486 (MH + MeOH adduct) 

%mm 8 5 3 
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F 




5- (6- [3- (4-7jP^n7x^;i/) - I H-VJV-JV- M *± 
V"J>-4— <;H ft7x>-3-7M>ll (2-i?*?)l7S.JJL?M 
75. P ; 3^Ma 

5- {6- [3- (4-7MD7x-;V) - 1 - h U^- 1 if-e^l/-^- 
TSyifJW 75 H mmm7 4 3 0mgA^WJ6 8 iH38©£ 

•H-NMR (DMSO-dg) 

a : 2.72-2.77(m, 6H), 3.15-3.23(m, 2H), 3.50-4.00(m, 2H), 7.14-7.22(m, 2H), 7.40-7 .46(m, 
2H), 7.85 (dd, J=8.8, 1.6Hz, 1H), 8.01 (d, J=8.8Hz, 1H), 8.17 (d, J= 1.2Hz, 1H), 8.26 (s, 
1H) , 8.37 (d, J=1.6Hz, 1H) , 8.56 (d, J=1.2Hz, 1H) , 9.25 (s, 1H) 
MS m/e (ESI) 523(MH + ) 



5 4 



F 




5- {6- [3- (4-7KD7x^l/) - 1 H- ¥?'J-)V- 4 — -T )V\ *± 

5- {6- [3- (4-7Md7x-jw -i-hu^;u-i/f-tf^y-;u- 
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4— f/W W/'J>-4--f*} ^#7x>-2-;*JM^>$ (2-i^?^ 
75/ X^JW 75K 7 4 2 8 3 m g ft 68<h 

ifcfc <k 0 , mm<t&® 6 1 m g ftttftltjfct LT#fc. 
'H-NMR (DMSO-dj) 

3 : 2.76 (s, 3H), 2.77 (s, 3H), 3.16-3.24(m, 2H), 3.25-3.32(m, 2H), 7.30 (t, J=8.8Hz, 2H), 
7.39 (d, J=4.2Hz, 1H), 7.46-7.52(m, 2H), 7.59 (d, J=4.2Hz, 1H), 8.06 (brs, 2H), 8.19 (s, 
lH),9.26(s, lH),9.22(s, 1H) 
MS m/e (ESI) 523(MH + ) 

*1S0!8 5 5 



5- {6- [3- (4-7MD7x-^) - 1 H— If g V~" 4 — OH ^± 

y*'j>-4-<;H ^7x>-2-^M>i (2-^/^;i/7$yx^) 

*5Sfr75 K • 3|j| 

5- {6- [3- (4-7MD7i~;W - 1 - h U?>- 1 H- tf^!/-^- 
4— i)V\ *±VV>~4-' i)V) 5 1 t7x>-2-^M>®! (2-5?;WP 
75/X3M» jWP7*F («B«7 4 3ft^ft) 6 6 mg^S^Mi 6 8 fcH 

'H-NMR (DMSO-dg) 

5 : 2.83(s, 3H), 2.84(s, 6H), 3.33-3.44(m, 4H), 7.25-7.33(m, 2H), 7.46-7.52(m, 2H), 7.54 (d, 
J=4.0Hz, 1H), 7.66 (d, J=4.0Hz, 1H), 8.04-8. ll(m, 2H), 8.18-8.22(m, 1H), 8.27(s, 1H), 
9.24(s, 1H) 

MS m/e (ESI) 537(MH + ) 




H 3HC1 
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IIM8 5 6 




5- {6- [3- (4-7;^P7x-Jl/) - 1 H-m*/—)V-4-' OKI *± 

5- (6-^P ; E^ , /U>-4— 1)V) -^7i>-2-XM>H 

£: 5- (6-yo ; 6^^-yU>-4-^;i/) -f^7x>- 3 

3-(4-7;^n7 - 1 - h u i h- 4 - vu a >m m 

mM2 5fc&®) 9 Omg ft$mWm9 tmm<DBCfoK£r), 5- {6- [3- (4 
-7MD7i^JW - l-hU^-lH-t°^V-;i/-4— f;W 4^/'J> 
-4--fiH5 : t7i>-2-7M>SI ^^7xZ;|/75 K£5-{6- [3 
- (4-7M07I-JV) - 1 - h 'J fJV- 1 H- If 7 X /-JV- 4 - 'f jV] 

»/u>-4— f;w ^7i>-3-x;v*>i ^^;u7x-ju7$ wm-sm 

'H-NMR (DMSO-dj) 

6: 3.25(s, 3H), 7.18-7.52(m, 11H), 8.05(d, J=8.8Hz, 1H), 8.08(dd, J=8.8, 1.6Hz, 1H), 
8.17 (d, J=1.6Hz, IH), 8.26(s, 1H), 9.20(s, 1H) 
MS m/e (ESI) 486 (MH + MeOH adduct) 
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mmm 857 



F 




o 

5- {6- [3- (4-7MD7x^Jl/) -lH-\Z7"/-)V-4-' <)V\ 
V'J>-4— tiki ^7x>-2-7,Jl/^>M (2-^JU/ftU>-4 

5- {6- [3- (4-7MD7i^W - 1 - h 1 if- 

MM7 4 5^m 100mgi4- (2 -puax^JV) U > • Jfflfefi 2 

9mg, hUX3\>l/7$>2 1 #L:&>&£Jfi0J7 4 6 tmU<Dfcfo\z£Q, 

5- {6- [3- (4-7M07I-JW - 1- h'J^- 1 H-tf^ 1 /— 
4—t)V] ^ > /U>-4—f;W ?t7i>-2-7M>i (2- 

; e;i/*>j>-4— r;i/-x^;i/) 7SK60mg£#fc o cn*ni(s«6 1 8 tm 
«©JRIB* 1/T^dd>^>-^^; -jucSBSU x* / -;w-x-^;kfr> e> 

'H-NMR (DMSO-dg) 

(5 : 2.85(s, 3H), 3.06-3.21(m, 2H), 3.38-3.84(m, 8H), 3.94-4.03(m, 2H), 7.24-7.32(m, 2H), 
7.46-7.52(m, 2H), 7.54 (d, J=4.0Hz, 1H), 7.65 (d, J=4.0Hz, 1H), 8.04-8.1 l(m, 2H), 8.18- 
8.22(111, 1H), 8.27(s, 1H), 9.23(s, 1H) 
MS m/e (ESI) 579(MH + ) 

mmm 8 5 8 
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VsP H 2HC1 

k 

5- {6- [3- (4-7MD7i^) - 1 H- fc° Z^zikz 4 — f 2kJ 
*/U>-4 — OH ^7x>-2-^;i/aK>Mft (2-^h^X^) 

5- {6- [3- (4-7MD7I-JW - 1 - h'J^;i/- 1 H-¥?V—)]s- 

SS^aj 7 4 5ik&M) 1 0 0mgt2-i'DDX5 : ;M^H-fJH 5 (iLfrZm 
ffiM7 4 6 tmm<Dfcmz&r). 5- {6- [3- (4-7M07i-;W -1 

-hU5 1 ;u-ii/-tf^y-jw-4-^;i/] 4 t ^/u>-4— r;w ft7i>- 
;i/-x— r;w^Hteft*ffv^ WMib&mz 5mg*tftBIfclTH&. 

'H-NMR (DMSO-dj) 

5 : 2.82(s, 3H), 3.20-3.25(m, 2H), 3.23(s, 3H), 3.47-3.52(m, 2H), 7.24-7.32(m, 2H), 7.41- 
7.52(m, 3H), 7.55 (d, J=4.2Hz, 1H), 8.05 (d, J=8.7Hz, 1H), 8.08 (dd, J=8.7, 1.8Hz, 1H), 
8.18-8.22(m, 1H), 8.26(s, 1H), 9.22(s, 1H) 
MS m/e (ESI) 556 (MH + ) 

8 5 9 
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6 

5- {6- [3- U-7)V*U7*-)V) - lH-m*/-)V-4-' OH jr± 

5- {6- [3- (4-7M0 7X-JW - 1 - h'J^;U- 1 H-\^yV—)V- 

«097 4 5fb&*W 1 0 Omgt^DT'DWn^M 7tfL*>S£J6m 
4 6fcH*©R*fcJ:D, 5- {6- [3- (4-7JP*n7x=^) - 1 - h U 

i/f-tr^v-;i/-4— r;n **vu>-4— r;n Wx>-2-7 
Rtto£jS« LTi?^ nm**>-**y -;ncjg#u x* y -;i/-x~r;i^ 

'H-NMR (DMSO-d 6 ) 

6 : 1.35-1.62(m, 8H), 2.74(8, 3H), 7.24-7.32(m, 2H), 7.42(d, J=4.2Hz, 1H), 7.45-7.52(m, 
2H), 7.54 (d, J=4.2Hz, 1H), 8.05 (d, J=8.8Hz, 1H), 8.09 (dd, J=8.8, 1.6Hz, 1H), 8.18 (d, 
J=1.6Hz, 1H) , 8.26(s, 1H), 9.22(s, 1H) 
MS m/e (ESI) 566 (MH + MeOH adduct) 

£MM 8 6 0 



842 



WO 02/088107 



PCT/JP02/04156 




5- {6- [3- U-y)V-tuy^~)V) - l//-e^/-Jl/-4— uv\ ±± 

mm. 

5- {6- [3- (4-7MD7x-;W -l-hu^-iH-tr^y-^- 
4— OKI ^^- > /U>-4-'T;W ?t7x>- 2 -^M^^^JS H (M 
WJ7 4 5 fls^fc) 1 0 0 m g £^>v>;K?D b* 1 8 jti Lfr ZMMM 7 4 6 £ 
mU<DEfo\Z£Q, 5- {6- [3- (4-7Mn7x-J0 - 1 - ^U3^>^- 
l H- If ^l/-^- 4 — f ;U] *:M/'J >- 4— OW ^t7x>-2-XM> 
^>i?;i/-^^;V75 H 6 4mg£*#£o zn*mmM6 1 8 tR*OSAS& 

'H-NMR (DMSO-dj) 

6 : 2.67(s, 3H), 4.23(s, 2H), 7.25-7.40(m, 7H), 7.46-7.53(m, 3H), 7.64 (d, J=4.0Hz, 1H), 
8.06(d, J=8.4Hz, 1H), 8.09(dd, J=8.4, 1.2Hz, 1H), 8.22(d, J=1.2Hz, 1H), 8.28(s, 1H), 
9.24(s, 1H) 

MS m/e (ESI) 588 (MH + MeOH adduct) 
l»J8 6 1 
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/-N 

5- {6- 13- (4-7Mn7i-j» - 1 H- 1!?^- 4 — f ^ 
>— 4 — TJH ^7x>-2-XJl/^>j J*^JP- (2-qE;P^'J>-4 

5- {6- [3- (4-7MD7x-JW - 1 - h >J 1 H- MLvV—fr- 

JI0I7 4 5-ft£«j) 100mgt4- (2-^DD7tf;W WJ>10 2m 
g^&HHM7 4 6 &Nttt0jKftK£D, 5- {6 - [3- (4-7MD7i- 

;W - 1 - h u 1 //- tf^y— ;t^— 4 - - ou] ^yu>-4— on 3^ 

;W 75 HO. 4 3g£#fc. cnftHJfcfie 1 8tBM»CDK«ftUT^DO^ 

6 3mgSefijg»tbT#fc. 
'H-NMR (DMSO-dg) 

6 : 2.86(s, 3H), 3.35-3.63(m, 8H), 4.l6(s, 2H), 7.27-7.34(m, 2H), 7.44-7.54(m, 3H), 7.63 (d, 
J=4.0Hz, 1H), 8.05 (d, J=9.8Hz, 1H) , 8.09 (dd, J=9.8, 1.2Hz, 1H), 8.23 (s, 1H), 8.28(s, 1H), 
9.25(s, 1H) 

MS m/e (FAB) 593 (MH + MeOH adduct) 
8 6 2 
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IzP M 3HC1 



s 



5- [6- (3-*?)V-lH-¥7^-)V-4— f;i/) ^r^-VU >- 4 — OH 

5- [6- o-^^u-i-hu^u-ifz-tr^^-^-^— r;i/) *^/u 

■fc&tt 4 3 m g £ LT#fc. 

'H-NMR (DMSO-d 6 ) 

6 : 2.52(s, 3H), 2.84(s, 3H), 2.85(s, 3H), 2.88(s, 3H), 3.34-3.42(m, 2H), 3.43-3.50(m, 2H), 
7.92 (d, J=4.2Hz, 1H), 8.13(s, 1H), 8.16 (d, J=4.2Hz, 1H), 8.28-8.33(m, 2H), 8.46 (d, 
J=2.0Hz;lH),9.27(s, 1H) 
MSm/e(ESI)457(MH + ) 

mmms 6 3 



5- (6- [3- {A-y)V^ruy^-)V) - 1 h-¥^^-)\,- 4--{ M 




S 



0 



/ 
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5- {6- [3- (4-7MP7i^JW - 1 - h L)3SN/- 1 

4-fJl/| 4-4 M tt7JL>-2-Z)Vfc>m. 

;W ^^75 H (£Jfi09 7 4 6fc£*W 1 0 0mgil-^^;Hf^^i?>2 9 

ML, HJX3\>K7$>7 2/iL, M N-i?*?)V*)V&7 S. H 3mL ©jg^#J 

{6- [3- (4-7M07i^W -l-MWl'-lH-tf^/ 
-)V-4-4)V] +t'/U >- 4 - 'f JW ft7i>- 2 - 7JP*>B 
[2- (4-j*9\>Hf^5i?>-l-1';W X^Ji,] 75MlmgS#fc. dtl 

'H-NMR (DMSO-ds) 

6 : 2.80(brs, 3H), 2.87(s, 3H), 3.48-3.90(m, 12H), 7.27-7.34(m, 2H), 7.48-7.56(m, 3H), 
7.64 (d, J=4.0Hz, 1H) , 8.07-8.10 (m, 2H) , 8.22(brs, 1H), 8.29 (brs, 1H) , 9.25(s, 1H) 
MS m/e (FAB) 592 (MH + ) 

mmms 6 4 




5- {6- [3 - (4-7M07x-J^) - 1 tf-bf^V-;i/-4— r;i/] ^± 

yj>-4— ^^x>-2-xji/»>^ [2- (3-* h±kgo_!Ii? 

5- {6- [3- (4-7JWP7i-;W - 1 - h U^JP- 1 H- tf 7l/-;p- 
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4— OKI *^/U>-4-> <M ft7x>-2-XM>H 
;W ^ H («#J7 4 6fc£#|) lOOmg, 3 h*->tf O >J i?> • 

6fflg^6MKM8 6 3t^tt©S*fc<kD 5- {6- [3- 

tD7i-JW -i-hU5 1 ;w-.ii/-t!^\/-;p-4— f;p] **VU>-4- 
-r;W ^7x>-2-x;^>m [2- (3-* h*5/KDU5?>-i--f;w 

x^;W *3\>K7$K2 3mg£fc&. Cft*«fl6 8fcn*C!>jRfc*l/r, 8 
Sfc£ttl 6mg$fMltbT#fe. 
'H-NMR (DMSO-d 6 ) 

6 : 2.85(d, J=4.8Hz, 3H), 3.28(s, 3H), 3.17-4.22(m, 11H), 7.26-7.34(m, 2H), 7.48-7.56(m, 
3H), 7.63-7.67(m, 1H), 8.07-8.14 (m, 2H), 8.22(brs, 1H), 8.29 (br, 1H), 9.26(s, 1H) 
MS m/e (FAB) 593 (MH + ) 

&MM8 6 5 



5- {6- [3- (4-7M07x-^) - 1 if-lf ^/-jU-4 — (M 

yu>-4— r;H ^7x>-2-x;^>i [2- (4-/h^>7i^) 

5- {6- [3- (4-7;i/to7x-^) - 1 - ku^;u- i //- tf^ y— ju- 
4— ow *^/u>-4— ^7x>-2-xw>i [2- (4-^ 

h^y7xZJW ^W5H (IIM747CIJ) 47m 
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■H-NMRpMSO-ds) 

6 : 2.92(s, 3H), 3.86(s, 3H), 4.81(s, 2H), 7.04-7.10(m, 2H), 7.26-7.33(m, 2H), 7.48-7.53(m, 
3H), 7.67 (d, J=4.0Hz, 1H) , 7.97-8.00(m, 2H), 8.04-8.10(m, 2H), 8.25 (s, 1H), 8.29 (s, 1H), 
9.25 (s, 1H) 

MS m/e (ESI) 646 (MH + MeOH adduct) 
8 6 6 



5- {6- [3- (4-z7)l*U7x.-)\,) - lH-b?^/-Jt/-4 — UV\ 
*/U>-4— < JH ft7x>-2-m>» [2- (4-7Mn7i-JV) 

5- {6- [3- (4-7Mo7i^w -l-hu^-i/z-tr^y— 
4— r;w ^yu>-4— r;w ^t7i>-2-^*>i [2- (4-7 

MD7i-;W 2-^VlfM *3Ml/75 K 7 4 8 {b£fe) 9mg 

^6««I6 1 8 tm&0)Kfe\Z£r), m^7mg^fi^ttT#fc, 
'H-NMR (DMSO-dg) 

6 : 2.92(s, 3H), 4.88(s, 2H), 7.26-7.33(m, 2H), 7.36-7.44(m, 2H), 7.47-7.54(m, 3H), 7.67 (d, 
J=4.0Hz, 1H) , 8.06-8.12(m, 4H), 8.24 (s, 1H) , 8.28 (brs, 1H) , 9.25 (s, 1H) 
MS m/e (ESI) 634 (MH + MeOH adduct) 

mmm 8 6 7 
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5- {6- [3- (4-7MP7i-;i/) - 1 H- )V- 4 — Ol/I 

yj>-4— (M ^7x>-2-7,Jl/^>^ r 2 - (3-^h^>7i-J|/) 

5- {6- [3- (4-7MD7xZjW - 1 - h U 7)V- 1 H- 



gfr*>m&M6 1 8<hHH©SJ^fc«i;D, ^^#»4mg^1i^StLTt#fco 
'H-NMR (DMSO-dg) 

6 : 2.93(s, 3H), 3.82(s, 3H), 4.88(s, 2H), 7.24-7.34(m, 3H), 7.44-7.54(m, 5H), 7.59 (d, 
J=7.2Hz, 1H), 7.67 (d, J=3.6Hz, 1H), 8.08 (brs, 2H), 8.24 (s, 1H), 8.28 (s, 1H), 9.25 (s, 
1H). 

MS m/e (ESI) 646 (MH + MeOH adduct) 

mmm 8 6 8 



5- {6- [3- (4-7M07i-^) - 1 H-¥?V-)l-4 — OH *± 



4— on ^/U>-4-<;W ?t7x>-2-^>t [2- (3-* 
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i/'J>-4— on x.>- 2 -zjiftym \2 - (2-* h*z/y3L-)i) 

5- {6- [3- (4-7;VtD7x-;W - 1 - h U^- 1 H- 

WJ7 4 54k&m 5 0mgt2-^ h+~>7it'>Jl'7*D^ K8 Omgd^i 
«W7 4 9i:P«OK«:*U 5- {6- [3- (4-7UD7injW -1- 
h'Jf^-lH-t7 , /-Jl'-4-^;W ^y»J>-4— r;M ft7x>-2 
-7UU*>^ [2- (2-^^y7i-;W 2-^VX5";H /^7S h* 
3 Omg^ffc. dn**WJ6 1 8 £B«©£jS£fr-5 ^Slb^tl 
2 m g t LT#&. 

'H-NMR (DMSO-dg) 

d: 2.93(s, 3H), 3.95(s, 3H), 4.68(s, 2H), 7.06(t, J=7.5Hz, 1H), 7.23 (d, J=8.0Hz, 1H), 
7.29(t, J=8.0Hz, 2H), 7.45 (d, J=3.4Hz, 1H), 7.50(t, J=8.0Hz, 2H), 7.58 (d, J=3.4Hz, 1H), 
7.62(t, J=7.5Hz, 1H), 7.69 (d, J=8.0Hz, 1H), 8.05-8.16(m, 2H), 8.23 (brs, 1H), 8.28 (brs, 
lH),9.25(s, 1H) 
MS m/e (FAB) 614 (MH + ) 



5- T6- (l/f-fc:^A-;i/-4— nV) *±W>-4-^)V] f^7i>- 
2-;ftJI//K>gg (2. 4-z/7)l*uy^-)l) 75. H ; 2&jg% 

5- [6- (i-h'J5 1 ;i/-i J ff-tr^i/-^-4— r;p) *^yj>-4— r;i/| 

^7x>-2-M#>i (2, 4-77MD7xZJW 75 H (HJ|^J7 
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5 o ft&tt) 1 2 2 m g frznmm 6 7 1 mm<D&mz& v , 6 2 m g 

'H-NMR (DMSO-dg) 

6 : 7.13-7.20(m, 1H), 7.38-7.46(m, 1H), 7.59-7.67(m, 1H), 8.10 (d, J=8.8Hz, 1H), 8.19 (d, 
J=4.2Hz, 1H) , 8.27 (d, J=4.2Hz, 1H) , 8.39(s, 2H) , 8.39 (dd, J=8.8, 2.0Hz, 1H) , 8.61 (d, 
J=2.0Hz,lH),9.23(s, 1H) 

MS m/e (ESI) 466 (MH + MeOH adduct) 

«M8 7 0 




5- [6- (lH-fcf^/-JP-4 — UV) *-WJ >- 4 f JW1 ft7i>- 

2-^?;i/7H>ig ^7^y-;u-2— f h ♦ 3 jjftaftjft 

5- [6- (l-MJ^-lH-K9!/-;p-4— f;W WJ>-4-^fM 
'H-NMR (DMSO-dj) 

6 : 7.33(d, J=4.0Hz, lH),7.60(d, J=4.0Hz, 1H), 8.10(d, J=8.8Hz, 1H), 8.29(d, J= 4.0Hz, 
1H), 8.36-8.43(m, 4H), 8.61 (d, J= 1.6Hz, 1H), 9.24(s, 1H) 
MS m/e (ESI) 437 (MH + MeOH adduct) 

I»J 8 7 1 
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N 



F 



2HC1 



2 -7;kta- TV- (4-7J^a7xn;i/) -4- [6- (1 )V- 

2-7;^0-JV- (4-7M07x"JW -4- [6- ( 1 - h U 1 // 

-tf77-;U-4-<^) *^/U>-4— f;W ^>X75H (fSttfll7 5 4<t 
6 2mg$rh5kh'D77>^/-JKl : 1) Oig»8. OmL 
fcfc^U 5N4I^6. OmL£jD*.> 5^4 0lCTMW;t, MT3if B 1 

'H-NMR (DMSO-dg) 

d: 7.20-7.27(m, 2H), 7.77-7.83(m, 3H), 7.85 (dd, J=10.8, 1.2Hz, 1H), 7.91 (t, J=7.2Hz, 
1H), 8.13(d, J=8.8Hz, 1H), 8.17(d, J=1.8Hz, 1H) , 8.23 (brs, 2H), 8.38(dd, J=8.8, 1.8Hz, 
lH),9.34(s, 1H) 

MS m/e (ESI) 460 (MH + MeOH adduct) 
7 2 
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2-7)V*U-N-*T*J—)\r-2-' r;i/-4- T6- ( 1 H- bf ^/-)V- 4 - 

±M ^^-v > u>-4 — fju] ^>X7$H : 3jii 
5i/-;u-4— f;w *^/u>-4— f;w ^>xts h mmmi 5 5 

'H-NMR (DMSO-d^) 

6: 7.37 (d, J=3.2Hz, 1H), 7.60 (d, J=3.2Hz, 1H), 7.81 (dd, J=7.6, 1.3Hz, 1H), 7.85 (dd, 
J=10.8, 1.3Hz, 1H), 7.99(t, J=7.6Hz, 1H), 8.14(d, J=8.8Hz, 1H), 8.15(d, J=2.0Hz, 1H), 
8.23(s, 2H), 8.39 (dd, J=8.8, 2.0Hz, 1H), 9.34(s, 1H) 
MS m/e (ESI) 449 (MH + MeOH adduct) 

£j&ftl8 7 3 




AT-->^n^ab!;w-4- (6- [3- (2, 4-y7)VJrn73i-)V) -IH- 

N-^^UZfU\d)V-A- {6- [3- (2, 4->?7MD7i^W - 1 - h 

>X75 H («#J7 5 6ft-&#|) 1 9mg^M6 7 tBHiORjSKJ: ^ 
®<t£^ 6 m g t iTlfc. 

'H-NMR (DMSO-dg) 

6 : 0.52-0.78(m, 4H), 2.87-2.94(m, 1H), 7.05-7.27(m, 2H), 7.29-7 .35(m, 1H), 7.40-7.50(m, 
2H), 7.50-7.63(m, 2H), 8.09 (d, J=8.4Hz, 1H), 7.13 (dd, J=8.4, 2.0Hz, 1H), 8.31 (s, 1H), 
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8.49 (d, J=4.0Hz, 1H) , 9.30(s, 1H) 

MS m/e (ESI) 518 (MH + MeOH adduct) 



MM 8 7 4 




2-y)l^-n-N~^7^~)l- 2 — T JU— 5 - [6- (if/-h 0 7'/-;u-4- 
2-7MD-i^-f7y-Jl/- 2 — f ;U- 5 - [6- (1- MJ^;P- 1 H-hf 

^y-;i/-4— r;w) ^r/u>-4— r;w ^>X7$ h (Hil^j7 5 9te-&#o 

'H-NMR (DMSO-dg) 

<5: 7.34 (d, J=3.4Hz, 1H), 7.57 (d, J=3.4Hz, 1H), 7.65 (dd, J=10.0, 8.8Hz, 1H), 8.12(d, 
J=8.8Hz, 1H), 8.10-8.15(111, 1H), 8.20 (d, J=2.0Hz, 1H), 8.22-8.27(m, 3H), 8.38 (dd, 
J=8.8, 2.0Hz, 1H) , 9.32(s, 1H) 
MS m/e (ESI) 449 (MH + MeOH adduct) 

mmm8 7 5 



V O F 2HC1 
AT— (2, 4-y7MD7x^)l/) -2-:7JM-a-5- [6- (l/f-bf^V 
-)V-A-^)V) *±^*)>-4-^M ^>X75K» 2jftEftjft 
TV- (2, 4-y7MD7iZ)W -2-7;^D~5- [6- (1-h'J^ 
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'H-NMR (DMSO-dg) 

6: 7.10-7.18(m, 1H), 7.35-7.44(m, 1H), 7.60-7.64(m, 1H), 7.78-7.87(m, 1H), 8.12 (d, 
J=8.8Hz, 1H), 8.08-8.14(m, 1H), 8.19 (dd, J=6.8, 2.0Hz, 1H), 8.22 (d, J=0.8Hz, 1H), 
8.24(s, 2H), 8.38 (dd, J-8.8, 2.0Hz, 1H) , 9.32(s, 1H) 
MS m/e (ESI) 478 (MH + MeOH adduct) 

mmms 7 6 



3- {1- [6- (.3 1H-\£7*S-)V- 4-4 )V) 4^/'J>-4- 

3- {1- [6- (3-^^;i/-i-hU5 L ;w-iH-tf7V > -;w-4— r;w * 

'H-NMR (DMSO-dg) 

6 : 1.90-2.07(m, 2H), 2.20-2.30(m, 2H), 2.51(s, 3H), 4.12-4.23(m, 2H), 4.38-4.46 (m, 2H), 
4.93-5.00(m, 1H), 7.37-7.46(m, 2H), 7.53(t, J=8.0Hz, 1H), 7.59 (d, J=1.6Hz, 1H), 7.95 (d, 
J=8.8Hz, 1H), 8.06(s, 1H), 8.09(s, 1H), 8.20(dd, J=8.8, 1.6Hz, 1H), 8.85(s, 1H) 
MSm/e(ESl)411(MH + ) 

mMM8 7 7 
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(4-7MD7x3) - il - T6- (3-^)1-1 H-\f^V-)l- 4- 
(4-7Mn7xz;W - {1- [6- (3 1 - 1 H- M 

6 2fc£^) 7 4mg^e>H»6 7 t^©^fc<t0, ^^£#13 2 
'H-NMR (DMSO-dg) 

5 : 1.80-1.92(m, 2H), 2.05-2.14(m, 2H), 2.47(s, 3H), 3.75-3.95(m, 2H), 3.96-4.05(m, 1H), 
4.75-4.90(m, 2H), 7.38-7.45(m, 2H), 7.91(d, J=8.4Hz, 1H), 8.04(s, 1H), 8.07(d, J=1.7Hz, 
1H), 8.13-8.17 (m, 2H), 8.18(dd, J=8.4, 1.7Hz, 1H), 8.83(s, 1H) 
MS m/e (ESI) 416 (MH + ) 

WJ8 7 8 



4- C4- (4-^fM^ZJl/7i;^y) fcf^'»»>- 1 — <)V\ -6- (1 

(4- [4- (4-/^M-;i/7i;^y) M^i>y-\-^)V\ -6- 
(l-hU^-lH-lf7^-jl,-4-<;P) ^/'J>(iffi^|7 6 z\t^m) 
1 0 2mg^£M0iJ6 7 <?:TO©£jfr£«k 9, gllb^5 2mg^i^ H B a t 
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'H-NMR (DMSO-dj) 

6 : 1.94-2.04(m, 2H), 2.20-2.29(m, 2H), 3.18(s, 3H), 4.17-4.25(m, 2H), 4.35-4.43(m, 2H), 
5.00-5.06(m, 1H), 7.28 (d, J=9.0Hz, 2H) , 7.88 (d, J=9.0Hz, 2H) , 7.91 (s, 1H) , 8.22-8.34(m, 
4H), 8.82(s, 1H) 
MSm/e(ESI)450(MH + ) 

mMM8 7 9 



4- [4- (4-^^MMr;|/7x;^y) fcf^'J S?>- 1 -- -fJM -6- (3 

4- [4- (4-^f;i/7M-;i/7xy**» fcr«*U5»-i--ow -6 - (3 
1 - h u 3\>u- 1 h- tr-7 4 — f ;w u > (Hififli 7 6 

4ft^«j) 1 2 6mg^e»HJS««J6 7 fcH«0E*fc«fcO, flUUbfrft 8 3mg£ 

'H-NMR (DMSO-cy 

6 : 1.95-2.04(111, 2H), 2.23-2.30(m, 2H), 2.48(s, 3H), 3.18(s, 3H), 4.17-4.25(m, 2H), 4.37- 
4.44(m, 2H), 5.00-5.04(m, 1H), 7.25-7.30(m, 2H), 7.85-7.90(m, 2H), 7.94 (d, J=8.8Hz, 1H) , 
8.05(s, 1H), 8.09(d, J=1.6Hz, 1H), 8.20(dd, J=8.8, 1.6Hz, 1H), 8.85(s, 1H) 
MS rale, (ESI) 464 (MH + ) 

mmm 8 8 0 
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(5-*7)MVft-)\'tty3i>-2-'()V) - {1- [6- (lH-mV- 
(5 - ^ WM-;i/5 1 t7x>- 2 --f ;W - {1- [6- (1-hU^- 

m 1 4 m g t UTftfc. 

'H-NMR (DMSO-dj) 

<5 : 1.85-1.97(m, 2H), 2.10-2.18(m> 2H), 3.45(s, 3H), 3.75-3.88(m, 2H), 3.88-3.97(m, 1H), 
4.69-4.82 (m, 2H), 7.84 (d, J=8.8Hz, 1H) , 7.99 (d, J=4.0Hz, 1H) , 8.20-8.34 (m, 5H) , 8.80(s, 
1H) 

MS m/e (ESI) 468 (MH + ) 
8 8 1 



(5-><fMM-^t7x>-2-fjV) - { 1 ~ C6- (3-*7)1s-l 

H-br^v-;w-4--f;i/) ^-^-vu >- 4 — on bf^u^>4 — fjki 
> • 3 JjigE 

(5-.*9 1 ;K*JU*-;H 1 *7x>-2--f;W - { l - [6- (3-^^-1 
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-4M *$jy mmm 68<t&m 5 9m S frzmmme 7 tmmvsifoiz 
«k 0 , m^tt 3 1 m g sn-sasn t Lxntc a 

'H-NMR (DMSO-dg) 

6 : 1.85-1.96(m, 2H), 2.10-2.20(m, 2H), 2.47(s, 3H), 3.45(s, 3H), 3.73-3.89(m, 2H), 3.89- 
3.99(m, 1H), 4.76-4.85(m, 2H), 7.91 (d, J=8.8Hz, 1H) , 7.98 (d, J=4.0Hz, 1H) , 8.03(brs, 1H), 
8.07(d, J=1.6Hz, 1H), 8.18(dd, J=8.8, 1.6Hz, 1H) , 7.27 (d, J=4.0Hz, 1H), 8.83(s, 1H) 
MS m/e (ESI) 482 (MH + ) 

HSS0iJ8 8 2 



4- (5-^^;i/7>JI/7lx-JV^7x>-2— f;i/) -6- [3 - (fcf»JS?>-2 

««8 4£H«©;!FttT, 4- (5-^^7.;u^-;v5 i ^>'x>-2-— r;w 
-6 - [3- (fcrys»-2-'f;w - 1 - h ' J 9\>w- i h- tr^y-;v- 4 — r 

;W *^/'J> (HI«7 7 0fc6tt) 2 0 2mg^e», gj£4b£ttl9 5mg^f 
•H-NMR (CDC1 3 ) 

6 : 3.26(s, 3H), 7.30(m, 1H), 7.43(d, J=8.0Hz, 1H), 7.63(m, 2H), 7.71(d, J=4.0Hz, 1H), 
7.80(s, 1H), 8.06(dd, J=8.8, 2.0Hz, 1H), 8.18(d, J=8.8Hz, 1H), 8.45(d, J=1.2Hz, 1H), 8.67(d, 
J=4.0Hz, 1H), 9.33(s, 1H) 

H»8 8 3 




S0 2 Me 
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NHMe 




S0 2 Me 



(4- {4- [4- (5-^^7,;i/7|s-;^^-7x>-2— QV) *±W>- 

»J8 4t^©^> (4- {4- [4- (s-pWK*;^-;^ 
-3— r;H 7i-jw *;w«5>Bl t-»xxf;i/ (IIM7 7 3<b&#i) 

16 8mg*6, HftdttS 6mg^ffig H H H iLT#fc. 
'H-NMR(CDCl3) 

6 : 2.90(s, 3H), 3.24(s, 3H), 6.67(d, J=8.4Hz, 2H), 7.01(d, J=4.0Hz, 1H), 7.26(d, J=8.4Hz, 
2H), 7.56(d, J=4.0Hz, 1H), 7.90(s, 1H), 8.11(m, 2H), 8.23(d, J=1.6Hz, 1H), 9.23(s, 1H) 

8 4 



(4- (4- [4- (5-^^;wxj^-;i/^7x>-2— r;p) j=£ 
yj>-6— ot/] - i j/-bf7'/-ji/-3— f;vi ^>>?;t/) 7$> 

«^J8 4t^(D*ST% (4- {4- [4- ( 5 - *?)V7,)),*-)\, 

ft7i>-2 — ()V) ^yj>-6-'f;W - 1 - hlWI/- lH-t?9»/— 
)V-Z-' <M ^>z?)l) 75. y 7 6ft;£/») 7 5mgid^, «Hft^ 

%3 4nig§ffiigatl/T#fc. 
'H-NMR (CDClj) 

<5 : 2.28(s, 6H), 3.24(s, 3H), 3.52(s, 2H), 7.03(d, J=4.0Hz, 1H), 7.40(d, J=8.4Hz, 2H), 
7.43(d, J=8.4Hz, 2H), 7.56(d, J=4.0Hz, 1H), 7.88(s, 1H), 8.02(dd, J=8.8, 2.0Hz, 1H), 8.1 l(d, 




S0 2 Me 
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J=8.8Hz, 1H), 8.20(d, J=1.2Hz, 1H), 9.26(s, 1H) 



mmms 8 5 




NMe 2 



*J**)V (4- {4- [A- (5-^^X;^r:;i/^7x>-2— f;u) 

yj>-6--on - iH-bf^/-Ji/-3— f Jkl 7x-;u) 7$ > 

^6&0iJ8 4iii^Sl?, S?*^- (4- {4- [4- (S-^^X;!/^-^ 

^7x>-2—r;w *±y*u>-6 — f;w - 1 - h u^;b- 1 h-Mz/^j- 

)V-Z—OV) 7i^jW 75 > 7 8{t£fcl) 1 1 lmg^S, Mfc 

'H-NMR (CDC1 3 ) 

6 : 3.06(s, 6H), 3.23(s, 3H), 6.77(d, J=9.2Hz, 2H), 6.98(d, J=4.0Hz, 1H), 7.31(d, J=8.8Hz, 
2H), 7.47(d, J=4.0Hz, 1H), 7.90(s, 1H), 8.10(m, 2H), 8.25(s, 1H), 9.23(s, 1H) 

l»J8 8 6 



6- T3- (2, 4->?7J^D7xr:;P) -ltf-bf7'/-Jl/-4--f;i/1 -4 

- (5-^^Ji/7,;u^-ji/^7x>-2— f;u) £j^/u> 

»8 4^i<0» 6- [3- (2, 4-v7;^P7xnjW) 

u^;u- 1 H-tf^y-;i/-4— f -4- (5-^^;i/7s;i/^;i/^7x> 
-2--r;i/) *^vu> gush 7 8 ofc^ao 2 0 img^, «gfc£4&7 4 
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'H-NMR (DMSO-dj) 

8 : 3.46(s, 3H), 7.30(m, 3H), 7.59(m, 1H), 7.75(d, J=4.0Hz, 1H), 8.09(m, 3H), 8.50(brs, 
1H), 9.23(s, 1H), 13.48(brs, 1H) 



HJSfll 8 8 7 




S0 2 Me 



4- (5-^^JUX;i/^nj^^-^x>-2— TJt/) -6- [3- (4-^EJVfr'J 

Hifc^js 4tH«o*ft"c, 4- (5-^^;i/x;^nji/5 1 ^-7x>-2— r;w 

-6- [3- (4-^7fxU>-4— ^7x=^) -l-hU^-lfZ-tf^ 
I/— JW— 4 — TJP3 *^/U> {fkUmi 8 2ft-&*) 1 3 lmg^S, UMit^ 
m 3 4 m g £ LT#fc, 
'H-NMR (DMSO-dg) 

5 : 3.16(m, 4H), 3.45(s, 3H), 3.75(m, 4H), 7.02(m, 2H), 7.28(m, 3H), 7.70(d, J=4.0Hz, 1H), 
8.00-8.24(m, 4H), 9.21(s, 1H) 



USS^J 8 8 8 




6- (3-^>V fl, 3] VttV-fr-S-^fr-lH-yZ^S-fr-A-'t 

)V) -4- (5-^^MMr:m7x>-2-^;i/) ^±Vjj> 

**«8 4fcHttO*ttT?, 6- (3-^>y [1. 3] z?*3rV-)l-5—f)], 
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-i-Mi^-if/-K7»y-;p-4— r;w -4- (5-*3SH*;ww;i^ 

t7x>-2--f;W *^/'J> 7 8 4 it'a^U) 4 6mg^^ Mfc& 

'H-NMR(CDCl3) 

5 : 3.25(s, 3H), 6.04(s, 2H), 6.90(m, 2H), 6.96(dd, J-8.0, 2.0Hz, 1H), 7.18(d, J=4.0Hz, 1H), 
7.65(d, J=4.0Hz, lH),7.89(s, 1H), 8.04(dd, J=8.8, 1.6Hz, 1H), 8.12(d, J=8.8Hz, 1H), 8.22(d, 
J=1.2Hz, 1H), 9.26(s, 1H) 




6- (3- [4- (6-^h^->IfUv ? >-3— 7x^1/] -lff-fcf^/ 

-;u-4 — r;n -4- (5-^^;^j|/t}n-;i/^7x>-2— r;p) £fc/u 
> 

|||S^J8 4tll#©7jfe^ 6- {3- [4- (6-* h+S'tfU S»- 3 -> f;i/) 

7x^;H -i-hU^;i/-i//-tf^v-;i/-4— -4- (5-^^t> 
;i/3jN-;^*7x>-2— r;i/) U> (IM? 8 6<t£fe) 1 5 7mg^ 

«IBfl:^«l8 6mg*j»fiieili:UT»fc. 
'H-NMR (DMSO-dg) 

8 : 3.88(s, 3H), 6.91(d, J=8.8Hz, 1H), 7.44(m, 1H), 7.55(m, 4H), 7.69-7.86(m, 3H), 8.07(m, 
4H), 8.25(brs, 1H), 8.36(m, 1H), 8.54(m, 1H), 9.24(s, 1H) 

$ffi098 9 0 



863 



WO 02/088107 



PCT/JP02/04156 



Me 




S0 2 Me 



4- (5-*?)VZ)\>ft-)]/tt7*>-2-'()l>) -6- (3-p-h'JJW-l 

mnm% 4i^©^, 4- (5-^^;vfcm7i>-2-r;i/) 

-6- (3-p-h'j;i/-i-hU^;i'-iH-tf^i/-;i/-4— 

> (Hifi#l7 8 8fc£ft) 2 4 8mg^£>, 2 5mg£J|&iigI I £L 

'H-NMR (DMSO-dj) 

5 : 2.35(s, 3H), 3.44(s, 3H), 7.20-7.40(m, 5H), 7.66(d, J=4.0Hz, 1H), 8.01-8.20(m, 3H), 
8.34(brs, 1H), 9.22(s, 1H) 

H»8 9 1 



4- (5-^5 1 Jl/X;^^;^^-7x>-2— r;i/) -6- C3- (4-hV7)l 
IIIJ8 4 4- (5-*^frZ)l,*-)lttyx>- 2--f)V) 

-6- [3- (4-hU7;i/^-a^^;P7xz:;i/) - 1- hu^jiz-i-Fz-tr^V 

-;i/-4-<;W *:hV"J> (HJS^J7 9 0ft£*W ,2 6 0mg*6, ftlifc^fe 
8 8mg*»fiieitiUTf»fc. 
'H-NMR (DMSO-cy 

5 : 3.44(s, 3H), 7.55(d, J=4.0Hz, 1H), 7.69(d, J=4.0Hz, 1H), 7.70(d, J=8.4Hz, 2H), 7.8 l(d, 
J=8.0Hz, 2H), 8.05(dd, J=8.8, 2.0Hz, 1H), 8.11(d, J=8.8Hz, 1H), 8.25(d, J=1.6Hz, 1H), 
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8.33(brs, 1H), 9.28(s, 1H) 



HIS 9 2 




pCF 3 



4- (5 -^^;PX;^n;i/^7j:>- 2-^)1) - 6- [3- (4-HJ7J1/ 

HI60iJ8 4i|^i0^-C, 4- (5-^^^m7x>-2-fjW 
-6- [3- (4-HJ:7;M-0* h+i/7x^W - 1 - HJ3\>U- 1 H-\i"y 

^-)v-4-^)v\ *wj> mmmi 9 2it&m 2 5 5mg*6, «»b^ 

m 1 0 2 mg l<T#fco 
'H-NMR (DMSO-d 6 ) 

5 : 3.45(s, 3H), 7.45(m, 2H), 7.54(d, J=4.0Hz, 1H), 7.59(d, J=8.4Hz, 2H), 7.72(d, J=4.0Hz, 
1H), 8.06(dd, J=8.8, 1.6Hz, 1H), 8.10(d, J=8.8Hz, 1H), 8.24(d, J=1.6Hz, 1H), 8.26-8.42(br, 
1H), 9.27(s, 1H) 

9 3 



6- [3- (2, 4-v^PP7x-;i/) - 1 H- M 3 V~)V~ 4 — f ;V] -4- 
( 5 - ^ 5^7. )V^-)V^y x > - 2 - - T )V) *±2U)> 
nMM8 4tmm<D-%m-Z. 6- [3- (2, 4-yi7DD7i^) -1-h'J 

5=-;u- 1 i*-tr^7-;i/-4-' on -4- (5-^^7^W7i>- 

2-<i)V) *±VV> mmm7 9 4fc£4&j) l 4 6mgA^, «IBflS#«7 3m 




SQ 2 Me 
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'H-NMR (DMSO-dg) 

6 : 3.48(s, 3H), 7.15(brs, 1H), 7.60(m, 2H), 7.80(d, J=4.0Hz, 1H), 7.95(brs, 1H), 8.08(d, 
J=8.4Hz, 2H), 8.20(dd, J=8.8, 1.6Hz, 1H), 8.56(brs, 1H), 9.23(s, 1H) 

mmw8 9 4 



6- [3- (4-^pn-2-7Mn7x-;P) - 1 h-\UV— ;i/-4— OH 
-4- (5-^5";WX;^-;^^-7x>-2— TJ1/) *-?-r/U> 

4«h^©77ffi1?, 6- [3- (4-^OP-2-7;i/^P7x3i;0 - 

l- N'j^-iK-tr^y-;i/-4— OKI -4- (5-*^;i/7ji/*-;i,3^- 

7i>-2-<J|/) *^/U> (HI60tJ7 9 6{t£^) 2 0 0mg^5, 
mi 0 lmg$iMitbT#fc. 
'H-NMR (DMSO-dg) 

5 : 3.48(s, 3H), 7.30(d, J=4.0Hz, 1H), 7.51(m, 2H), 7.60(t, J=8.0Hz, 1H), 7.76(d, J=4.0Hz, 
1H), 8.12(m, 3H), 8.52(s, 1H), 9.25(s, 1H), 13.54(brs, 1H) 

mmm 8 9 5 



6- [3- (4-/^Jl/X;i/7 7-;|/7x-;U) - 1 /f-tf 7V-J1/-4 — QH 
»J8 4t»^ST, 6- [3- (4-*?)V7,)l'7T-)l>7x-)l>) -1 

-h'j5 L ju-iH-tf^v-ji/-4—f;p] -4- (5-/^i/*;p*-;i^:*:7 





S0 2 Me 
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x>-2— nv> *±\rv> mmmi97i\&m) 2 9 8mg^^ wm^m 

1 0 7mg£J*fi*Mi£UC#&. 
! H-NMR(DMSO-d 6 ) 

5 : 2.50(s, 3H), 3.46(s, 3H), 7.35(d, J=4.0Hz, 1H), 7.36-7.44(m, 4H), 7.73(d, J=4.0Hz, 1H), 
8.08(d, J=8.8Hz, 1H), 8.12(dd, J=8.8, 1.6Hz, 1H), 8.20(d, J=1.6Hz, 1H), 8.24(brs, 1H), 
9.25(s, 1H) 

$118 9 6 



4- (5-X^>7,J^_;U5 1 ^-7x>-2— -6- C3- (4-7)V*U 

IIW8 4i»», 4- ( 5 -X^>XM^W7i>- 2 --f ;V) 
-6 - [3- (4-7)ljrU73i-)l) - 1 - h U 1 H— ¥?V-)\>- 4 - 

-f ;W > (IWJ7 9 9^«) 2 5 8mg*»S, Mfc&ft 1 2 8mg 

'H-NMR(CDC1 3 ) 

6 : 1.40(t, J=7.2Hz, 3H), 3.29(q, J=7.2Hz, 2H), 7.09(d, J=4.0Hz, 1H), 7.16(t, J=8.8Hz, 2H), 
7.47(d, J=8.8Hz, 1H), 7.49(d, J=8.8Hz, 1H), 7.58(d, J=4.0Hz, 1H), 7.89(s, 1H), 8.00(dd, 
J=8.8, 2.0Hz, 1H), 8.12(d, J=8.8Hz, 1H), 8.16(d, J=1.6Hz, 1H), 9.27(s, 1H) 

HJfifcl 8 9 7 



F 




F 




v=< H 
S0 2 Me 
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6- [3- (4-7MD7I-JV) -lH-^/-)V-4— <JH -4- (5 

- ^)V7,)V^)V^7^-)l- 2-^)V) 'J y 

HM8 4i:^||07j^"e, 6- [3- (4-7Mn7i-JW -l-hU^U 

<iM *^/U> (*JS«8 0 lftl^ft) 5 6mg^e, $K&fc£4fe2 2mg£ft 
'H-NMR (DMSO-dg) 

6 : 3.55(s, 3H), 7.17-7.38(m, 2H), 7.49(m, 2H), 8.10(m, 2H), 8.31(brs, 1H), 8.48(s, 1H), 
9.37(s, 1H), 9.42(m, 1H), 13.30-13.50(br, 1H) 
MSm/e(ESI) 452 (MH + ) 

8 9 8 



6- [3- (4-jyqn-2-7J^P7xn;w) - l /f-b!^V > -;i/-4— f;i/l 
-4- (5-^^;w^;^r:;^7^/-;i/-2-^;u) ±tlLl> 

3H«f98 4tRHR©*i6l?, 6- [3- (4-^PD-2-7MD7i-JW - 

i-hU^;i/-iH-t!7V/-;i/-4— f;p] -4- (5-*^;Px;i>*r:;i^7 

V-;V-2— -f;W *;M/'J> ($IM!8 0 3fls&tt) 15 7mg*6, «Hfb£ 
#17 3mg^fmtlT#fc. 
'H-NMR (DMSO-cy 

8 : 3.55(s, 3H), 7.48(m, 2H), 7.59(t, J=8.0Hz, 1H), 8.10(d, J=8.8Hz, 1H), 8.26(dd, J=8.8, 
1.6Hz, 1H), 8.35(brs, 1H), 8.50(s, 1H), 9.22(brs, 1H), 9.34(s, 1H), 13.54(brs, 1H) 

HiS^J8 9 9 




.CI 
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6- [3- (2, 6-^7MP7x^l/) — 1 H— tf ^V-^- 4 — < JU1 -4 
m&MS 4 tmM<D-%m-C> 6- [3- (2, 6-y7MD7x-M -1-K 

iwv-i j/-t:^/-;i'-4— f;w] -4- (5-^^;w7.^-;^7y-;i/ 

-2— i)V) *?VU> (mmms 0 5{b£tf) 8 6mg*^ *Bfc£*l4 3m 
'H-NMR (DMSO-dg) 

8 : 3.58(s, 3H), 7.31(m, 2H), 7.61(m, 1H), 8.11(d, J=9.2Hz, 1H), 8.31(dd, J-8.8, 2.0Hz, 
1H), 8.39(s, 1H), 9.23(brs, 1H), 9.34(s, 1H), I3.61(brs, 1H) 

H» 9 0 0 



F 




6- [3- (4-7jl/^-P7x~;i/) -lH-\i^/-)]/-A-^)V\ -A- (5 
*M8 4t|^#©7jfeT% 6- [3- (4-7MD7xZW 

- iH-t7i/-ji/-4- r;w - 4- (5-^^;wx;w*:-;i/7^>-2-^ji/) 

^VU> (IWJ8 0 7{k&m 7 1mg)5^, fil^t-&#>3 3 m g £3tfi&J| 
'H-NMRfDMSO-dg) 

6 : 3.40(s, 3H), 7.18-7.36(m, 2H), 7.51(m, 4H), 7.90(m, 1H), 8.03(m, 1H), 8.29(s, 1H), 
8.58(s, 1H), 9.34(s, 1H), 13.30-13.50(br, 1H) 
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mmm o 1 




4- (5-^^Jl/7>J^-J^^7x>-2— fjl/) -6- (3 -nhP- 1 H~ 

-6 - (3-- hp- 1 - hu^-;i/- 1 H-tr^y-;i/-4— r;u) ^/u> 

MSm/e(ESI)402(MH + ) 
«0O 9 0 2 



4- (5-'>^a^P;t>^;i/7}N-;P5 1 ^7x>-2->f )V) -6- C3- (4- 

7MD7x^) - 1 /j--bf^'/-;u-4--r;i/] ^-j-yj> 

— f;w -6- [3- (4-7Md7x-;w -l-hu^-iH-tr^y- 

;i/-4-<;U] *^/U> (H^J8 1 0{b^) 2 6 9mg*^. m^tti 

2 4 m g 5ffi^ B B H t UTifc. 

'H-NMR(CDC1 3 ) 

5 : 1.15(m, 2H), 1.45(m, 2H), 2.66(m, 1H), 7.07(d, J=4.0Hz, 1H), 7.08(t, J=8.8Hz, 2H), 
7.48(m, 2H), 7.57(d, J=4.0Hz, 1H), 7.89(s, 1H), 7.99(dd, J=8.8, 2.0Hz, 1H), 8.12(d, 
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J=8.8Hz, 1H), 8.18(d, J=2.0Hz, 1H), 9.27(s, 1H) 
MSm/e(ESI)477(MH + ) 

0 3 

F 




4- (5-^aW>7Mr;^7x>-2-^^) -6- T3- (2. 

mMBOtm&v-fi&v* 4- (5-v^o^nA>7.Jl/*r:;i,^7x>-2 
—r;p) -6- [3- (2, 4-i?7;^D7i-;w - i - hj i //- 1? 

— f;W *:M/U> (H1KM8 1 1 itSm 3 0 2mgi5^, Mfc 
£4fcl 0 lmg^ffi^tltifc. 
'H-NMR(CDC1 3 ) 

6 : 1.15(m, 2H), 1.46(m, 2H), 2.66(m, 1H), 6.94(m, 1H), 7.01(m, 1H), 7.16(d, J=4.0Hz, 
1H), 7.48(m, 1H), 7.61(d, J=4.0Hz, 1H), 7.94(s, 1H), 7.96(dd, J=8.8, 2.0Hz, 1H), 8.11(d, 
J=8.4Hz, 1H), 8.17(d, J=2.0Hz, 1H), 9.28(s, 1H) 

&t&09 9 0 4 




4- (5-^f^;i/^l/ft7i>-2- TJI/) -6- (-3-^;Wfr'J>-4 

mmms 4tmm<D^mx\ 4- (5-/mM-m7x>-2- rjio 
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- 6 - (3 >- 4 —ovtj-jv- i - hj i h— tf^y-^- 4 

— r;W *^/U> (HJ60iI8 1 2fc<&» 3 5mg*^, Umfc^m 1 5mg$ 
■H-NMR (CDCIj) 

5 : 2.52(m, 4H), 3.28(s, 3H), 3.68(m, 4H), 3.73(s, 2H), 7.85(m, 3H), 8.14(dd, J=8.8, 1.6Hz, 
1H), 8.18(d, J=8.8Hz, 1H), 8.42(brs, 1H), 9.32(s, 1H) 

0 5 



6- [3- (2, A-^-y)V^uy^J^i/^)V) -lH-\i^V-)V-4--i 

M -4- (5-^^JPXJ^-;U^7x>-2— HI/) ^/'J> 

H»J8 4tPlfil©^'T?, 6- [3- (2, 4-^7MD7x;+y^f;W 

- 1 - h u 1 at- tr? v-)v- 4— av\ -4- ( 5 - * j-)\,t,)v*-)v?- 

t7i>-2-<^) ^±yj> (#SJ60!I8 1 3fc£tt) 5 1mg*6, Smifc:^ 
fj 1 0 m g £|tfci|&il t LT#fc. 
'H-NMR (DMSO-dj) 

5 : 3.40(s, 3H), 5.35(s, 2H), 7.03(m, 1H), 7.24(m, 1H), 7.40(m, 1H), 7.46(d, J=4.0Hz, 1H), 
8.10(d, J=4.0Hz, 1H), 8.14(d, J=9.2Hz, 1H), 8.36(dd, J=8.8, 2.0Hz, 1H), 8.45(br, 1H), 
8.63(brs, lH),9.28(s, 1H) 

HiS0J9 0 6 
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0 



2, 4-y7MD7xZJM4- [4- (5-^fMMrMt7x>-2 

— tjw) ^ > /'J>-6— rjp] -ijf-tf7V-;i/-3— r;w^^;H 7$> 
^WftTk&spTk: (2, 4->'7;1/^-d>'x-ji,) #;w\*5>$ f-7^;i/x 

XriHlmgOJV. N-vpWW*;kk7$ 3 mLfcin*., 2 0M#L 

^)V-ih-¥7V-)V-4— ov) - a- (5-/^;ux;i/7fc-;^^-7x>- 

2— OV) +t , ;U>lO7mg0AT > N-^*3\M^A7$ h*M3mL£4> 
®U 7k+®m<kM7k (x2), ^fP^TKT^^^M^hU^ATlg^b 

;M4- [4- (5-^^;^;^n;i/^^x>-2— r;W ^VU>-6- 
-r;u] - i-hu^;w-i//-e7V'-;p-3-'rjM5 i ;w #;PA*5>iu-7 

^(D7j?*^ C10^»e»^{b-&^4. 8mg ^11^7^7 77. ibT# 
'H-NMR(CDCl3) 

5 : 3.23(s, 3H), 4.47(s, 2H), 6.67(m, 1H), 6.77(m, 1H), 6.87(m, 1H), 7.39(d, J=4.0Hz, 1H), 
7.74(d, J=4.0Hz, 1H), 7.92(s, 1H), 8.08Cdd, J=8.8, 2.0Hz, 1H), 8.18(d, J=8.8Hz, 1H), 8.59(d, 
J=2.0Hz, 1H), 9.30(s, 1H) 

mmm 907 
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F 




NT 



H 



4- (5-'>^P^Ptf;U [1. 3. 4] tW7!/-JV-2-' fJl/) -6 - T3 
- (2, 4-^7;^P7x-JP) -lff-£^/-;P-4-^JKI 4^/'J> 
«0O8 4ilw(^<D^feT, 4- (5-y^O^Dk> [1, 3, 4] t^y7 
>/_;!,- 2— i)V) -6- [3- (2, 4-^7MD7i-JW -l-HJ^P 
-lH-tf^V-;W-4— f;P] *^/U> (^S6M8 14^#J) 8 6mg^6, 
^b^tl 3 7 m g *^^^ B £ LTfffco 
'H-NMRCCDClj) 

6 : 1.28-1.40(m, 4H), 2.35(m, 1H), 6.87-6.97(m, 2H), 7.45(m, 1H), 7.85(dd, J=8.8, 2.0Hz, 
1H), 8.03(s, 1H), 8.04(d, J=8.8Hz, 1H), 9.40(d, J=l .6Hz, 1H), 9.43(s, 1H) 
MS m/e (ESI) 417(MH + ) 

«#J9 0 8 



4- (5-'>^pyah°Jl/ [1, 3, 4] ^7^-^-2— HP) -6- \3 
- (2, 4-y7MD7xrj|/) - 1 H- 4 — (M *j-W> 

mmms 4 tmm<oi5&T\ 4- (s-s^pyptMu [1, 3, 4] ^tvtv 

-)\>-2 — r;w -6- [3- (2, 4-^7MD7ir;w - 1 - bU3M^- 
lf/-^?^/-Jl/-4-'f;^] +^/'J> («#|8 1 5fc^l) 1 9 3mg^5, 
HM4b£1& 7 3 m g $r^Hfi^ B B H t LT*#fc 0 
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'H-NMR (DMSO-cy 

a : 1.23(m, 2H), 1.33(m, 2H), 2.66(m, 1H), 7.12-7.32(m, 2H), 7.56(m, 1H), 8.07(d, 
J=8.8Hz, 1H), 8.15(d, J=8.8Hz, 1H), 8.22-8.50(br, 1H), 9.27(brs, 1H), 9.32(s, 1H) 

HJS^9 0 9 



6- C3- (2. 6-^7Jl/^-a7x-JW) - 1 H-^'J-fr-A-' <)V\ -4 
- (5-*h4^> [1. 3, 4] **W7^-)V-2—<)V) mLH> 

mmms 4 tmm<D-%m-T?, 6- [3- (2, 6-^7j^n7x-ji/) 
u^;i/-i//-t^y-;u-4— r;w -4- [1, 3, 4] 

*i?7V/-^-2— OW ^±l/'J > («#I8 1 6^*) 1 4 lmg*5, & 
'H-NMR(CDC1 3 ) 

6 : 4.33(s, 3H), 7.01(d, J=8.4Hz, 1H), 7.03(d, J=8.4Hz, 1H), 7.42(m, 1H), 7.86(dd, J=8.8, 
2.0Hz, 1H), 8.02(d, J=8.8Hz, 1H), 8.11(s, 1H), 9.33(d, J=2.0Hz, 1H), 9.39(s, 1H) 

H^J9 10 



6- [3- (2, 6-^7Jl/^D7x^l/) -lH-bf^'/-;P-4— OH -4 

- il-^)V-lH-\f.y'J-)V-A-^M *F±*Ji)> 

$mM8 0 £m&<DJ5&V* 6- [3- (2, 6-y7Mn7i-JW -1-b 

u^;w-iif-K5»/-;i'-4— ow -4- ( 1 - ^ ^ju- 7— ;u- 




OMe 
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4— i)V) *±VV> (mmms 1 7jfc£$j) 1 2 6mga>£, MfbM6 3m 
'H-NMR (DMSO-dj) 

6 : 3.94(s, 3H), 7.24(brs, 2H), 7.38(brs, 1H), 7.66(s, 1H), 7.96(d, J=8.4Hz, 1H), 8.00(dd, 
J=8.8, 2.0Hz, 1H), 8.04(s, 1H), 8.20(s, 1H), 8.42-8.60(br, 1H), 9.1 l(s, 1H), 13.57(brs, 1H) 

1 1 



6- C3- (2, 6-^7MP7x^l/) - 1 ff — tf 7 '■A-JP- 4-*i)V\ -4 

- (i-yf^-iH-f$y7-^-4 — r;u) £j^/U_> 

M8 4t^i«?> 6- [3- (2, 6->?7M07i^W -1-h 

u^;u-i//-tr^/-;i/-4 — ow -4- a - 1 H-^s.yv-)is 
-4— iM *i-vv> mmms 1 8{b-&%) 2 1 4mg*&, m^<fe6 5 

'H-NMR (DMSO-dj) 

<5 : 3.76(s, 3H), 7.05-7.36(m, 2H), 7.51(m, 1H), 7.66(s, 1H), 7.87(d, J=8.8Hz, 1H), 8.02(d, 
J=8.0Hz, 1H), 8.10(s, 1H), 8.43(8, 1H), 9.03(s, 1H), 9.61(s, IH), 13.47(brs, 1H) 

HJfi0iJ9 1 2 



6- [3- (2. 6-y7;M-Cl7x-Jl/) — 1 H— b?7VA-Jl/— 4 — f Jl/I -4 
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mmWS 4 £R«©#tt*e, 6- [3- (2, 6-y7MP7xZJW -1-h 

U5 1 ;w-iif-tf7i/-;i/-4-' fju] - 4- (3-^^K9i/-^-i— r;w 

*^7'J> (M8 19^1) 7 2mg^£>, «Sffr&*3 3mg£SS$6*£ 
'H-NMR (CDCI3) 

<5 : 2.36(s, 3H), 6.31(d, J=2.4Hz, 1H), 6.96(t, J=8.0Hz, 2H), 7.35(m, 1H), 7.79(dd, J=8.8, 
2.0Hz, 1H), 7.95(d, J=8.8Hz, 1H), 8.03(s, 1H), 8.63(d, J=2.8Hz, 1H), 9.00(s, 1H), 9.56(dd, 
J= 1.6Hz, 1H) 

9 1 3 



6- [3- (2, 6-^7MP7x-^) — 1 H— b?i7 Jl/— 4 — 1 )V] -4 

- (4-^^;i/tf7'/-;i—i— r;i.) wj> 

mkm8 4 tmmwsmv. 6- [3- (2, 6-^7^071^) 

u^;p-i J F/-tf7^/-;u-4-<;i/] - 4- (4-*^;nf?iA-;i'- 1— r;w 

*^/U> (Ittfl8 2 Ofl3^») 3 lmg^5, lljk^lll 2mg&&£@# 

'H-NMR (CDCI3) 

6 : 2.17(s, 3H), 7.01(t, J=8.0Hz, 2H), 7.41(m, 1H), 7.52(s, 1H), 7.84(dd, J=8.8, 2.0Hz, 1H), 
7.95(d, J=9.2Hz, 1H), 8.05(s, 1H), 8.49(s, 1H), 8.99(s, 1H), 9.48(dd, J=2.0Hz, 1H) 




877 



WO 02/088107 



PCT/JP02/04156 




6- [3- (2, 6--Jy)V^rny^-)V) - l H-¥?^-)V-4-^ )V\ -4 



$mWS 4tmm<D^mX> 6- [3- (2, 6-y7MD7iZJW -1-h 
I) 3^- 1 H-\dy^-)V-4-^M -4- U-^)V^5.^V-JV-1— 1* 
;W *^/'J> (5W&W8 2 Ht£4fc) 3 2mg)5^, Mft&4fc9mg$£&H 

'H-NMRCCDClj) 

5 : 2.32(s, 3H), 7.05(m, 3H), 7.47(m, 1H), 7.87(d, J=1.2Hz, 1H), 7.97(m, 3H), 8.11(d. 
J=9.2Hz, 1H), 9.12(s, 1H) 

H££0J 9 15 



4- (4-7x-JI/hMU3?>-l-*OP) - 6- (lH-\£7\r—)V-4-'f)V) 
1018 Ot»^T, 4- (4-7o:-;i/hr^U> J >- 1 — OU) - 6- (1 

- h u^- 1 h- tr^/-^- 4 *^/u> (mmm 8 2 2^%) 1 

'H-NMR (CDCI3) 

<5 : 2.05(m, 4H), 2.90(m, 1H), 3.28(m, 2H), 4.51(m, 2H), 7.24-7.38(m, 5H), 7.89(dd, J=8.8, 
2.0Hz, 1H), 7.93(dd, J=8.8, 0.4Hz, 1H), 7.95(brs, 2H), 8.02(dd, J=1.6, 0.4 Hz, 1H), 8.74(s, 



- (4-*^H > 5^A-;u-i--f;u) *^/u> 
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1H) 



nffiM9 1 6 




4- T4- (2-^h^>7x^l/) tf^'JS?>-l— -QW) -6- (lff-t:°7 

— uv] -.6- (i-hu^-iH-tr9\/-^-4--f;w *^i/u> cms 

'H-NMRCCDClj) 

5 : 1.63(br, 2H), 2.90(m, 2H), 3.88(s, 3H), 4.06(m, 2H), 4.48(m s 2H), 5.93(m, 1H), 6.94(m, 
2H), 7.21(dd s J=7.6, 2.0Hz, 1H), 7.29(dd, J=8.0, 1.6Hz, 1H), 7.92(m, 4H), 8.06(s, 1H), 
8.70(s, 1H) 

Utttt 9 1 7 




4- [4- (4-^h^>7x-^) h°^U> ? >-l— fJW) -6- 

mmms Qt^i®», 4- [4- (4-/b^>7x-iW tr^us?>-i 
— r;n -6- (i-hu^-i//-tf^v-;u-4-'i';k) ^i/u> (HJfi 
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'H-NMR(CDCl3) 

<5 : 1.91-2.10(m, 4H), 2.80(m, 1H), 3.28(m, 2H), 3.80(s, 3H), 4.51(m, 2H), 6.90(d, J=8.8Hz, 
2H), 7.22(d, J=8.8Hz, 2H), 7.87-7.98(m, 4H), 8.02(s, 1H), 8.73(s, 1H) 

«M9 18 



4- [4- (4-7MP7x^) fc^7S?>-l->T;M - 6- (lH-fcfv 

$mm2 6 8 t|^«0^j*«kt), 6-yD ; &-4-^nD^r^yj>2 0 Omgi 
1- k^7V>2 2 0mg, 1- h U^JU- 1 H- 4 - 

h^77^f-fcckD^U 2 OmfiiSRJIfeHfrfcbT^fc. 

'H-NMR (DMSO-dg) 

6 : 3.40(m, 4H), 4.29(m, 4H), 6.95-7.00(m, 2H), 7.06-7.12 (m, 2H), 7.80(d, J=8.6Hz, 1H), 
8.24-8.30 (m,4H), 8.80 (s.lH) 

IM9 1 8 £|^$l£LT|Jli&0iJ9 19*^9 2 2 (Dit^m^%fc a 
«#J9 19 
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4- [4- M^yy-\-4)\A -6- (lH-¥^/ 

-fr- 4-4)1) 
'H-NMR (DMSO-cy 

<5 : 3.46(m, 4H), 3.88(m, 4H), 6.80(dd, J=2.0, 7.6Hz, 1H), 6.94(dd, J=2.0, 7.6Hz, 1H), 
6.99(t, J=2.0Hz, 1H), 7.24(t, J=7.6Hz, 1H), 7.80(d, J=9.2Hz, 1H), 8.08-8.12 (m, 3H), 8.39 
(s, lH),8.59(s, 1H) 

nnm 920 



1- (4- {4- [6- {1 H-\i^J-)V- 4-4 )V) *r±\TV>-4-' OH 
'H-NMR (DMSO-dg) 

6 : 2.45(s, 3H), 3.65(m, 4H), 3.95(m, 4H), 6.99(d, J=9.0Hz, 2H), 7.79(d, J=8.6Hz, 1H), 
7.84(d, J=9.0Hz, 2H), 8.08-8.14(m, 3H), 8.38(s, 1H), 8.59 (s, 1H) 

wsm 9 2 1 



JV. N- 9 J* s ?)V-4- {4- T6- (1 H-\£5V-)V- 4-4 )V-) %±±D1 

y-4-4)V\ \m*j>-i-4)V} ^>-tf>x;i/^>7$ k 

'H-NMR (DMSO-dj) 

6 : 2.54(s, 6H), 3.65(m, 4H), 3.96(m, 4H), 7.09(d, J=8.4Hz, 2H), 7.56(d, J=8.4Hz, 2H), 
7.80(d, J=8.2Hz, 1H), 8.08-8.14(m, 3H), 8.38(s, 1H), 8.59 (s, 1H) 




N 
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mmm9 2 2 




4- [4- (3-^h^r->/^7x-;i/) fcf^?v>- 1 — Ol/] -6- ( 1 H 
'H-NMR (CDCIj) 

6 : 3.41(s, 3H), 3.47(m, 4H), 3.95(m, 4H), 4.46(s, 2H), 6.88 (d, J=8.0Hz, 1H), 6.93(d, 
J=8.0Hz, 1H), 7.00(s, 1H), 7. 28 (t, J=8.0Hz, 1H) ,7.88-7.96(m, 4H), 8.02(d, J=1.5Hz, 1H), 
8.75 (s, 1H) 

9 2 3 



4- [4- (5-^5 1 JUXJ^n;p^7x>-2— r;i/) tf^^> ? >- i—f;i/1 

-6- UH-V7\r-)V-4—f)V) %££1>JL 3^jg^L 

1 8tH«©*SJ:0, 6-yn*-4-^ODWJ>l 2 Omgt 
1- (5-^^WM-m7x>- 2-f;W tW>12 0mg, 1- h 
U^-l/f-4-bf7yU;P#P>»2 6 Omg*6H6ftfc4- [4- (5- 

^fK^*r^*7i>-2-' f;W tM^v>-i— f;w -6- (lif- 

'H-NMR (DMSO-dj) 

5 : 3.19(s, 3H), 3.60(m, 4H), 4.39(m, 4H), 6.29 (d, J=4.4Hz, 1H), 7. 48 (d, J=4.4Hz, 1H) , 
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7.90(d, J=8.6, 1H), 8.24-8.32 (m, 4H) , 8.85 (s, 1H) 

mm 9 2 3 1 mm<D%&& o , mm 924^ ^ms^i 926 

HI£0iJ9 2 4 



6- [3- (2, 4-S?7JU^D7x-JU) — 1 H— tf Jl/— 4 — •< )V\ -4 
- [4- ( 5. - ^ 7x >- 2 - -f JV) \mV>-l-<>()V\ 

'H-NMR (DMSO-dg) 

6 : 3.20(s, 3H), 3.42(m, 4H), 4.10(m, 4H), 6.25 (d, J=4.2Hz, 1H), 7.26(m, 1H), 7.39(m, 
1H), 7. 49 (d, J=4.2Hz, lH),7.60(m, 1H), 7.85(s, 1H), 7.90-7.96(m, 2H), 8.23(s, 1H), 8.86 
(s, 1H) 

mm 925 



4- [4- (3-^^JP7>JV^;M^7x-;i/) M^yy-x—iM -6 
- (lH-b?7l/-Jl/-4— fjl/) ^^-\/U>- 3jftHjfi 
'H-NMR (DMSO-dg) 

6 : 1.97(s, 2H), 2.89(s, 3H), 3.52(m, 4H), 4.4l(m, 4H), 6.85 (d, J=7.8Hz, 1H), 6.94-7.00(m, 




F 
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2H), 7. 27 (d, J=7.8Hz, 1H) , 7.93(d, J=9.2, 1H), 8.30-8.34(m, 4H), 8.85 (s, 1H) 
2 6 

4- T4- O-v^D^atf^x^;!/) tf^y>-l — f;i/l -6- (l/f 



'H-NMR (DMSO-d 6 ) 

6 : 0.67(m, 2H), 0.91(m, 2H), 1.89(m, 1H), 3.55(m, 4H), 4.47(m, 4H), 6.67 (d, J=7.9Hz, 
1H), 6.86-6.96(m, 2H), 7. 18 (t, J=7.9Hz, 1H) , 7.99(d, J=9.2, 1H), 8.30-8.36(m, 4H), 8.86 (s, 
1H) 

$mM2 6 8fcH*©#8s.k?K 6-^0^-4-^ □□^/U>fcltriR75> 
**Wi«3S093 6 6 - 3 6 8, M#|4 2 7 - 4 4 3 te«fc D*i£>*lfc7$ >£tH 

38«»fci/T\ mum 9 2 7frt>$mw9 7 zco^m^^it. 

HiS^J9 2 7 

4- [4- (3-^h^>7x^) M^Vy-l-^M - 6- (lff-lf^ 
>■/-;!/- 4 — TJP) 4±^1) >-3MJ 7 
'H-NMR (DMSO-dg) 



5 : 3.48(m, 4H), 3.72(s, 3H), 4.36(m, 4H), 6.38(dd, J=2.2, 8.1Hz, 1H), 6.45 (m, 1H), 6.52 
(dd, J=8.1, 2.2Hz, 1H), 7.14(t, J=8.1Hz, 1H), 7,81(d, J=9.0Hz, 1H), 8.27-8.31(m, 4H), 
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8.83 (s, 1H) 



Mm 9 2 8 




3CF 3 C0 2 H 



4- T4- (2-^h^>7x-^) fcf^y>- 1 — 1)V\ -6- (1H~¥? 
'H-NMR (DMSO-dg) 

8 : 3.20(m, 4H), 3.82(s, 3H), 4.38(m, 4H), 6.85-7.00(m, 4H), 7.80(d, J=8.8, 1H), 8.24- 
8.32 (m,4H), 8.82 (s,lH) 

mmms 29 



4- [4- (4-^ h^y^)V) tf^7v>- 1 -- r;p] -6- (ih-h? 

'H-NMR (CD3OD) 

6: 3.40 (m, 4H), 3.76(s, 3H), 4.57(m, 4H), 6.90(d, J=8.8Hz, 2H), 7.09 (d, J=8.8, 
2H) ,7.82(d, J=8.8Hz, 1H), 8.22(s, 2H), 8.29(dd, J=1.8, 8.8Hz, 1H), 8.35 (d, J-1.8, 1H) , 8. 
67 (s, 1H) 

IU&0iJ9 3O 




3CF 3 C0 2 H 
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3CF 3 C0 2 H 



2- {4- [6- (lH-\£7>J-)\s- 4-^)1) *±VV>- 4-^)1-1 tf^ 
-<{)V} ^>Vr:hU;i/- 3 hvy)V*u%mM. 

•H-NMR(CD 3 OD) 

6: 3.42(m, 4H), 4.60(m, 4H), 7.12-7.24 (m, 2H), 7.58-7.70(m, 2H), 7.83(d, J=8.8, 1H), 
8.23(s, 2H), 8.30(dd, J=1.8, 8.8Hz, 1H), 8.37 (d, J=1.8, 1H), 8. 68(s, 1H) 

mmms 3 i 



4- {4- [6- (1 H-¥?>S-)l-4-' <)V) *±V*)>-4-' ( 
'H-NMR (DMSO-d^ 

5 : 3.73(m, 4H), 4.40(m, 4H), 6.94(d, J=8.6Hz, 2H), 7.63(d, J=8.6Hz, 2H), 7.82(d, J=8.8, 
1H), 8.26-8.34(m, 4H), 8. 84 (s, 1H) 

mmm 932 



3- {4- [6- (1 j/-fc°^/-;i/-4— r;u) ^j-yj >-4--r;t/-] 
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'H-NMR (DMSO-dg) 

<5 : 3.60(m, 4H), 4.32(m, 4H), 7.17(d, J=8.6Hz, 1H), 7.25(dd, J=1.6, 8.6Hz, 1H), 7.32(m, 
1H), 7.43(t, J=8.6Hz, 1H), 7.80(d, J=8.8Hz, 1H), 8.24-8.32(m, 4H), 8. 81 (s, 1H) 

mMM9 3 3 



6- ilH-\£7*J-)V-4-<{)V) -4- (4- o- hU;t/fc°^7> ? >- 1 — f 

z±±2/u > • 3 h_y zik^gmi 

'H-NMR (DMSO-ds) 

6 : 2.34(s, 3H), 3.07(m, 4H), 4.38(m, 4H), 6.96-7.04(m, 2H), 7.12-7.22(m, 2H), 7.81(d, 
J=8.8Hz, 1H), 8.24-8.32(m, 4H), 8.83(s, 1H) 

UlStfJ 9 3 4 



6- UH-\f^/-)V-4--(JV) -4- (4-i77- h'JJl/tf^7> ? >- 1 — T 

2k) -^yj > : 3 b u yjvxnwmm. 

'H-NMR (DMSO-dg) 

6 : 2.26(s, 3H), 3.45(m, 4H), 4.28(m, 4H), 6.62(d, J=8.0, 1H), 6.72-6.78(m, 2H), 7.12(t, 
J=8.0Hz, 1H), 7.80(d, J=8.8Hz, 1H), 8.24-8.32(m, 4H), 8.79(s, 1H) 

mmm 935 
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O 




6- (lH-)d5*/-)V- -4- (4- p-HJ^fcf^v^-l— f 

'H-NMR^MSO-dj) 

6 : 2.20(s, 3H), 3.39(m, 4H), 4.32(m, 4H), 6.86 (d, J=8.5Hz, 2H), 7.06(d, J=8.5Hz, 2H), 
7.80 (d, J=8.8Hz, 1H), 8.24-8.32(m, 4H), 8.80(s, 1H) 

HJ&flJ 9 3 6 



6- (1 H-H^^-)V-4—()V) -4- (4-h°U> ? >-2— f^-bf^^v 

>- 1 — fju) £±v/U > ; 3 h 'J 7;u*-p§EBltt 

'H-NMR (DMSO-dg) 

<5 : 3.90(m, 4H), 4.43(m, 4H), 6.83(t, J=6.2Hz, 1H), 7.04(d, J=8.6Hz, 1H), 7.78-7.86 (m, 
2H), 8.13(d, J=6.2Hz, 1H), 8.26-8.33(m, 4H), 8.86(s, 1H) 

HJfi^J 9 3 7 



6- (lH-\i^V-)V-4— i)V) -4- (4-tf'J>>>-4— Qlz-tf^v 



N 




3CF 3 C0 2 H 
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'H-NMR (DMSO-cy 

6 : 3.98(m, 4H), 4.43(m, 4H), 7.13(d, J=7.7Hz, 2H), 7.83(d, J=8.6Hz, 1H), 8.24-8.36(m, 
6H), 8.85(s, 1H) 

SUM 9' 3 8 



6- (ijf-t;7 t /-;i/-4-^) -4- (4-tf^y>-2— r;p-h°^^v 
>- i — f jp) ^±iAJ > • 3 h u 7;i^-piebmi 

'H-NMR (DMSO-dg) 

6 : 3.89(m, 4H), 4.33(m, 4H), 7.81(d, J=9.2Hz, 1H), 7.88(d, J=2.6Hz, 1H), 8.12(m, 1H), 
8.24-8.32(m, 5H), 8.85(s, 1H) 

M9 3 9 



6- (l/f-bT7y-Jl/-4-- f;i/) -4- (4-brU5'?>-2 — f^-tf^ 
'H-NMR (DMSO-dg) 

(5 : 4.01(m, 4H), 4.37(m, 4H), 6.71(t, J=4.6Hz, 1H), 7.8 l(d, J=9.0Hz, 1H), 8.26-8.32(m, 
4H), 8.42(d, J=4.6Hz, 2H), 8.84(s, 1H) 

9 4 0 
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/ 3CF,CO,H 



'H-NMR (DMSO-dg) 

5 : 3.28(m, 4H), 4.32(m, 4H), 6.96-7.20(m, 4H), 7.81(d, J=9.0Hz, 1H), 8.22-8.34(m, 4H), 
8.80(s, 1H) 



4- [4- (3-7;^D^xnjt/) \mv>- i -^r;i/l -6- (l/f-tf^ 

'H-NMR (DMSO-dj) 

6 : 3.54(m, 4H), 4.29(m, 4H), 6.55(t, J=8.0Hz, 1H), 6.70-6.79(m, 2H), 7.25(q, J=8.0, 1H), 
7.80(d, J=9.2Hz), 8.22-8.34(m, 4H), 8.80(s, 1H) 

M0J9 4 2 





4- T4- (3, 5-y7MD7i^) M^^jy-l-^M -6- ( 1 // 
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'H-NMR (DMSO-dj) 

6 : 3.60(m, 4H), 4.29(m, 4H), 6.49(m, 1H), 6.60(dd, J=2.0,l 1.2Hz, 2H), 7.81(d, J=9.0Hz, 
1H), 8.23-8.34(m, 4H), 8.80(s, 1H) 

«#I9 4 3 



4- [4- (4-^Dn7i^l/) \L^-Jy-\-4)V\ -6 - (ljf-bT^/ 

4 *^J\) y . 3 h ij 22k^PHMa 
'H-NMR (DMSO-dg) 

6 : 3.45(m, 4H), 4.32(m, 4H), 6.94(d, J=9.0, 2H), 7.27(d, J=9.0Hz, 2H), 7.80(d, J=9.3Hz, 
1H), 8.24-8.30(m, 4H), 8.81(s, 1H) 

H»9 4 4 



4- [4- (4- HJTjM^jjgjkZx^ik) E^93?>- 1 -4 )\A - 6- (1 
'H-NMR (DMSO-dg) 

a : 3.67(m, 4H), 4.36(m, 4H), 7.01(d, J=8.4Hz, 2H), 7.55(d, J=8.4Hz, 2H), 7.81(d, J=8.4Hz, 
1H), 8.24-8.30(m, 4H), 8.82(s, 1H) 

9 4 5 





3 3CF 3 C0 2 H 
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3CF 3 C0 2 H 



4- U- (2-^fM;^-JV7xZJl>) 1 — OH -6- (1 

H-\jv"J-)V-4-^)V) *±^U>J 3JiU7ik^D||ll 
'H-NMR (DMSO-dg) 

6 : 3.15(s, 3H), 3.20(m, 4H), 4.38(m, 4H), 7.47(t, J=8.0Hz, 1H), 7.59(d, J=8.0Hz, 1H), 
7.74(t, J=8.0Hz, 1H), 7.82(d, J=8.8Hz, 1H), 7.94(d, J=8.0Hz, 1H), 8.24-8.32(m, 4H), 8.84(s, 
1H) 

£%099 4 6 



4- T4- (3-^^;ux;^^;P7x_;i/) tf^v^- 1— r;t/i - 6- (i 

'H-NMR (DMSO-dj) 

a : 3.15(s, 3H), 3.64(m, 4H), 4.39(m, 4H), 7.21-7.34(m, 3H), 7.50(t, J=8.0Hz, 1H), 7.81(d, 
J=8.4Hz, 1H), 8.25-8.34(m, 4H), 8.84(s, 1H) 

HJ&fcl 9 4 7 



4- C4- (4-^5 1 ;^;^-ji/7xzui/) ymv>-i-'i)V\ -6- (i 
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'H-NMR (DMSO-dg) 

6 : 3.09(s, 3H), 3.73(m, 4H), 4.36(m, 4H), 7.01(d, J=9.0Hz, 2H), 7.72(d, J=9.0Hz, 
2H),.7.80(d, J=8.6Hz, 1H), 8.25-8.32(m, 4H), 8.82(s, 1H) 

nMM9 4 8 



4- [4- (3— f V^ntfJUXJ^-Jl/^xnjl/) If^7> ? >-1— fJH -6 
- (lH-\i^V-)l-4-^)V) *±VU>- 3 h U 7;i/^-o^@gJt 

'H-NMR (DMSO-dj) 

<5 : 1.15(d, J=7.0, 1H), 3.42(m, 1H), 3.63(m, 4H), 4.36(m, 4H), 7.18-7.28(m, 3H), 7.51(t, 
J=8.7Hz, lH),.7.81(d, J=9.4Hz, 1H), 8.25-8.34(m, 4H), 8.83(s, 1H) 

«M9 4 9 



4- [4- (3-'>^n^Ptf;i/^;^-j|/7x-;u) tf^^> ? >- 1 -- f - 
6- (l jf-tf^7-;i/-4— fju) *^/u>- 3 HJ:7;M-aMJt[ 

'H-NMR (DMSO-dj) 

(5 : 0.98-1.12(m, 4H), 2.85(m, 1H), 3.62(m, 4H), 4.32(m, 4H), 7.22-7.31(m, 3H), 7.50(t, 
J=7.1Hz, lH),.7.81(d, J=7.7Hz, 1H), 8.23-8.32(m, 4H), 8.80(s, 1H) 

9 5 0 
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3CF 3 C0 2 H 



4- [4- <.3-t-79-)VZ)V*=.)V7x.=L)\,) \l^V>-l-4)V\ -6- 

( i h- fc° 4 — j )V) *t±±LH > • 3 h o 7ik±PHMl 

'H-NMR (DMSO-d 6 ) 

5 : 1.23(s, 9H), 3.60(m, 4H), 4.32(m, 4H), 7.16-7.21(m, 2H), 7.29(d, d=8.0Hz, 1H), 7.51(t, 
J=8.0Hz, lH),.7.80(d, J=8.6Hz, 1H), 8.23-8.32(m, 4H), 8.80(s, 1H) 

5 1 



2- (3- {4- C6- (lH-\£7V-)l-4—()V) *^/'J >- 4 -- < Jl/1 
'H-NMR (DMSO-d 6 ) 

<5 : 3.43(t, J=6.8Hz, 2H), 3.60-3.70(m, 6H), 4.37(m, 4H), 7.20-7.32(m, 3H), 7.49(t, J=8.2Hz, 
lH),.7.81(d, J=8.4Hz, 1H), 8.23-8.32(m, 4H), 8.83(s, 1H) 

gffitt 9 5 2 



N-*?)V-3- (4- C6- (lff-bf^7-;i/-4 — i)V) ^VU>-4- 
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'H-NMR (CDjOD) 

6 : 2.69(s, 3H), 3.62(m, 4H), 4.56(m, 4H), 7.20-7.50(m, 4H), 7.81(d, J=8.1Hz, 1H), 8.22(s, 
2H), 8.31(d, J=8.5Hz, 1H), 8.39(s, 1H), 8.68(s, 1H) 

5 3 



3- {4- [6- (i h-\z?*j-)V-4-' OV) *±>/v>-4-' r;n tf^5 
2>n i -4M 3^d£>2Jk£kZ$ if • 3 h u 7Mnia« 

'H-NMR (DMSO-dj) 

5 : 3.58(m, 4H), 4.33(m, 4H), 7.13(d, J=7.7Hz, 1H), 7.21(d, J=7.7Hz, 1H), 7.23(s, 2H), 
7.33(s, 1H), 7.42(t, J=7.7Hz, 1H), 7.8 l(d, J=9.0Hz, 1H), 8.24-8.32(m, 4H), 8.81(s, 1H) 

USSM 9 5 4 



AT— f V^PtfJ^-3- {4- [6- (l/f-E^/-;P-4— lik) ±±1/U> 
'H-NMR (DMSO-dg) 

(5 : 0.93(d, J=6.6Hz, 6H), 3.21(m, 1H), 3.59(m, 4H), 4.37(m, 4H), 7.13(d, J=7.5Hz, 1H), 
7.18(d, J=7.5Hz, 1H), 7.27(s, 1H), 7.43(t, J=7.5Hz, 1H), 7.49(d, J=7.1, 1H), 7.81(d, 
J=8.6Hz, 1H), 8.24-8.32(m, 4H), 8.83(s, 1H) 
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mmw9 5 5 




3CF 3 C0 2 H 



4- {4- [3- {\Z1V*?>-l-Z)Vft=LM 7x~JH hf^7> ? >-l— f 

M -6- (i h-\zjv-)v-4-' ov) *^/\)y. 3hvy)V*umm 

'H-NMR (DMSO-dg) 

6: 1.30-1.40(m, 2H), 1.50-1.58(m, 4H), 3.59(m, 4H), 4.30(m, 4H), 7.06-7.11(m, 2H), 
7.22(d, J=7.9Hz, 1H), 7.48(t, J=7.9Hz, 1H), 7.80(d, J=8.6Hz, 1H), 8.22-8.32(m, 4H), 8.79(s, 
1H) 

9 5 6 



N-^nyntf;W-3- {4- [6- (lH-^V-)V-4—()V) f£±^l 
'H-NMR (DMSO-dg) 

6 : 0.38-0.48(m, 4H), 2.07(m, 1H), 3.59(m, 4H), 4.33(m, 4H), 7.13-7.28(m, 3H), 7.46(t, 
J=8.0Hz, 1H), 7.78-7.84(m, 2H), 8.20-8.30(m, 3H), 8.80(s, 1H) 

HM9 5 7 
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3CF 3 C0 2 H 



4- (4-->^n^'>;i/^^^>-l— <)V) -6- (1 H-\f.^^-)V-A 
'H-NMR (DMSO-dg) 

<5 : 1.05-2.15(m, 10H), 3.20-3.80(m, 5H), 4.52(m, 4H), 7.86(d, J=8.8Hz, 1H), 8.14(s, 1H), 
8.22(d, J=8.8Hz, 1H), 8.30(br.s, 2H), 8.77(s, 1H) 

5 8 



1- (3- {4- [6- (lH-\f^V-JV-4— i)V) *j-VV>-4~' j)V\ 

3 vi)7)v*ummM. 

'H-NMR (DMSO-d 6 ) 

<5 : 2.56(3H, s), 3.57(m, 4H), 4.38(m, 4H), 7.20(m, 1H), 7.38-7.44(m, 3H), 7.82(d, J=9.5Hz, 
1H), 8.26-8.34(m, 4H), 8.84(s, 1H) 

$1^ 9 5 9 



4- [4- (3-*^)\,7>)\,7fr-)l7*-fr) \t^Vy-\-' <)V\ -6- (3 
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'H-NMR (DMSO-dg) 

5 : 2.48(3H, s), 3.19(3H, s), 3.63(m, 4H), 4.36(m, 4H), 7.23(d, J=7.7Hz, 1H), 7.28(d, 
J=7.7Hz, 1H), 7.50(t, J=7.7Hz, 1H), 7.85(d, J=8.8Hz, 1H), 8.02(s, 1H), 8.14-8.19(m, 2H), 
8.85(s, 1H) 

9 6 0 



N 3 >_N C N ~0 3CF 3 C0 2 H 



6- [3- {4-7)VHrU73L-)V) -\H-\j=y^J-)V-A-^M -4- [4 
'H-NMR (DMSO-dg) 

5 : 3.20(3H, s), 3.42(m, 4H), 4.04(m, 4H), 7.18-7.32(m, 5H), 7.44-7.54(m, 3H), 7.80(d, 
J=8.8Hz, 1H), 7.90(s, 1H), 7.94(d, J=8.8Hz, 1H), 8.12(s, 1H), 8.83(s, 1H) 

19 6 1 

CI. 




N ^"0^ 3CF 3 C0 2 H 



6- [3- (4-frPP7x-JU) - 1 //- fcf 4 — f JH -4- [4- 

'H-NMR (DMSO-dj) 

6 : 3.19(3H, s), 3.38(m, 4H), 3.97(m, 4H), 7.20(d, J=8.0Hz, lH), 7.29-7.34(m, 2H), 7.44- 
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7.54(m, 5H), 7.81-7.84(m, 2H), 7.99(d, J=8.8Hz, 1H), 8.15(s, 1H), 8.81(s, 1H) 
Hifi^J 9 6 2 



6- [3- (4-*h3rzs 7 x.~)V) - 1 H- tf 2 Zzikz 4 r^CikJ ~4- f4 

- (3-/^;i/7>;^zijW7x-ji/) bf^^^>- 1— -3^/'J>- 3h 

'H-NMR (DMSO-dg) 

a : 3.21(3H, s), 3.37(m, 4H), 3.72(s, 3H), 3.97(m, 4H), 7.01(d, J=8.8Hz, 2H), 7.16(d, 
J=7.9Hz, 1H), 7.27(s, 1H), 7.30(d, J=7.9Hz, 1H), 7.36(d, J=8.8Hz, 2H), 7.53(t, J=7.9Hz, 
1H), 7.81-7.86(111, 2H), 8.01-8.05(m, 2H), 8.82(s, 1H) 

^Jfi0»J9 6 3 



6- [3- (3, 4--J*h*i/ 7x-^) - 1 H-MvV-fr-A— i )V\ ~ 

4- [4- (3-^^;i/x;i/7jN-ji/7xn;i/) b?^v>- 1 -- ow] -^±i/u 

> • 3 HJ:7JW3-PBEBfr!g 
'H-NMR (DMSO-dg) 

6 : 3.22(s, 3H), 3.35(m, 4H), 3.64(s, 3H), 3.72(s, 3H), 3.92(m, 4H), 6.91(d, J=8.2Hz, 1H), 
6.98-7.03(m, 2H), 7.16(d, J=8.0Hz, 1H), 7.28-7.33(m, 2H), 753(t, J=8.2Hz, 1H), 7.80- 
7.86(m, 2H), 8.01-8.05(m, 2H), 8.80(s, 1H) 
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3CF 3 C0 2 H 



)\>) -4- [4- (3-^^;p^;^-jP7xn;i/) M^vy-i— t)V\ *± 
yj>- 3 hU7;^P»ttjft 

'H-NMR (DMSO-dfi) 

6 : 3.21(s, 3H), 3.43(m, 4H), 4.04(m, 4H), 5.99(s, 2H), 6.88(dd, J=1.6,7.9Hz, 1H), 6.96(d, 
J-1.6HZ, 1H), 6.99(d, J=7.9Hz, 1H), 7.20(dd, J=2.0,8-0Hz, 1H), 7.30-7.34(m, 2H), 7.52(t, 
J=7.9Hz, 1H), 7.80(d, J=8.6Hz, 1H), 7.91(s, 1H), 7.97(d, J=8.6Hz, 1H), 8.05(s, 1H), 8.82(s, 
1H) 

H»9 6 5 



3- (4- {4- [4- (3-*?-)lZ)V*-)Vyx.=.)l) tf^^y>-l — TJI/1 
'H-NMR (DMSO-dg) 

<5 : 3.20(s, 3H), 3.40(m, 4H), 4.00(m, 4H), 7.21 (d, J=8.2Hz, 1H), 7.28-7.36(m, 2H), 7.52(t, 
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J=8.2Hz, 1H), 7.58-7.76 (m, 2H), 7.81(d, J=9.2Hz, 1H), 7.84-7.92(m, 4H), 8.16(s, 1H), 
8.81(s, 1H) 



4- (4- {4- [4- (3-^fMM^7x^) fcf^^^>-l— fJl/1 

*±'/u>-6 — oh -i//-tf^y-;w-3— ^>y-HJ;u- 3 hj 

'H-NMR (DMSO-dj) 

a : 3.19(s, 3H), 3.41(m, 4H), 4.05(m, 4H), 7.22(d, J=8.2Hz, 1H), 7.28-7.34(m, 2H), 7.51(t, 
J=8.2Hz, 1H), 7.63 (d, J=8.4Hz, 2H), 7.80-7.93(m, 5H), 8.20(s, 1H), 8.83(s, 1H) 

£%099 6 7 



5- (4- {4- [4- (3-*^)lZ)\s*-)Vyx.-)l) — OH 
*^/U>-6 — f;M - lH-bT^/-^- 3— f JU) ft7i>-2-i>M 

= h 'J )V - 3 h u 7;^a^^ 

'H-NMR (DMSO-dg) 

<5 : 3.20(s, 3H), 3.40(m, 4H), 4.15(m, 4H), 7.22(d, J=8.0Hz, 1H), 7.29(d, J=8.0Hz, 1H), 
7.33(s, 1H), 7.50(t, J=8.0Hz, 1H), 7.82-7.92 (m, 3H), 7.99(d, J=8.6Hz, 1H), 8.07(s, 1H), 
8.23(s, 1H), 8.84(s, 1H) 




NC 
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mffiM9 6 8 




l W"0"C^ 3CF 3 C0 2 H 



6- T3- U-*)V7±V>-4 — jjkZx^jk) - lH-tf^/-Jl/-4— f 

j 1/1 -4- [4- (3-*^;i/XJi/frn;p:7x:^) bf^^> ? >- i-^jw] 



'H-NMR (DMSO-dg) 

5 : 3.08(m, 4H), 3.20(s, 3H), 3.37(m, 4H), 3.63(m, 4H), 3.99(m, 4H), 7.00(d, J=9.0Hz, 2H), 
7.18(dd, J=2.0, 8.0Hz, 1H), 7.28-7.34(m, 4H), 7.53(t, J=8.0Hz, 1H), 7.81(d, J=8.8Hz, 1H), 
7.90(d, J=1.6Hz, 1H), 8.00-8.08(m, 2H), 8.83(s, 1H) 

l»J9 6 9 



p- 

3CF 3 C0 2 H 



4- [4- (3-^ h^y^>>?;i/) h°^y>-i— OH - 6- (if/-tf^ 

y-ju- 4 — f Jk] *^/u > - 3 h u 7fr*nwmm. 

'H-NMR (DMSO-dg) 

<5 : 3.78(s, 3H), 3.60-4.00(m, 8H), 4.34(s, 2H), 7.01-7.13(m, 3H), 7.40(t, J=8.6Hz, 1H), 
7.86(d, J=9.0Hz, 1H), 8.20-8.30(m, 4H),. 8.81(s, 1H) 



9 7 0 
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Q o o- 

N ^C N X) 2CF 3 C0 2 H 
(3-^h^>7x-Jl/) - {4- [6- HI/) *-^J 

'H-NMR (DMSO-dfi) 

a : 3.78(8, 3H), 3.60-3.90(m, 4H), 4.20-4.30(m, 4H), 7.01-7.08(m, 3H), 7.39(t, J=7.9Hz, 
1H), 7.80(d, J=8.6Hz, 1H), 8.21-8.30(m, 4H),. 8.82(s, 1H) 



H|g#l9 7 1 

Q-Ot^O" 2CF 3 C0 2 H 
4- [4- (hJUX>-4-X;^"JU) bf^7^>-l— Qk3 -6- (lif- 

'H-NMR (DMSO-dfi) 

(5 : 2.35(s, 3H), 3.08(m, 4H), 4.21(m, 4H), 7.43(d, J=8.6Hz, 2H), 7.63(d, J=8.6Hz, 2H), 
7.77(d, J=8.8Hz, 1H), 8.12-8.27(m, 4H),. 8.74(s, 1H) 



9 7 2 



Q-OjiO-f 2CF 3 C0 2 H 



l- (4- (4- [6- (i/f-bT7r/-;p-4-<;u) 4^-yj>-4 — r;n 
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'H-NMR (DMSO-dg) 

6 : 2.61(s, 3H), 3.22(m, 4H), 4.17(m, 4H), 7.77(d, J=8.7Hz, 1H), 7.89(d, J=8.4Hz, 2H), 
8.10(s, 1H), 8.15(d, J=8.4, 2H),. 8.21(d, J=8.7Hz, 1H), 8.24(s, 2H), 8.71 (s, 1H) 

M1&M9 7 3 



4- T4- (3--hP7x-JM tf^ 1 — f -6- (lif-fcf^/ 

'H-NMR (DMSO-d,,) 

(5 : 3.66(m, 4H), 4.32(m, 4H), 7.36(m, 1H), 7.51(t, J=8.1Hz, 1H), 7.57-7.66(m, 2H), 7.81(d, 
J=9.2Hz, 1H), 8.22- 8.30(m, 4H), 8.81(s, 1H) 

HSS^J9 7 4 



3- (4- [6- (1 H-M^J-fr- 4--f )V) *±VV>-4-<<)V\ ^2. 

*JfiW8 2 5fc«kD»6nfc3- {4- [6- ( 1 - h 'J 1 H- E^/-^ 
-4— f;0 ^ % /U>-4— f;P] M^-Jy-X -^M 7xZiJU7$>4 0 
mg££«08 2 6 8fcBB*©*ffifc«kt)K«tti:lliaB*ffVi«||^«l 8mg 

'H-NMR (DMSO-d^ 

5 : 3.49(m, 4H), 4.35 (m, 4H), 6.48-6.70(m, 3H), 7.19(t, J=7.8Hz, 1H), 7.82(d, J=9.2Hz, 
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1H), 8.24-8.34(m, 4H), 8.82 (s, 1H) 



mmm 975 




2, 2-^*^- AT- (3- {4- [6- (lH-\f5V-)V-4-<i)V) ^± 

2 6 ££0 2, 2-v^^-JV- (3- {4- [6- (1-b 

ftflU «f«*ffVi«Hft^«4 Omg«fiHfttbt#fc. 
'H-NMR (DMSO-dg) 

<5 : 1.21(s, 9H), 3.48(m, 4H), 4.30 (m, 4H), 6.62(d, J=7.9Hz, 1H), 7.09(d, J=7.9Hz, 1H), 
7.14(t, J=7.9Hz, 1H), 7.37(s, 1H), 7.80(d, J=9.3Hz, 1H), 8.20-8.28(m, 4H), 8.80(s, 1H), 
9.06 (s, 1H) 

$tt09 9 7 5 fcra«fcl/t£JS«9 7 6^6|tGKM9 9 3 ©ffe'&to&'&jfcLfc. 
Higflil 9 7 6 



^2u7nrt>ti)ltf>m (3- {4- F6- (1 H-V^J-fr-A-' <)V) ± 
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'H-NMRPMSO-dj) 

6 : 0.75(m, 4H), 1.75(m, 1H), 3.46(m, 4H), 4.27 (m, 4H), 6.62(d, J=8.4Hz, 1H), 6.95(d, 
J=8.4Hz, 1H), 7.14(t, J=8.4Hz, 1H), 7.35(s, 1H), 7.78(d, J=9.0Hz, 1H), 8.20-8.25(m, 4H), 
8.77(s, 1H), 10.08 (s, 1H) 

%im 977 



y/7Q^>^>^Jl/^>^ (3- {4- [6- (1 H-\Z?*J-)V-4-' f)V) ± 

mi 

'H-NMR(CD30D) 

6 : 1.50-2.00(m, 8H), 2.80(m, 1H), 3.50(m, 4H), 4.53 (m, 4H), 6.76(d, J=8.0Hz, 1H), 
6.91(d, J=8.0Hz, 1H), 7.20(t, J=8.0Hz, 1H), 7.44(s, 1H), 7.79(d, J=10.0Hz, 1H), 8.22(s, 2H), 
8.30(dd, J=1.8,10Hz, 1H), 8.37(d, J=1.8Hz, 1H), 8.66(s, 1H), 9.70 (s, 1H) 

mmm 978 



i-7x-;^D7'n^>^M>i (3- {4-. [6- ( 1 H-¥?V-)l- 
'H-NMR (DMSO-d^ 

5: 1.10(m, 2H), 1.41(m, 2H), 3.50(m, 4H), 4.27 (m, 4H), 6.62(d, J=8.6Hz, 1H), 6.97(d, 
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J=8.0Hz, 1H), 7.12(t, J=8.0Hz, 1H), 7.20-7.40(m, 6H), 7.79(d, J=9.0Hz, 1H), 8.20- 8.30(m, 
4H), 8.78(s, 1H), 8.87(s, 1H) 

MM 9 7 9 



2-7x^-JV- (3- {4- [6- (lH-\f^/-JV-4— < )V) £±2/jj 
'H-NMR (DMSO-dg) 

6 : 3.44(m, 4H), 3.60(s, 2H), 4.29 (m, 4H), 6.63(d, J=8.2Hz, 1H), 6.97(d, J=8.2Hz, 1H), 
7.15(t, J=8.2Hz, 1H), 7.20-7.40(m, 6H), 7.78(d, J=8.8Hz, 1H), 8.22- 8.32(m, J=4H), 8.79(s, 
1H), 10.08(s, 1H) 

IWJ9 8 0 



fcf^Dv>>-3-;ftJ!^>& (3- (4- [6- ( \ H-MvV-fr- 4-4 )V) 

*j-V*)>-4— (M \mp>-i-4M 7x-;p) 7$ k • 3_bu_7JM: 

'H-NMR (DMSO-dg) 

5 : 1.60-2.05(m, 5H), 2.70-3.35.(m, 4H), 3.45(m, 4H), 4.26 (m, 4H), 6.66(d, J=8.0Hz, 1H), 
6.99(d, J=8.0Hz, 1H), 7.17(t, J=8.0Hz, 1H), 7.28(s, 1H), 7.81(d, J=9.1Hz, 1H), 8.20- 
8.30(m, 4H), 8.57(s, 1H), 8.78(s, 1H) 
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mi&m 8 1 

if ^ J>^> 

N 4tf~ N w N ~0 3CF 3 C0 2 H 
AT— (3- {4- [6- (1 H-m>/-)V- 4-<< )V) ^Vl) >- 4 -- f ;H 

'H-NMR (DMSO-d^ 

6 : 3.48(m, 4H), 4.28 (m, 4H), 6.71(m, 1H), 7.18-7.28(m, 3H), 7.50-7.60(m, 3H), 7.80(d, 
J=9.1Hz, 1H), 7.92-7.96(m, 2H), 8.20- 8.30(m, 4H), 8.78(s, 1H), 10.13(s, 1H) 

8 2 




2-7;P:frP-iV- (3- {4- C6- ( 1 H — fcf f7\/ — )V — 4 — { )V) 
'H-NMR (DMSO-dg) 

6 : 3.48(m, 4H), 4.31 (m, 4H), 6.71(m, 1H), 7.12(d, J=8.2Hz, 1H), 7.21(t, J=8.2Hz, 1H), 
7.30(d, J=7.5Hz, 1H), 7.34(d, J=9.3Hz, 1H), 7.55(m, 1H), 7.64(m, 1H), 8.20- 8.30(m, 4H), 
8.80(s, 1H), 10.30(s, 1H) 

8 3 
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4-7)V*U-N- (3- (4- [6- (lH-^V-)V-4-^)V) 

ill' 

'H-NMR (DMSO-d^ 

5 : 3.48(m, 4H), 4.31 (m, 4H), 6.72(m, 1H), 7.20(m, 2H), 7.35(t, J=8.8Hz, 2H), 7.47(s, 1H), 
7.80(d, J=8.4Hz, 1H), 8.01(m, 2H), 8.20- 8.30(m, 4H), 8.79(s, 1H), 10.15(s, 1H) 

^Jfi^J 9 8 4 



3-7J^a-iV- (3- {4- [6 - (1 H-\fyV-JV- 4-^ )V) 

>-4— r;u] tf^7>?>-i— on 7i_^) ^>xts f • 3m7Ma 

'H-NMR (DMSO-d^ 

6 : 3.48(m, 4H), 4.31 (m, 4H), 6.72(m, 1H), 7.21(m, 2H), 7.40-7.48(m, 2H), 7.58(m, 1H), 
7.72-7.82(m, 3H), 8.22- 8.32(m, 4H), 8.79(s, 1H), 10.20 (s, 1H) 

Slfiftl 9 8 5 
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3-bVy)V*U*?')V-N- (3- (4- [6- (lH-¥7'/-)V-4— <)V) 
'H-NMR (DMSO-d„) 

6 : 3.48(m, 4H), 4.31 (m, 4H), 6.71(d, J=8.2Hz, 1H), 7.06(d, J=8.2Hz, 1H), 7.21(t, J=8.2Hz, 
1H), 7.43(s, 1H), 7.64-7.84(01, 5H), 8.22- 8.32(m,4H), 8.79(s, 1H), 10.44 (s, 1H) 



119 8 6 



N ^" N w N -Q 3CF 3 C0 2 H 



fcpj^>- 2 (3- {4- [6- a H-tf^/-Ji/-4— on * 



'H-NMR (DMSO-dg) 

6 : 3.51(m, 4H), 4.30 (m, 4H), 6.73(d, J=8.1Hz, 1H), 7.23(d, J=8.1Hz, 1H), 7.39(d, 
J=8.1Hz, 1H), 7.59(s, 1H), 7.67(m, 1H), 7.80(d, J=8.4Hz, 1H), 8.06(ra, 1H), 8.14(d, 
J=7.0Hz, 1H), 8.22- 8.32(m, 4H), 8.73(m, 1H), 8.79(s, 1H), 10.50 (s, 1H) 



^$009 8 7. 

, Q" N 3 , ~0 3CF 3 C0 2 H 
^7x>-2-^Jl//K>M (3- (4- [6- {1 H-VyV-fr- 4-4 M 
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'H-NMR (DMSO-dj) 



5 : 3.49(m, 4H), 4.31 (m, 4H), 6.70(d, J=8.0Hz, 1H), 7.22-7.23(m, 3H), 7.42(s, 1H), 7.81(d, 
J=8.4Hz, 1H), 7.84(d, J=4.0, 1H), 8.00(d, J=4.0, 1H), 8.22- 8.32(ra, 4H), 8.80(m, 1H), 
8.79(s, 1H), 10.12 (s, 1H) 

«#J9 8 8 



?t7i>-3-M>j (3- {4- T6- {lH-H^/-)V-4-^)V) 
pfEB£j[ 

'H-NMR pMSO-d 6 ) 

6 : 3.49(m, 4H), 4.31 (m, 4H), 6.70(m, 1H), 7.18-7.22(m, 2H),7.45(s, 1H), 7.58-7.66(m, 
2H), 7.80(d, J=8.8Hz, 1H), 8.22- 8.36(m, 5H), 8.80(m, 1H), 8.79(s, 1H), 9.92 (s, 1H) 

£1609 9 8 9 



5-^Da^7x>-2-M^>f (3- {4- [6- ( 1 J/- M y'/-)V- 
'H-NMR (DMSO-dg) 

6 : 3.48(m, 4H), 4.31 (m, 4H), 6.71(d, J=8.1Hz, 1H), 7.1 l(d, J=8.1Hz, 1H), 7.19-7.27(m, 
2H), 7.38(s, 1H), 7.80(d, J=8.1Hz, 1H), 7.89(d, J=4.0Hz, 1H), 8.20- 8.32(m, 4H), 8.79(s, 
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1H), 10.20 (S, 1H) 



MM 9 9 0 




3CF 3 C0 2 H 



3, 5-> ? ^^;i/-rv^-»V > -;i/-4-^;w^>B! (3- {4- [6- (ih-¥ 

=?^-)V-4-^)V) *±^V>-4—f)V} tf^7$»-l-*fJH Z£^2k} 

75 K • 3 hU7;^p^m 

'H-NMR (DMSO-dg) 

6 : 2.31(s, 3H), 2.52(s, 3H), 3.46(m, 4H), 4.31 (m, 4H), 6.71(d, J=8.2Hz, 1H), 7.05(d, 
J=8.2Hz, 1H), 7.2l(t, J=8.2Hz, 1H), 7.38(s, 1H), 7.80(d, J=9.1Hz, 1H), 8.20- 8.32(m, 4H), 
8.79(s, 1H), 9.95 (s, 1H) 

«0iJ 9 9 1 



TV— (3- {4- [6- (lH-\fyV-)V-4— <)V) 4-4 )V\ 

^7y>-i-^jn 7x_;p) ^>-tf>x;i/^>7$ p ♦ 3 HJziMgjjtjl 

'H-NMR (DMSO-d^ 

5 : 3.46(m, 4H), 4.21 (m, 4H), 6.50(d, J=8.2Hz, 1H), 6.60(d, J=8.2Hz, 1H), 6.66(s, 1H), 
7.06(t, J=8.2Hz, 1H), 7.50-7.80(m, 6H), 8.20- 8.32(m, 4H), 8.76(s, 1H), 10.12 (s, 1H) 

HJS0J9 9 2 
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3CF3CO2H 



N- (3- {4- T6- (1 H-V^S-fr- 4-4 )V) fttliU >~ 4 — f )\A 



'H-NMR (DMSO-dg) 

6 : 2.96(s, 3H), 3.46(m, 4H), 4.31 (m, 4H), 6.67(m, 2H), 6.75(s, 1H), 7.19(t, J=8.0Hz, 1H), 



^7x>-2-7J^>l (3- {4- T6- (lH-V^V-JV-*-' UV) 
'H-NMR (DMSO-dg) 

6 : 3.43(m, 4H), 4.36 (m, 4H), 6.50(d, J=8.2Hz, 1H), 6.55(d, J=8.6Hz, 1H), 6.64(d, 
J=8.6Hz, 1H), 6.70(s, 1H), 7.08-7.13(m, 2H), 7.4(m, 1H), 7.80(d, J=9.2Hz, 1H), 7.88(m, 
1H), 8.25- 8.32(m, 4H), 8.83(s, 1H), 10.31 (s, 1H) 

$ J&0I 9 9 4 



7.80(d, J=9.2Hz, 1H), 8.20- 8.33(m, 4H), 8.80(s, 1H), 9.60 (s, 1H) 



mmm 993 
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2, 2, AT-HJ*5\fr-iV- (3- {4- [6- ( 1 H- 4 — f JU) 

3^/U>-4 — Qk] K^7^>-l-^fJW 7x_Jl/) ^Dtft>7SP- 3 

9T#Sn^i2, 2-vpWI/-JV- (3- {4- [6- (l-MJ^ 

;w-iH-tf^y-ju-4— r;w ^/u>-4— r;W tr^i»- 1 — f ^} 

7i^) yatf^>7$ H2 Omg, 3-^^>10mg, #*flrt*MJ£A 
(6 0%) 3mg, rh7kKD77>5mL©i^ififl 5#M*#L&. 

'H-NMR (DMSO-d 6 ) 

<5 : 0.97(s, 9H), 3.15(s, 3H), 3.50(m, 4H), 4.19 (m, 4H), 6.71(d, J=8.0Hz, 1H), 6.87(s, 1H), 
6.94(d, J=8.0Hz, 1H), 7.28(t, J=8.0Hz, 1H), 7.79(d, J=9.2Hz, 1H), 8.20- 8.26(m, 4H), 
8.74(s, IH) 

fls7;Wl/*S»tLT^Jfif9 9 9 5j&>&H1SW9 9 9 ©fc£4fc££j«U &. 
H^J9 9 5 



9 1 ^-7x>-2-^;^>jg^5 1 ;i— (3- {4- [6- (1 j/-e^y-;i/-4 

— f j» *-rw>-4-4)V\ 7x-;i/) 75 h • 3 h 

U7Mn^t 

'H-NMR (DMSO-dg) 
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6 : 3.31(s, 3H), 3.51(m, 4H), 4.27 (m, 4H), 6.67(m, 1H), 6.72(d, J=8.0Hz, 1H), 6.87(m, 
1H), 6.93(s, 1H), 6.97(d, J=8.0Hz, 1H), 7.30(t, J=8.0Hz, 1H), 7.6l(m, 1H), 7.80(d, J=9.2Hz, 
1H), 8.20- 8.30(m, 4H), 8.79(s, 1H) 

gjfiftl 9 9 6 



N-t^fr-N- (3- {4- [6- (1 H-^/-)V- 4-4 )V) 
'H-NMR (DMSO-dg) 

<5: 2.96(s, 3H), 3.43(m, 4H), 3.52(s, 3H), 4.41 (m, 4H), 6.67(m, 2H), 6.76(s, 1H), 7.19(t, 
J=8.2Hz, 1H), 7.91(d, J=9.2Hz, 1H), 8.28- 8.33(m, 4H), 8.84(s, 1H) 

«0O 9 9 7 



N- ; y^U^U\d)V^)V-N- (3- {4- C6- ( 1 H- If 7'7-;P- 4 — ± 



'H-NMR (DMSO-d^ 

6 : 0.02(m, 4H), 0.32(m, 4H), 0.76(m, 1H), 2.89(s, 3H), 3.43(m, 4H), 4.20(m, 4H), 6.77(d, 
J=7.9Hz, 1H), 6.85(m, 2H), 7.21(t, J=7.9Hz, 1H), 7.73(d, J=9.0Hz, 1H), 8.16- 8.23(m, 4H), 




N. 
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8.71(s, 1H) 



MM 9 9 8 




3CF 3 C0 2 H 



N-sQVfr-N- (3- {4- [6- (lH-¥5^-)V-4—()\s) 

>— 4 — TJb] tf^7f>>- 1 — 1)V) 7xrjl/) ^5 L ;i/XJl/^>7^ H - 3 HJ 

'H-NMR (DMSO-ds) 

5 : 3.07(s, 3H), 3.45(m, 4H), 4.28(m, 4H), 4.84(s, 2H), 6.80(m, 2H), 6.89(s, 1H), 7.14- 
7.28(m, 6H), 7.80(d, J=9.2Hz, 1H), 8.23- 8.30(m, 4H), 8.80(s, 1H) 

HMM 9 9 9 



N-^)V-N- (3- {4- [6 - (i/f-tf^y-;i/-4->r;u) *^/U> 
-4—01/1 M^yy-i—iM 7x~;p) ^>if>^;^>7$ p • 3bu 

'H-NMR (DMSO-dg) 

5 : 3.10(s, 3H), 3.42(m, 4H), 4.28(m, 4H), 6.41(d, J=8.2Hz, 1H), 6.65(s, 1H), 6.86(d, 
J=8.2Hz, 1H), 7.18(t, J=8.2Hz, 1H), 7.52-7.65(m, 5H), 7.80(d, J=9.2Hz, 1H), 8.23- 8.30(m, 
4H), 8.80(s, 1H) 

MMM 10 0 0 
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\=N 



3CF 3 C0 2 H 



4- (4- [3- (1. — 1 > V^7^'J>?>-2— Qk2 Z£^2k] 
g^53?>-l--*f;H - 6- (\H-\dJV-)V-4-'()V) *7^/U>' 3h 

«^j8 2 5(c<fco#e»nrc3- {4- [6- (i-hu^;w-iH-t?7\/-ji/ 
-4— r;w *±w>-4—o\s] tr^7^>-i—r;H 7x^i/75>5o 

rag, 3-2uu?u\i)\,7,)Vib-)V>7U7^ F2 2mg, zMtfl^ h U 7 m 
gl, rh7t HD77>lmLCDS#«iSSflT3 0»M»#bfc. fi^tofc* 

^S^KADftttStffc. ^^MEEg*L^S^HM2 6 8 fclB«cD*fei? 

'H-NMR CDC1 3 ) 

6 : 2.38(m, 2H), 3.48(m, 6H), 3.73(t, J=6.4Hz, 2H), 4.32 (m, 4H), 6.62-6.74(m, 3H), 7.22(t, 
J=8.0Hz, 1H), 8.23-8.32(m,4H), 8.79 (s, 1H) 

mmm 1001 



4- [4- (4-*^Jl/XJl//fc~Jl/) 7x~;U] -1. 4--JTW>-l—CM 

- 6 - ( 1 f/- 4 - if ^/u ^±r/u > : m®m 

SMI 6 4t|^i0^l:<tO, 4- [4- U-M-)V7.)\s-fc-)V) 7x.~)V] 




1 
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-1, 4-S?7-fe?A>-l — iM - 6- (I-YV^V-IH-A-V^/VM 
*^V/'J > (mmms 3 (Mb^tl) l 6mg*6«^3mg$Hfc, (S^ 

MSm/e(ESI)449(Mir) 

mmm 1002 




4- {4- T3- (pwi^wfrxjp) 7x-M -1. 4-V7M;\>-i -<< 

2k3 -6- (1 j/-4-tf^/u;i/) ^±^/u>'^lg^ 

Hifi^Jl 6 4(hTOfcLT, 4- [4- (4-*3\Hvup*— ;W 7x-;n -1, 

4-^7W>- 1— r;i/)-6- (i-hu^-i//-4-tf7\/u;w 

V U > (HM 8 3 1 fc&m) 15mg^^ WMfc&m 3 m g Sfcfc. mm& 
MS m/e(ESI)449(MlT) 

mmm 1003 




4- U- T2- (^jUTJUfrXJ)/) 7i-JV] -1. 4-> ? 7-ifA>- 1 — f 

;u) -6- (i H-4-e^/u;t/) *-^/u> : 

HWJl6 4t«tT, 4- {4- [2- (^JPTJU/frx;!/) 7i~JW - 
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i, 4-to>-i- iM - 6- (i-hu^;p-i//-4-tf^yu;u) 

(H»8 3 2ft&m) 1 6 6mg*^, *Hfc£4fe5 8mg£fcfc. 
MS m/e(ESI)449(MH + ) 

Hjjfifll 10 0 4 



4- (4-7x~JHf^>>>- 1 -^Jl/) -6- (1 H-4-)d7VV)V) %± 

6 4trafl»CL*C, 4- (4-7x-;i'^7y>- 1 —fJW -6 - (1 
- h 'JfJh 1H-4- fcf^V'J;^) > M 8 3 3fls&<») 18 9m 

g 6 , 9M4tGtta 4 0 m g 
MS m/e(ESI) 357(MH + ) 

10 0 5 



4- [4- (3-j/DD7x-Jl/) tf^^y>- 1 — f Jl/l -6- (!H-h°5'/ 
6 4t»lT, 4- [4- (3-^007i^) tf^7>*>- 1 - 

<r;w - 6- (i- Hj?\H/-ii/-4-t:^/>j;i/) ^»/u> (HJ601J8 3 4 

fc^tt) 6 0 3mg*f., iift^*2 5 0mg*ftft. 
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'H-NMR (CD3OD) 

6 : 1.56(dd, J=5.2, 5.2Hz, 2H), 1.56(dd, J=5.2, 5.2Hz, 2H), 2.05(dd, j=5.2, 5.2Hz, 2H), 
2.05(dd, J-5.2, 5.2Hz, 2H), 4.82(dd, J=8.5, 2.4Hz, 1H), 4.95(dd, J-8.5, 2.4Hz, 1H), 5.02(dd, 
J=2.4, 2.4Hz, 1H), 5.22(dd, J=8.5, 8.5, 2.4Hz, 1H), 5.83(d, J=8.8Hz, 1H), 6.10-6.19(m, 4H), 
6.57(s, 1H) 

10 0 6 



WJ16 4tlI(:Lt, 4-1, 4 , -k*bf<u> ? ^;i'-i , -i';u-6- (1- 

h u ^)v- 1 h- tr^y-;u- 4 — r ;u) **-vfy > 8 3 5<b-&^) 2 0 

0mgj&>£, Mfc-^2 Omg£#fc. 
MS m/e(ESI) 363(MH*) 

10 0 7 



2-y)^u-5 - (4- [6- (1 H-4-tf^yj;u) -4-^±yj-;i/] 

6 4tH«k:LT, 2-7)V*U-S- {4- [6- (l-hU^U-l 




6 
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H-4-\Z5VV)V) -4-^VU-;H e^7i^>-l— ^>y-hu 
)V (mmM8 3 6<k&m 2 8 4mg^e>, MMfc£tt9 3mg^#t 
MS m/e(ESI) 400(MH + ) 
10 0 8 



4- [4- (1. 3-^>y^a-*y-;i^-5— ou) fc°^^>- 1 — r;i/] - 
6- [3- LLlLZik±P^±jk) - ih-M^JVM WJ>»aifi 
«Mi 64t^fcUT> 4- [4- (1, 3-^>y^+v-;w-5— t;w 
t**5s»- 1 -h'/w -6- [3- (hu^^o^^w -i-hu^-i 
jf-tr7V*u;w *?vu> (*Mi«8 3 7fl5^*) 3 0mg^e, mmfc&mi 

OmgSifc, 
'H-NMR (CD3OD) 

6 : 3.22-3.28(m, 4H), 3.96-4.02(m, 4H), 5.88(s, 2H), 6.45-6.50(m, 1H), 6.64-6.70(m, 1H), 
6.72-6.75(m, 1H), 7.87(d, J=10Hz, 1H), 7.93(dd, J=10, 0.8Hz, 1H), 8.11(d, J=0.8Hz, 1H), 
8.14(s, 1H), 8.63(s, 1H) 

IHPJ1 0 0 9 



4- {4- C (2-* h*i/-3-bf'J^) *7)V\ ymvy-i-^M - 

6- (iH-4-tf^yj;i/) > • jfi&fi 
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mmmi 6 4tmmizVT, 4- {4- [ (2-^h+'>-3-tru^;w *^)V) 

M^yVy-l-^M -6- (l-hU5 L ;P-l//-4-t!7\/U;W 
y WJ8 3 8fc£tt) 2 2 0mgfr£, £glft;£tt2 Omg^lfc. 
'H-NMR^DClj) 

(5 : 4.37(s, 2H), 4.48(s, 3H), 6.48-6.52(m, 4H), 7.10-7.13(m, 4H), 7.60-7.62(m, 1H), 7.92- 
7.94(m, 2H), 7.97-8.00(m, 1H), 8.30-8.32(m, 1H), 8.36-8.44(m, 2H), 8.52(s, 1H), 8.83(s, 
1H), 

%%m 1010 



4- [4- (4-*^jl^>SW) tf^^5^>- 1 — OH - 6- (l/f-H?'/ 
Hlfi^Jl 6 4tTO{CtT, 4- [4- (4-;*3\>WS>v>;W \L^vVy-\- 

- 6- (i-Hj^;i/-i//-h?^/u;w ^yu> mmmssQit^ 

46) frS, 4f®ft;-&tl 5 3 m g zmco 

MS m/e(ESI) 385(MH*) 
10 11 



4- [4- (3-^^7x-;i/) b!^7^>- 1— r;i/] - 6- (i/f-4-br 
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fmmi 64tmmzvx, 4- [4- (3-^^7xr;w e^^>-i- 
•f;w - 6- (i-hU9 1 ;i>-i//-4-tf-7i/u;p) *^/u> (HJ6#i8 4o 

ft£#0 5 0mg^5> aWft^Ml 5mg$Hfc. 
MS m/e(ESI) 385(MH + ) 
HSfiM 10 12 



4- {4- [4- (^;i/7jt^-jp) ^>3?;io tf^y>-i— f;w -6- 

( 1 Jf- 4 - fc° 7 \/U ;P) > • jfittifi 

HJ601J1 6 4tmU\ZLX. 4- {4- [4- (*3-)VZ))sft—)V) K>V)V\ M 

u*jy-i-' (M -6- (i-hu^;i/-iH-4-tr^y«jji/) *^yu> 

(Uttffll 8 4 1 5 0mg*5, 1 5 m g 

MSm/e(ESI)449(MlT) 

HJSM 10 13 



4- {4- [2- (^^;|/^;1/a|n-;|/) e^>>>- 1 -- r;u) -6- 

£2&0U 6 4tisj«ittT, 4- {4- [2- ^>$>;i/] tr 

iy?>-l->(M - 6- (l-MJ^-lH-K^/UJW ^7U> (H 
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MSm/e(ESI)449(MH + ) 



mum 1014 




H 



ATI- (1. t)V) -3- {4- [6- (lH-4-fcf^/ 

^mmi 6 4tmmzLx, ni- a, z-^7V-)v-2—ov) -3- {4 
- [6- (1- Hj^;p-iff-4-t!^vij;w -4-*i-vv-M 

>- 1 ^>X75 H (Hffiftl 8 4 3fc£4fe) 1 5 Omg^S, 

2 Omg£#fco 
MS m/e(ESI) 483(MH + ) 
10 15 



ATI- (4-7MD7IZJP) -3- {4- [6- ( 1 H— fcf:7\/U )V) -4- 

3- {4- [6- (l-hu^-i/f-tr^i/UJW -4-^y>j-;w tr^ 
yvy-i-'fM &Mmm mmm8 2 9it^m) 2oomgt4-7MD7 

mj > 3 5mg <h 1 - k H D*5"OV h 'J 7 % /—)U4 6mg £ 1 3 - ( 3 
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4-T!*»»U iVl - (4-7M07X-JW -3- {4- [6- 

)V-ih-¥?'SV)V) -4-^yjn;W ei55>>-i--f;H ^>XT5 
1 7 7mg^6iffi«ll 6 4tR«©*»K:«kO*a'(b^«l9 8mg 
'H-NMR (DMSO) 

<5: 3.58-3.66(m, 4H), 4.40-4.50(m, 4H), 7.16-7.22(m, 3H), 7.41(s, 1H), 7.42(dd, J=8.8, 
8.8Hz, 1H), 7.49(bd, 1H), 7.80(d, J=8.8Hz, 1H), 7.81(d, J=8.8Hz, 1H), 7.92(d, J=9.2Hz, 
1H), 8.33 (d, J=7.2Hz, 4H), 8.87(s, 1H), 10.3(s, 1H) 
MSm/e(ESI)494(MH + ) 
10 16 



(4-7)V*uy - { l - [6- (3-hU7;i/^-p^^;i/-i-m^ 
;^-iH-bf^v > -;i/-4— »;»j>-4-^;n br^'Js?>-4-^ on 

[i- (6-^dwj>-4-^) tf^u> ? >-4— r;i/] - (4-7;m- 

07i-JW ($3i£#J2 2 (Mt£$0 43mg, 3 - MJ 7;U*n^;i, 

- 1 - h U 1 H- 4 - tf^V U n >m (SljitfJ 3 1 fc£4ft) 5 7mg^ 

eststt 9 tra»©sis*ff vi, Mfc&tt 5 imgs#fc. 

'H-NMR (CDClj) 

6 : 2.02-2.20(m, 4H), 2.95-3.04(m, 2H), 3.44-3.52(m, 1H), 3.66-3.74(m, 2H), 6.87(d, 
J=5.0Hz, 1H), 7.17-7.23(m, 8H), 7.33-7.38(m, 9H), 7.50(d, J=0.8Hz, 1H), 7.61(dd, J=8.8, 
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2.0Hz, 1H), 8.02(d, J=8.8Hz, 1H), 8.03-8.08(m, 3H), 8.71(d, J=5.0Hz, 1H) 



mrnrn 10 17 




(4-^m;V^7x^) - {1- [6- (3-h'j7MD^f;i/-l 

- 1 H-VvV-fr- 4-4 )V) *;v>-4— -oh tf^'j>?>-4 
[l- (6-7n^3VJ>-4 — OH t!-*U5?>-4— OH - (4-*5\>w 

7.;V77-Jl/^x-;H **y> ($gj£#j2 2 5fc£tl) 5 6mg, 3-h'J^;i/ 
^-p^^-l-hU^;U-lH-4-k!^ViJJU^o>m (Mi£0iJ3 lft-^) 
6 9mg^WJ9 fclTOWEJfcfcfrV^ (4-^^>^;W77-;W7xnJH 

- {l- [6- (3-hU7;^o^^jp-i-hu^;p-ii/-tr7i/-;u-4 
— r;w +yu>-4— r;H tr^u>*>-4— oh ^^/>8 0mg$ifij 
^jvyr^tvxnrco cnw+y>i 4 omg&jflwr«iS«4 3 traaos 

^*ff-5 21tfc<tt), ffH^«l7 5mgS#fc. 
'H-NMR (CDC1 3 ) 

6 : 2.05-2.21(m, 4H), 2.97-3.05(m, 2H), 3.1 l(s, 3H), 3.46-3.56(m, 1H), 3.68-3.74(m, 2H), 
6.88(d, J=5.2Hz, 1H), 7.17-7.23(m, 6H), 7.33-7.38(m, 9H), 7.51(d, J=0.8Hz, 1H), 7.60(dd, 
J=8.8, 2.0Hz, 1H), 8.02(d, J=8.8Hz, 1H), 8.08(d, J=2.0Hz, 1H), 8.09-8.13(m, 2H), 8.16- 
8.19(m, 2H), 8.71(d, J=5.2Hz, 1H) 

mmm 1018 
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4- [4- (3-^)V7,)l^-)V7^y^) -fcf^'J>?>- (M - 6- 
(3 - K? 7)V-*U*=?)V- 1 -h'JfJh 1 H-b^/-JU-4— OP) 4V U 
> 

6-yp ; E-4- [4- (3-^f»77-JV7i;+-» tf^Uv>-l- 
-OW 'J> (M0II2 2 9fc£fe) 96mg, 3 - h 'J 7)V*U*^)l- 1 - 
hU^;U-l/f-4-t:-7VU;i/^D>m («#J3 Hb^tl) 12 0mg^ 
JS^J 9 t|WI^©S^firV\ 4- [4- (3-^^>7.;U7 7Zi;i/7xy^v) - 
tf^Ui^-l — <)W -6- {Z-Y^y)Virn^)V-l-h^^)V-lH- 
M^V-)V-A-^)V) *J U>1 3 9mg4ifi7^77Xi:UT#fc. 
t*^V>2 3 0mg*fflV5T«Jfi«4 3tRI«C!>KJK*ff5;:i:lC«k0, &»{t; 

2 7mgS#fc. 
'H-NMR (CDCI 3 ) 

5 : 2.07-2.15(m, 2H), 2.24-2.31(m, 2H), 3.08(s, 3H), 3.15-3.24(m, 2H), 3.43-3.52(m, 2H), 
4.67-4.73(m, 1H), 6.90(d, J=4.8Hz, 1H), 7.17-7.27(m, 8H), 7.34-7.39(m, 9H), 7.51-7.56(m, 
3H), 7.59(dd, J=8.6, 1.6Hz, 1H), 8.02(d, J=8.6Hz, 1H), 8.13(d, J=1.6Hz, 1H), 8.72(d, 
J=4.8Hz, 1H) 

Hifi^j 10 19 
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1- [6- (3- hV7)l*n* : ?)V-l-hV?)l'-lH-¥7>J-)V-4-'< 

l- (6-ya ; e^y'J>-4— -fjw bf^U v>-4-*;i/^>^ ^7iA-;i/ 

-2— T;U75K W14 5 9M) 19 1mg, 3 - h U ^M-p*^- 

i - ho i h- 4 - tr^/u jw?d >m wmm 3 1 2 5 0 mg ^ 
t>mmw9 tmn<DEfo*m\ mmvMH2 2 omg$iL 

'H-NMR (CDQ 3 ) 

d : 2.10-2.28(m, 4H), 2.64-2.73(m, 1H), 2.90-2.98(m, 2H), 3.67-3.77(m, 2H), 6.87(d, 
J=5.0Hz, 1H), 7.03(d, J=3.6Hz, 1H), 7.17-7.23(m, 6H), 7.34-7.38(m, 9H), 7.48(d, J=3.6Hz, 
1H), 7.52(d, J=0.8Hz, 1H), 7.60(dd, J=8.8, 1.8Hz, 1H), 8.02(d, J=8.8Hz, 1H), 8.08(d, 
J= 1.8Hz, 1H), 8.72(d, J=5.0Hz, 1H) 



10 2 0 




0=S:0 



4- { 4 - [4- 7x-jM -1. 4->?7-fcVt>- 1 — f 

JH-6- [3- (HJ^I/^Q^JU) -l-h'J^-lH-4-hf^V > 'j;i/1 
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l-[4- {*^)V7,)\,*-)D 7x.~M - 1, 4-V7W>'$kto&milLt 
6-7n*-#au*1-VV>&R\,m&MS 2t»^ftl:J;f)iIlfc4 
-[4- (6-7n*-4-*S 'J -1, 4-v?7ifA°>- 1 fjl/]7x"^ 
7JI^>1 1 3mgt3-hiJ7MD^^- 1 - hV?-)V- 1 H- 
4-bf7\/U<M?n>» «J3 Ift&m) 1 3 9mg&J§V>T&»Wl 68t 
l^mo^^^i 0 , m^«1 2 0 5 m g fcfcfc. 
'H-NMRCCDClj) 

6 : 2.40-2.60(m, 2H), 3.02(s, 3H), 3.34-3.37(m, 2H), 3.53-3.54(m, 2H), 3.74-3.78(m, 2H), 
3.87-3.90(111, 2H), 6.81(d, J=8.8Hz, 2H), 6.90(d, J=5.2Hz, 1H), 7.19-7.22(m, 6H), 7.34- 
7.38(m, 9H), 7.53(s, 1H), 7.63(dd, J=8.4, 2.0Hz, 1H), 7.77(d, J=8.8Hz, 2H), 8.03(d, 
J=8.4Hz, 1H), 8.12(d, J=2.0Hz, 1H), 8.68(d, J=5.2Hz, 1H) 

1021 



4- [4- (4-^^MJl/»Zj|/7i/^y) bf^U^>- 1 — fJlO - 6- (3 

6-^0^-4- {4- [4- (*^7Jl/*-;i/) 7i/+y] tf^USV} * 
yU> C»»«8 9fc£4M 15 0mg, 3 - h U 1 - h U^A- 
-lH-4-tr7V/U;P#P>» 3 Hfe£*W 18 0mg*^HI{SJ9t 

EWftCDJRlfcfcfTV*, 4- [4- U-tJ-frWV-fc-fr?*;**/) fc?^Uv>>- 

l— f;w -6- (3-hU7;i/^-D/^;i/-i-hU^;i/-i//-tf^V-^- 
4— <;w ^u>2 4 4mg^fc. zn*mmm6 7 tmmvBifo&m^ m 
m^m 1 3 o m g &$ft£&ii t Lxntto 

'H-NMR (DMSO-d^ 




3HC1 
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6 : 1.91-2.01(m, 2H), 2.22-2.29(m, 2H), 3.18(s, 3H), 3.73-3.81(m, 2H), 3.97-4.05(m, 2H), 
4.97-5.03(m, 1H), 7.24-7.32(m, 3H), 7.85-7.89(m, 2H), 8.03(dd, J=8.8, 1.6Hz, 1H), 8.10(d, 
J=1.6Hz, 1H), 8.12(d, J=8.8Hz, 1H), 8.46(s, 1H), 8.72(d, J=6.8Hz, 1H) 
MS m/e (ESI) 517 (MH + ) 

10 2 2 



4- C4- U-^^XJl^-JI^x/^v) h°^U> ? >- 1— f;i/] - 6- (1 

H-tf^/-;i/-4— r jp) ^yu>- 3 mat* 

6-7tl*:-4- {4- [4- (^WPX/M^W 7i/^>] fcf^'JiV} * 
/U> (§WJ8 9fc£tl) 80mg> l-hU5 i ;i'-l/J r -4-tr7l/U;W#P 
>18 0mg^^^li)3J9i:»SMfTK 4- [4- (4 

^7x;^y) tf^u i — f;i/] -6- (l-hu^iz-iH-tr^y-;)/ 

-4--OU) ^ l J>10 2mg^#fc. cnSHJfi«6 7tI^«©K*SffV^ 
«S*b£tt 5 2 m g t LT§fc. 

■H-NMR (DMSO-dj) 

a : 1.96-2.07(m, 2H), 2.24-2.34(m, 2H), 3.18(s, 3H), 3.80-3.87(m, 2H), 4.02-4. ll(m, 2H), 
4.97-5.04(m, 1H), 7.25(d, J=7.0Hz, 1H), 7.26-7.31(m, 2H), 7.85-7.91(m, 2H), 8.04(d, 
J=8.8Hz, 1H), 8.21(d, J=1.6Hz, 1H), 8.26(dd, J=8.8, 1.6Hz, 1H), 8.30(brs, 2H), 8.63(d, 
J=7.0Hz, 1H) 
MS m/e (ESI) 449 (MH + ) 

10 2 3 




N 
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(4-7)Vyt-U7x.-)l) - {1- [6- (3 - HJ 7)1*0*^)1- 1 H- If =y 

'7-jp-4-^jw) *yu>-4-^jn tf^u$?>-4— r;w 3m 
mm 

(4-7MD7X-JW - {1- [6- O-hU^Jl/^-P^^-l-h'jg 1 

y mmmi o 1 6^*) 5 img^e»n^j6 i tmrnoEfozm^ 

'H-NMR (DMSO-dfi) 

6 : 1.80-1.94(m, 2H), 1.97-2.08(m, 2H), 3.58-3.69(m, 2H), 3.89-3.99(m, 1H), 4.13- 
4.25(m, 2H), 7.27(d, J=6.4Hz, 1H), 7.38-7.45(m, 2H), 8.02(dd, J=8.8, 1.6Hz, 1H), 8.08(d, 
J=1.6Hz, 1H), 8.1 l(d, J=8.8Hz, 1H), 8.13-8.19(m, 2H), 8.45(brs, 1H), 8.69(d, J=6.4Hz, 1H) 
MS m/e (ESI) 469 (MH + ) 

HiSM 10 2 4 



4- [4- (2-^^;i/7,;^-ji/7xy^'» bf^us?>- 1 — on -6- (3 

6-7*0^-4- [4- (2-^f;^M-Jl/7i7+y) -tf^ij>>>-l- 
-f;H *J U> ($¥i£0il2 2 2fc£$)) 80mg, 3- hU7Jl/^D^^;U- 1 - 
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#19 tm<DRJ&&ft\r\ 4- [4- (2-*?)lX)l*-)l7x.y*is) t°^u 

vy-\—iM -6- (3-hU7;i/^-n^^- l-hU^-i/z-e^V 

-;W-4 — i)V) *JV>12 4mg§#ft. ^tl*HJfiM6 7 fcE«©jR£*fr 
'H-NMR (DMSO-dg) 

6 : 2.03-2.12(m, 2H), 2.20-2.31(m, 2H), 3.30(s, 3H), 3.83-4.01(m, 4H), 5.13-5.20(m, 1H), 
7.16-7.22(m, 1H), 7.29(d, J=6.8Hz, 1H), 7.47(d, J=8.0Hz, 1H), 7.69-7.75(m, 1H), 7.85(dd, 
J=8.0, 1.6Hz, 1H), 8.03(dd, J=8.8, 1.7Hz, 1H), 8.09(d, J=1.7Hz, 1H), 8.12(d, J=8.8Hz, 1H), 
8.46(brs, 1H), 8.7 l(d, J=6.8Hz, 1H) 
MS m/e (ESI) 517 (MH + ) 

miMM 10 2 5 



(4-;WU;uWfrz:;U7xr:;P) - { l - [6- (3 - hjj7jk±P2L£2kz l 
#-tf^/-jl/-4 — f 2k) */'J>-4 — fjk] bT^US?>-4-^;W 

(4 - *?)V7s)V*-)V7 xnjw - {l- [6- (3-hU7;^D^^;i/-i 

— f;U} (ftttttl 0 1 7<t£^) 7 5mg#>&3gffi096 7 <!: ITO©£J& 

'H-NMR (DMSO-dj) 

6 : 1.82-1.95(m, 2H), 2.02-2.1 l(m, 2H), 3.32(s, 3H), 3.59-3.68(ra, 2H), 3.95-4.05(m, 1H), 
4.14^t.26(m, 2H), 7.27(d, J=6.8Hz, 1H), 8.00-8.16(m, 5H), 8.28(d, J=8.0Hz, 2H), 8.45(brs, 
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1H), 8.70(d,J=6.8Hz,lH) 



MSm/e(ESI)529(MH + ) 



mum 1026 



90 

o 




3HC1 



(2-^fM;^;i/7xr;v) - { 1 - [6- (3-hU7Mn^fJV-i 
[i- (6-^p : e^/u>-4— k«*us»-4— ow - (2-pwi/ 

7;i/7 7^7x"JW 2 7 0mg, 3 - HJ 

^-o^^;i/-i-hu^JU-ii/-4-e^^>j;^D>i? (||M3 Ht£«j) 
8 7mg^&HJfiM9 tm%<DRfo£ft\<\ (2-*?>X)l7 7-)l>7*-)\,) 
- {1- [6- (3- h*)7)l*U*?-)\,- 1 - hU^P- 1 H-VJV-fr- 4 

(2-^^^;^-;P7xn;i/) - { i - [6- (3- HJ7;M-n^;i/- i 
-hU5 L ;u-iH-tr^:/-;i/-4— rji/) 4 t yu>-4— r;w e«*us»-4 

^Bj3 4mgafMSaTffc, 
'H-NMR (DMSO-dj) 

6 : 1.83-1. 96(m, 2H), 2.01-2.09(m, 2H), 3.33(s, 3H), 3.16-3.37(m, 1H), 3.43-3.60(m, 2H), 
4.12-4.20(m, 2H), 7.23(d, J=6.6Hz, 1H), 7.76-7.82(m, 2H), 7.86-7.91(m, 1H), 7.98-8.08(m, 
4H), 8.44(brs, 1H), 8.69(d, J=6.6Hz, 1H) 
MS m/e (ESI) 529 (MH + ) 
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MffiM 10 2 7 




4- [4- (3-*^XJUfr-Jl/7x7*->) -tf^U^>-l— jM - 6- 

(3-hU7;^a^5 1 Ji/-iJ/-tf7 > /-;i/-4— ^; u > ■ 3i&i^ 

4- [4- (3->^JP»7x/+-» -tf^'J^>-l-'T;W - 6- 

(3-hU7;^p^^;i/-i-hu^-iH-t!^v , -^-4— r;i/) 
> mi o i 8fl5^») t^mmi&i tmmvRj&zn^ mmikftws 6 

'H-NMR (DMSO-dj) 

6 : 1.90-2.01(m, 2H), 2.20-2.29(m, 2H), 3.25(s, 3H), 3.75-3.83(m, 2H), 3.98-4.06(m, 2H), 
4.96-5.02(m, 1H), 7.29(d, J=7.0Hz, 1H), 7.39-7.43(m, 1H), 7.50-7.55(m, 2H), 7.58-7.64(m, 
1H), 8.03(dd, J=8.8, 1.6Hz, 1H), 8.1 l(d, J=1.6Hz, 1H), 8.13(d, J=8.8Hz, 1H), 8.47(brs, 1H), 
8.72(d,J=7.0Hz, 1H) 
MS m/e (ESI) 517 (MH + ) 

£%0J 10 2 8 




4- [4- (2-7^a-4-^^7>;i/^-;W7xy^-» -tf^'Jy>-l 
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-<M - 6- (3-HJ7;M-g*^- lH-\d?V-)l-4-' ( )V) ±Z12 

6-ZfU±-4- [4- (2-7Mn-4-/5 : ;i'X;i/77-^7xy^» tf 
m~J>-l—OV] */U> 4 10 5mg, Z-b*)7)V 

^-□^^-l-hU^-l//-4-tf^V > U;^P>^ (SSti£0J3 
1 2 9mg^6HJ6W9tPI«©R«*ffVK 4- [4- (2-7^D-4-/ 
^>7^77-^7i;*«» -tMU$*>-l — iM -6- (3-HJ7;k* 
□ 1 - M>3\fc- 1 H-tT 717-^-4-^^) */U>l 2 8mg§i 

ft7t;i/7 77tUTHfc. Z.nt**V>2 1 lmg^e.H^J43 tH«OS 
J&SfrK 4- [4- (2-7;U^O-4-^^;i/7NJU*-;P7xy^r'» -h*^ 
■JS»-1 — OKI -6- (3-hU7;^D^^-l-hU^;i/-l/f-t!7 

y-;w-4—r;w ^;'j>9imgr#fc. ^n^«^i6 7 ti^DSft^tr 

K ^^tl4 7mg^^^^ H <i:bT#fc. 
'H-NMR (DMSO-d 6 ) 

6 : 1.93-2.06(m, 2H), 2.20-2.34(m, 2H), 3.24(s, 3H), 3.70-3.83(m, 2H), 3.94-4.05(m, 2H), 
5.03-5.09(m, 1H), 7.30(d, J=7.0Hz, 1H), 7.62(t, J=8.4Hz, 1H), 7.72-7.77(m, 1H), 7.83(dd, 
J=10.8, 2.2Hz, 1H), 8.03(dd, J=8.8, 1.8Hz, 1H), 8.10-8.13(m, 1H), 8.13(d, J=8.8Hz, 1H), 
8.46Cbrs, 1H), 8.72(d, J=7.0Hz, 1H) 
MS m/e (ESI) 535 (MH + ) 

10 2 9 



4- [4- (4-7;^P-2-^^7s;i/^;^7xy^v) -hf^'Jy>-l 
— Qkj -6- (Z-W7)V-*U lH-\f.y^-)V- 4 —<)V) ^yu 
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6-7n=E-4- [4- {4-7)\,-*U-2-*3-)V7s)\s77-)\,7x.;*^) tf 
*U5»-l~f/M 4 9it^m) 13 0rag, 3-h*)7)l 

*a*<?)V- 1- 1 H- 4 7'/ 'J («0O3 Ift&tfo) 

1 6 0mg*^ili9 tmU<D^m^m\ 4- [4- U-7)V-*U-2-* 
^>XJP7 7^7x^y) -tf^'J^>- 1 — OH -6- (3-HJ7;M" 

u*3-)\>- 1 -hu^P- 1 jf-e7»/-;w- 4— ow u > 1 8 2mg^i 

fi7^7 77,<hLT#fCc Cint^y>3 0 0mg^SHS6M4 3 .tHiiCDS 
&£fT^ 4- [4- (4-7MD-2-/fM;^^7i;^^) -fcf^ 

u^>-i— -ow -6- (s-hu^^a^^-i-hu^-i/z-tf^ 

'H-NMR (DMSO-dg) 

a : 2.01-2.1 l(m, 2H), 2.19-2.30(m, 2H), 3.34(s, 3H), 3.80-3.90(m, 2H), 3.90-4.00(m, 2H), 
5.10-5.17(111, 1H), 7.28(d, J=6.8Hz, 1H), 7.53(dd, J=9.0, 3.8Hz, 1H), 7.58-7.66(m, 2H), 
8.00-8.04(111, 1H), 8.09(s, 1H), 8.10(d, J=8.8Hz, 1H), 8.46(brs, 1H), 8.71(d, J=6.8Hz, 1H) 
MS m/e (ESI) 535 (MH + ) 

$%0! 10 3 0 



(S-*J-)V7.)V-fo-)ltt7x.>-2— - {1- [6- (3-h'J7Jl/^ 



a 
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[l- (6-7D*r-*y >j>-4—f;i/) -tr^ys»-4— vv] - (5-y 
^x;V7 7^i/ft7i>-2--f;v) *$jy (KififlK 5 (Mb£*b) 100 

mg, 3- MJ^JM-D*^- 1 - HJ3\>V- 1 H- 4 - tf 7!/U;U#D>» 

^jV7 7-;P^7x>-2— - {l- [6- (3-hl):7/WnijWl>- 

4— r;w y^y>i 6 rmg^feT^i/^TXtbTiifco cnfc*^y>2 
8 0mg7&^n^j4 3 £|s]li<£>MJS£fTV\ ( 5 -y>^x;v*-;i/^7x> 

-2— OW - {1- [6- O-hU^^Dy^-l-hU^lz-l/f-H 
^7-;p-4— f;W */U>-4— f/w tf^'ji^>-4— fjW y^y>i3 

'H-NMR (DMSO-dj) 

<5 : 1.87-1.98(m, 2H), 2.04-2.13(m, 2H), 3.45(s, 3H), 3.53-3.65(m, 2H), 3.82-3.93(m, 1H), 
4.14-4.22(m, 2H), 7.28(d, J=7.0Hz, 1H), 7.98(d, J=4.0Hz, 1H), 8.02(dd, J=8.8, 1.6Hz, 1H), 
8.08(s, 1H), 8.10(d, J=8.8Hz, 1H), 8.26(d, J=4.0Hz, 1H), 8.45(bis, 1H), 8.70(d, J=7.0Hz, 
1H) 

MS m/e (ESI) 535 (MH + ) 
HJfifliJ 10 3 1 



(3-y^;PXJ^-jt/7x-;u) - { l - [6- (3 - hvyjvirutrjv- 1 




3HC1 
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[1- (6-^DWJ>-4-' OV) fc^U^>-4~ i)V] - (3-*?)V 
Z)V7 7~)Vyx-)V) *$jy (S&0I4 5 Ztt&W) 66mg, 3 - h U 

^n^5 i ;i'-i-h , J^;i/-i J H'-4-tf7yu;i'^o>^ (§^#13 utte*) 
- {1- [6- (3-hU7;i/^o/^;i/-i-h>j^-i//-k 0 5y-;i^-4 

-4M */V>-4— OKI t!^U> ? >-4-^;i/} **y>8 2mg£3S&7 
W7^tl/THfc. cnt**V>l 3 6mg^&mtM4 3 tmM<D&J&% 
ffvi, (3-^^;U7.;i/^n;i/7xn;i/) - {1- [6- {Z-YV7)VHru*?- 
1 - hu^- 1 //-t!^^-;i/-4 — r;w u>-4 — OH tf^u 

mb^tt 3 3 m g fcgfcStfe&ll £ bT#fc. 
'H-NMR (DMSO-dj) 

6 : 1.84-1.96(m, 2H), 2.02-2.12(m, 2H), 3.32(s, 3H), 3.58-3.70(m, 2H), 3.97-4.07(m, 1H), 
4.12-4.24(m, 2H), 7.27(d, J=6.8Hz, 1H), 7.88(t, J=8.0Hz, 1H), 7.99-8.03(m, 1H), 8.06- 
8.11(111, 2H), 8.21-8.25(m, 1H), 8.40-8.48(m, 3H), 8.70(d, J=6.8Hz, 1H) 
MSm/e(ESI)529(MH + ) 

mm 1032 



3HC1 




4- [4- (2-7;i/^-a-4-^^JWXJl/^-^7xy^'» -fc^l)S?>-l 
rrTik] -6- (l/J-bf7'/-JP-4— HI/) *y'J>- 3jfiBfejfi 

6 - [4- (2-7^D-4-^f;wji/77-^xy+y) t: 

v>- 1 -<i)V\ *J U > (§3i£0y4 4 8fls£*j) 1 0 4mgt 1 - h 
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- [4- (2-7fr*n~4-*?>z)i>7 7-)\'7x;*~/) -tf^u^>-i 
av] -6- ci-hU5 1 ;i'-iH-fcf7 v /-;i'-4-' r;u> ^yj>io8m 

g^i^7W77ttT#fc„ Jint^V>l 9 6mg^e>Hilfi^J4 3 tm 
ftOKJ&Sfr^, 4- [4- (2-7Mn-4-^fMM^7x;+>') 

-tf^u v f >- 1 — r;n -6- a-bv?)v-i h-\Z7V-)v-4-^)d 
^u>io 8mg£#fc. cn*3feKffii6 7 tmmnKfc&m^ 9mft$m2 

'H-NMR (DMSO-dg) 

6 : 1.98-2.10(m, 2H), 2.26-2.35(m, 2H), 3.24(s, 3H), 3.78-3.87(m, 2H), 4.00-4.10(m, 2H), 
5.03-5.10(m, 1H), 7.26(d, J=6.8Hz, 1H), 7.62(t, J=8.4Hz, 1H), 7.72-7.77(m, 1H), 7.84(dd, 
J=10.6, 2.2Hz, 1H), 8.05(d, J=8.6Hz, 1H), 8.22(d, J=1.4Hz, 1H), 8.26(dd, J=8.6, 1.4Hz, 1H), 
8.30(bis, 2H), 8.64(d, J=6.8Hz, 1H) 
MS m/e (ESI) 467 (MH + ) 

H^J 10 3 3 



l- C6- (3- hU7;^p^^;i/- 1 /f-H7 7-;i/-4— f ji/) ^yu>- 
4— <;V3 -bf^Uv>-4-^j^>^ U-y)^uy^-)V) 75 K • 3 

□ 7i-W 75 H (§Si£#J4 5 7fb£#l) 7 3mg, 3 - h U 7;W*-n;WU- 
1- h"J^-l J f/-4-tr^yj;i/^D>^ CHEW 3 Hfc£i») 9 4mgj&>£ 




3HC1 
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mmm9 tmu<DRfo*ni<\ 1- [6- (3-hV7)\>*u*?)\,-i-hv?- 

)V- 1 H-Vy^-fr- 4-<i )V) *;v>-4— on -bf^lh7>-4-;fr;P 

#>m (4-7;^07x-JW) 75H5 4mg$#fc, dtl*3*ESfiM6 7 
8©Ef&£fr^ %mik&yn5 4mg^MStUT#fc. 
'H-NMR (DMSO-dg) 

5 : 1.88-2.10(m, 4H), 2.78-2.85(m, 1H), 3.47-3.57(m, 2H), 4.16-4.25(m, 2H), 7.11-7.19(m, 
2H), 7.28(d, J=7.0Hz, 1H), 7.62-7.69(m, 2H), 8.03(dd, J=8.8, 1.6Hz, 1H), 8.08(brs, 1H), 
8.13(d, J=8.8Hz, 1H), 8.46(brs, 1H), 8.70(d, J=7.0Hz, 1H) 
MSm/e(ESI)484(MH + ) 

» 10 3 4 



4- [4- (4- hV7)l>-*U*3-)V7,)Vik-)\,7^;*r=/) fcf^'J v>— 1 — f 

Ji/] -6- (3-hU7;i/^-a^5 1 Ji/-i jf-tf7V-;w-4-^;i/) ^;u>- 

6 -70^-4- [4- (4-h'j7j^D^^;ux;u7}N-ji/7xy^v) fcf^u 
v>-i—r;w +yu> («JS«i4 5 6{t:^«) isomg, 3 - MJ 7;i>*a 

1 - hu 3^- 1 if- 4 - e^/u )v$u>u m^m 3 1 <t£#o 1 6 

0mgfrt>mfa&\9 £mU<DRJ&*ft*>\ 4- [4- (4 - h'J7MD^fM 
M-JP7x;+y) tT^U e^>— 1 — t)V\ -6-.(3-h'J7Mn^5 1 JV- 
l-hU5 : JV-lH-t!7 , /-;i/-4- f JI/) +;U>2 2 1mgr#fc 0 

«^i6 7 tmm<D8.fo*m\ %mits®i o 6mg§ifeier B in#fc. 

'H-NMR (DMSO-dj) 

<5 : 1.92-2.06(m, 2H), 2.23-2.34(m, 2H), 3.71-3.82(m, 2H), 3.94-4.05(m, 2H), 5.07-5. 13(m, 
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1H), 7.29(d, J=6.8Hz, 1H), 7.43-7.48(m, 2H), 8.01-8.14(m, 5H), 8.46(brs, 1H), 8.72(d, 

J=6.8Hz, 1H) 

MS m/e (ESI) 571 (MH + ) 

£1609 10 3 5 



6- (1 H-¥7'J-)V- 4--{ )l) -4- [4- (4-HJ7;kfra*5 1 ;i/7Jl' 

^-ji/7xy^'» fc?^u^>-i— 01/1 */u>- 3^M^ 

6-^a ; &-4- [4- (4- h l j7MD^W;P*-Jl'7i/^y) fc^U 

5?>-i— r;H *yu> 0RJi«4 5 6{b^») isomg, l-hu^-i 

H-4-tf^y<j;^P>mi 34nig^6IIJIS«9fc^«OR*&ff^ 6- 
(1-h'J^-lH-fcf 77-^-4— f;W -4- [4- (4-h'j7Mn 

■H-NMRCDMSO-dj) 

5 : 2.13-2.24(m, 2H), 2.37-2.48(m, 2H), 3.90-4.00(m, 2H), 4.09-4.19(m, 2H), 5.07-5.15(m, 
1H), 7.24(d, J=6.8Hz, 1H), 7.36-7.43(m, 2H), 7.94(d, J=8.8Hz, 1H), 8.01-8.08(m, 2H), 
8.20(brs, 2H), 8.23(dd, J=8.8, 1.8Hz, 1H), 8.30(d, J=1.8Hz, 1H), 8.72(d, J=6.8Hz, 1H) 
MS m/e (ESI) 503 (MH + ) 

HJgfliJ 10 3 6 
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1- [6- (Z-hV7)V*U*^)V-\H-\d7"J-)V-4-' [M *rJV>~ 

l- (6-^P^yj>-4— tju) tf^us?>-4-*;w#>» (4-^;p^- 
^-i-hU9 i ;i/-iH-4-tf7yu;^D>m (m3 im) 114 

mg#S^«09 9fcHtt©EjE£frV^ 1- [6- (3 - h *)y)Vtu^)l- 1 

-hu^;w-ii/-t!5i/-;p'-4— f;w 3r/u>-4— rju] -tf^>jv>- 

4 (4-7MD7xZJW Kl 3 9mg^#fc. £ft 

'H-NMR (DMSO-dg) 

5 : 1.73-1.94(m, 4H), 2.52-2.65(m, 1H), 3.15(s, 3H), 3.19-3.35(m, 2H), 4.01-4.1 l(m, 2H), 
7.18(d, J=6.6Hz, 1H), 7.28-7.38(m, 2H), 7.46-7.55(m, 2H), 7.97-8.04(m, 2H), 8.12(d, 
J=9.2Hz, 1H), 8.44(brs, 1H), 8.66(d, J=6.6Hz, 1H) 
MS ro/e (ESI) 498 (MH + ) 

10 3 7 
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1- [6- (3-hVy)V*n*?)V-lH-V : 7V-)V-4-'<M */'J>- 
1- [6- {3-hVy)V^n^)^-l-hV^)V-lH-^y'/-JV-4— f 

75 k mmmio 1 %%,&w> 2 2 omg^e>fi«j6 7 tra«©s**ffv^ 

'H-NMR (DMSO-dg) 

(5 : 1.89-2.01(m, 2H), 2.03-2.12(m, 2H), 2.93-3.02(m, 1H), 3.41-3.70(m, 2H), 4.17-4.27(m, 
2H), 7.23(d, J=3.6Hz, 1H), 7.29(d, J=6.8Hz, 1H), 7.49(d, J=3.6Hz, 1H), 8.04(dd, J=8.8, 
1.6Hz, 1H), 8.08(d, J=1.6Hz, 1H), 8.12(d, J=8.8Hz, 1H), 8.44(brs, 1H), 8.71(d, J=6.8Hz, 
1H) 

MS m/e (ESI) 473 (MH + ) 
10 3 8 




i — r 6 - (3- vvyfroru 1 h-\z^j—)v- tik) */u>- 
l- [6- (3-hU7;^D^9 1 ;i'-i-h'j^;k-i//-fci^i/-;i/-4-i' 

JW) \)>-4-^)V\ -\f.^) s jy-4-ts)Vi^ym ^7V~)V-2-^)V 
75 K (&%0I1 0 1 9<b^«) 1 0 Omgfr&fiJfiflH 5 8 £TO©KjS£fr(^ 

l- [6- (3-h'j7;^D^^;u-i-h'J5 1 ;i'-i//-tf7\/-;i'-4->r 

)V) *y U>-4-i*;KI -tf^U> ? >-4-^;U/j?>i! ^^lz-^T^Z-JU- 
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2-^75 H 3 5mg*#fc. Hft£IIJ60!l6 7 fc^fifcDEJ&SfrV^ &Mit& 
<KJ 9 m g £$Ht£lg|| £ LT#fc. 
'H-NMR (DMSO-dg) 

6 : 1.88-2.02(m, 2H), 2.04-2.13(m, 2H), 3.44-3.65(m, 3H), 3.80(s, 3H), 4.14-4.24(m, 2H), 
7.28(d, J=6.8Hz, 1H), 7.30(d, J=3.2Hz, 1H), 7.56(d, J=3.2Hz, 1H), 8.02(dd, J=8.8, 1.6Hz, 
1H), 8.09(d, J=1.6Hz, 1H), 8.11(d, J=8.8Hz, 1H), 8.46(brs, 1H), 8.70(d, J=6.8Hz, 1H) 
MSm/e(ESI)487(MH + ) 
m&M 10 3 9 



4- {4- [4- U^MJk^M -1. 4-i>7-g/t>- 1— C 

jkl -6- [3- (hVy)V*n*^)l) -lH-4-E9V"JJt/| *SV>'M 

6 4 tmm<Djjmiz£*) . 4- {4- [4- c^^;ux;pfc;w 
;W -i, 4-^7-tf/o-i — au) - 6- [3- (mj^i^d^^w -1 
-hu^-iH-4-tr5 % /u;w *yy> WJ1020M) 205m 

g^S, *]Bfc£ttl 0 0mgi£#fc, 
'H-NMR (DMSO-dJ 

5 : 3.30-3.40(111, 4H), 3.48-3.54(m, 2H), 3.74-3.79(m, 2H), 3.88-3.93(m, 2H), 6.97(d, 
J=9.2Hz, 2H), 6.98(d, J=4.8Hz, 1H), 7.64(d, J=9.2Hz, 2H), 7.70(dd, J=8.4, 2.0Hz, 1H), 
7.89(d, J=8.4Hz, 1H), 7.94(bd, 1H), 8.01(bd, 1H), 8.55(d, J=4.8Hz, 1H) 
MS m/e(ESI)516(MH*) 

m&m 1040 
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N H-CI 
H 

3- [ (4- {6- C3- LLU-Z2k^52L£jk) - 1 -f/-4-br ^/ujh -4 
-^yj;w \i^vy-i-^)V) ^)V\ -i. 2->>b:Ka-2-bru$v 

3- { [4- (6-ya ; E-4-^ijji/) tw>>>- i — ow *<?M -2 
- tf u sw ^ 5f ;u x— r ;p (S£it#i 4 6 o ft£*o ioom g 1 3 - h >j 7 n 
1 - hj iH-4-\z?vv )v#n >m mmm 3 1 fc^w i63m g 

£JBV\ Hlfi«ll 6 8tTO©^i6fc«fcDiH«3nfc4- {4- [ (2-*h^> 
-3-fcTUSW fcW$?>-i — f;H -6- (3- (bV7)l*u* 

=f-M -i-hu^;p-iH-4-tf7^/u;u) */u>i 1 7mgmb-h 

■J ii\ 3 "^^^ h U £ A lOOmg, bV* 'J ^ D U K 3 3 0 n K 

'H-NMR (DMSO-dfi) 6 : 3.47(bd, 4H), 3.88(bd, 2H), 4.23(bd, 2H), 6.34(dd, J=6.8, 
6.8Hz, 1H), 7.35(d, J=6.8Hz, 1H), 7.56(bd, 1H), 7.93(dd, J=6.8, 2.0Hz, 1H), 8.04(d, 
J=8.8Hz, 1H), 8.09(d, J=2.0Hz, 1H), 8.26(d, J=8.8Hz, 1H), 8.50(s, 1H), 8.85(d, J=6.8Hz, 
1H), 12.1(bd, 1H), 14.1(bd, 1H) 
MS m/e(ESI)455(MH*) 

6 -yp^B- 4 d n^y u >, ttim<D&wznmm\zwk<o)d*7v>mm#. 
®&w\zmm<D i - h u 1 h- 4 - tf ^i/u Mu >mmmw*wm\z lt, 

Hifi^J2 6 8 £rattfcftftM£«kOHifi0!ll 0 4 l^£Hi&0<Jl 0 5 9 £T<Z>tt£ 
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nnm io4i 



4- [4- (2-*h*is 7x^;P) MlvVy-l-' <)V\ -6-.(3-HJ 
'H-NMR (DMSQ-dfi) 

6 : 3.23(m, 4H), 3.81(s, 3H), 3.90(m, 4H), 6.88-7.02(m, 4H), 7.29 (d, J=6.7Hz, 1H) , 8.01 
(d, J=8.4Hz, 1H) , 8.06 (d, J=8.4Hz, 1H) , 8.13(s, 1H), 8.46(s, 1H), 8.74 (d, J=6.7Hz, 1H) 

mmmi 042 



4- [4- (3-*b*i/ 7x-;P) bf^7> ? >- 1 — <;!/] - 6- (3-HJ 
7fr*U*?-)l- lH-\fyV-)V-4— ()V) *rSV>- 3h'J7^Qittft 
'H-NMR (DMSO-dj) 

6 : 3.45(m, 4H), 3.72(s, 3H), 3.92(m, 4H), 6.40(d, J=8.2Hz, 1H), 6.48(s, 1H), 6.55(d, 
J=8.2Hz, 1H), 7.15(t, J=8.2Hz, 1H), 7.26 (d, J=6.9Hz, 1H), 8.01 (d, J=8.4Hz, 1H), 8.06 (d, 
J=8.4Hz, 1H), 8.16(s, 1H), 8.44(s, 1H), 8.72 (d, J=6.9Hz, 1H) 

mmm 1043 
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K 7 

I 0~'C N ~0~ 0Me 3CF 3 C0 2 H 




4- [4- ( 4 -^|>^^ 7x-JW) hf^7^>-l— ±M -6- (3-HJ 
l H-NMR (CD 3 OD) 

6 : 3.38(m, 4H), 3.76(s, 3H), 4.06(m, 4H), 6.89(d, J=9.2Hz, 2H), 7.04(d, J=9.2Hz, 2H), 
7.31 (d, J=6.8Hz, 1H), 8.00 (d, J=8.6Hz, 1H), 8.08 (d, J=8.6Hz, 1H), 8.20(s, 1H), 8.27(s, 
lH),8.57(d,J=6.8Hz, 1H) 

mmm 1044 



4- [4- (3-^h^'> 7x^) M -6- (1 /J-tf 

'H-NMR (DMSO-dg) 

6 : 3.50(m, 4H), 3.71(s, 3H), 3.96(m, 4H), 6.40(dd, J=8.4,2.4Hz, 1H), 6.49(t, J=2.4Hz, 1H), 
6.56(dd, J=8.4, 2.4Hz, 1H), 7.15(t, J=8.4Hz, 1H), 7.20 (d, J=6.4Hz, 1H), 7.95 (d, J=8.8Hz, 
1H) , 8. 20-8.28(m, 4H), 8.63 (d, J=6.4Hz, 1H) 

$mm 1045 





N 



OMe 
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4- [4- (3, 5=V*±*±. 7x~;U) ¥^yzS>- 1 — f;H -6- (1 

//-tf7y-;u-4— 4vu>* 3 HJ7JM-p§t&i£ 

•H-NMR (DMSO-cy 

6 : 3.50(m, 4H), 3.72(s, 6H), 4.00(m, 4H), 6.00(m, 1H), 6.10(m, 2H), 7.20 (d, J=6.8Hz, 
1H) , 7.95 (d, J=8.6Hz, 1H) , 8. 20-8.28(m, 4H), 8.63 (d, J=6.8Hz, 1H) 



MMM 10 4 6 




N > V N , N ~^ ^ 3CF 3 C0 2 H 



4- (4-o-h'j^-fcf^7^>-i— rjH -6- (3-hU7;^a^^;i/ 

l H-NMR(CD 3 OD) 

(5: 2.39(s, 3H), 3.20(m, 4H), 4.07(m, 4H), 7.02(t, J=7.6Hz, 1H), 7.11(d, J=7.6Hz, 1H), 
7.18(t, J=7.6Hz, 1H), 7.21(d, J=7.6Hz, 1H), 7.32 (d, J=6.9Hz, 1H), 8.01 (d, J=8.6Hz, 1H), 
8.08(dd, J=8.6, 2.0Hz, 1H), 8.21(s, 1H), 8.28(d, J=2.0Hz, 1H), 8 .56 (d, J=6.9Hz, 1H) 



10 4 7 




3CF 3 C0 2 H 

4- (4-J73-HJJl/-fcf^7> ? >- 1— f;W) -6- (3-h'J7Jl/^-D^^;i/ 

— i //- tf^ v— jp- 4 — r;i^) *yj>- 3 hj 7 

'H-NMR (CD 3 OD) 

5 : 2.32(s, 3H), 3.48(m, 4H), 4.07(m, 4H), 6.74(d, J=8.2Hz, 1H), 6.84(d, J=8.2Hz, 1H), 
6.87(s, 1H), 7.16(t, J=8.2Hz, 1H), 7.30 (d, J=7.0Hz, 1H), 8.01 (d, J=8.8Hz, IH), 8.08(dd, 
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J=8.8, 2.0Hz, 1H), 8.20(s, 1H), 8.28(d, J=2.0Hz, 1H), 8.56 (d, J=7.0Hz, 1H) 



mm io48 



M-H 



0~ N C N- G > ~ 3CF 3 C0 2 H 
4- (4- p-hV)V-tmi?>-l-' <)V) -6- (Z-VV7)Vi!rU**)\, 



- 1 H-¥=>^-)V-4--(M ±Z±L>1 3h'J7;^Pi 
'H-NMR (CD 3 OD) 

6 : 2.27(s, 3H), 3.46(m, 4H), 4.07(m, 4H), 6.99(d, J=8.7Hz, 2H), 7.13(d, J=8.7Hz, 2H), 
7.31 (d, J=7.0Hz, 1H), 8.01 (d, J=8.6Hz, 1H), 8.08(dd, J=8.6, 2.0Hz, 1H), 8.20(s, 1H), 
8.28(d, J=2.0Hz, IH), 8.57 (d, J=7.0Hz, 1H) 

mmmi 049 




3CF 3 C0 2 H 

4- (4-.m-h'JJU-tf^7^>-l— fJW) -6- (1 //-If ^7-;i— 4- 

)V) U > ; 3 h u y)v*umm 

'H-NMR (DMSO-dg) 

6 : 2.27(s, 3H), 3.48(m, 4H), 3.99(m, 4H), 6.63(d, J=7.7Hz, 1H), 6.77(d, J=7.7Hz, 1H), 
6.80(s, 1H), 7.14(t, J=7.7Hz, 1H), 7.22(d, J=7.0Hz, 1H), 7.95(d, J=9.1Hz, 1H), 8.22- 
8.28(m,4H), 8.64 (d, J=7.0Hz, 1H) 

mmm 1050 
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C^O 1 *®" 3CF 3 C0 2 H 




4- (4-p-h'JJU-tf^7> ? >-l— <M -6- ilH-\dyV-)l-4- 

lik) > • 3 HJ 2MBBII 
'H-NMR (DMSO-dg) 

5 : 2.21(s, 3H), 3.42(m, 4H), 3.95(m, 4H), 6.90(d, J=8.5Hz, 2H), 7.07(d, J=8.5Hz, 2H), 
7.22 (d, J=6.7Hz, 1H), 7.95(d, J=9.3Hz, 1H), 8.21-8.25(m, 4H), 8.64 (d, J=6.7Hz, IH) 

mum io5i 



4- [4- (3-^^;pt>;^-;1/7x-;u) tf^7> ? >- 1 

1 -6- (3- h'J7Jl/^-n^^;P- 1 H-VvV-fr-A-' CM ±JJ1> 'h- 
NMR (CDC1 3 ) 

6 : 3.08(s, 3H), 3.42(m, 4H), 3.55(m, 4H), 6.95(d, J=4.9Hz, 1H), 7.24(m, 1H), 7.42 (m, 
1H), 7.48 (d, J=8.1Hz, 1H), 7.52(m, 1H), 7.73(dd, J=8.5,2.0Hz, 1H), 7.86(s, 1H), 8.13(d, 
J=8.6Hz, 1H), 8.21(s, 1H), 8.79 (d, J=4.9Hz, 1H) 

mi&W 10 5 2 





4- [4- (4-^5 1 ;wx;^-;i/7xn;w) H^7> ? >- 1 — ov 
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] -6- {3-bVy)V*U*9-)),-lH--V s 7*S--)V-4--'f)V) ^U>*3 
'H-NMR (DMSO-dg) 

6 : 3.09(s, 3H), 3.70(m, 4H), 4.08(m, 4H), 7.04(d, J=8.6Hz, 2H), 7.20(d, 7.0Hz, 1H), 7.72 
(d, J=8.6Hz, 2H), 8.03 (d, J=9.1Hz, 1H), 8.16(d, J=9.1Hz, 1H), 8.21(s, 1H), 8.44(s, 1H), 
8.69(d,J=7.0Hz, 1H) 

USSM 10 5 3 



4- [4- (3— l , V^'aH;i/^Jl/7is-JU7xr:;W) 1 — ( )V 

] -6- (3-hU7;^py^;i/-iH-H7 x /-j^-4— nv) *yj>- 3 

'H-NMR (DMSO-d 6 ) 

a : 1.14(d, J=6.8Hz, 3H), 3.20(m, 1H), 3.58(m, 4H), 3.80(m, 4H), 7.21-7.24(m, 2H), 7.29- 
7.35 (m, 2H) , 7.52(t, J=7.5Hz, 1H) , 7.97(m, 1H), 8.05(d, J=9.0Hz, 1H), 8.17(s, 1H), 8.43(s, 
1H), 8.72(d,J=6.4Hz, 1H) 

ISJfifll 10 5 4 



4- [4- (3-*^XJUfr~;P:7x-Jl/) tf^7^>-l— <JU 

] -6- ilH-M^J-fr-A-' Ok) ^'J>-3m7Mnj|i»j|[ 

'H-NMR (DMSO-dj) 
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6 : 3.20(s, 3H), 365(m, 4H), 4.08(m, 4H), 7.21(d, J=7.0Hz, 1H), 7.27-7.31(m, 2H), 7.38 (s, 



1H) , 7.51 (t, J=8.0Hz, 1H) , 7.98(d, J=8.8 Hz, 1H), 8.23-8.32(m, 4H), 8.65 (d, J=7.0Hz, 1H) 
MM® 10 5 5 



4- [4- u-^)V7,)^-)Vy^)V) -ymv>- 1 -^)\ 

1-6- (1 Jj--tf^^-Jl/-4— f JU) 3VU>' 3h'J7MDlffltt 
'H-NMR (DMSO-dg) 

6 : 3.09(s, 3H), 3.75(m, 4H), 4.13(m, 4H), 7.03(d, J=9.2Hz, 2H), 7.15(d, 7.0Hz, 1H), 7.73 
(d, J=9.2Hz, 2H), 7.97 (d, J=8.8Hz, 1H), 8.25(dd, J=8.8,1.6Hz, 1H), 8.30(s, 1H), 8.31(d, 
J=1.6Hz, 1H), 8.62(d, J=7.0Hz, 1H) 

%WSM 0 5 6 



4- [4- (3— f V?U\i)V7,)],i£-)\,7x.-)V) ¥^=rV>-l-^ )\, 

] -6- (iff-H5y-;i/-4— ov) *yj>- 3 m^jM-PiEEfttt 

'H-NMR (DMSO-dg) 

6 : 1.01(d, J=6.4Hz, 3H), 3.58(m, 1H), 3.64(m, 4H), 4.04(m, 4H), 7.18-7.33(m, 4H), 7.52(t, 
J=8.0Hz, 1H) , 7.96(d, J=8.8Hz, 1H), 8.20-8.30 (m, 4H), 8.43(s, 1H), 8.64 (d, J=6.4Hz, 1H) 

mmm 1057 





N 
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3CF 3 C0 2 H 



F 



4- [4- (2-7)V*a-5-*3 L )VZ)\'*-)\'7*-)\') \£15V>-l-'<i 

)V\ -6- df/-^7';-ji/-4-^) *yu>- zvvy)v*umm. 

'H-NMR (DMSO-d 6 ) 

5 : 3.23(s, 3H), 347(m, 4H), 3.93(m, 4H), 7.25(d, J=6.4Hz, 1H), 7.47(m, 1H), 7.55-7.60(m, 
2H), 7.97(d, J=8.5 Hz, 1H), 8.20-8.24(m, 4H), 8.68 (d, J=6.4Hz, 1H) 

MJ&W 10 5 8 



3- {4- [6- (lH-tf7 x /-;i/-4— *H» *7 U>-4— Qk3 

>- 1— r;H ^>-t?>;ui^>7$ f • 3 WDV-zumm 

'H-NMR (CDjOD) 

6 : 3.66(m, 4H), 4.15(m, 4H), 7.22-7.26(m, 2H), 7.38(d, J=8.1Hz, 1H), 7.45(t, J=8.1Hz, 
1H), 7.51(s, 1H), 7.96(d, J=8.8Hz, 1H), 8.23(s, 2H), 8.26(dd, J=8.8, 1.6Hz, 1H), 8.38(d, 
J=1.6Hz, 1H), 8.49(s, 1H) 

$2fcftl 10 5 9 



ti ^J~ ti ^J i \J 3CF 3 C0 2 H 
N. N-z?*^)l-3- [A- [6- {I H-\jy"/-)V- A-^ )V) *7 U >- 
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'H-NMR (DMSO-dg) 

6 : 2.61(6H, s), 3.63(m, 4H), 4.04(m, 4H), 7.12(d, J=8.0Hz, 1H), 7.15(s, 1H), 7.19(d, 
J=6.8Hz, 1H), 7.28(d, J=8.0Hz, 1H), 7.51(t, J=8.0Hz, 1H), 7.96(d, J=8.8Hz, 1H), 8.20- 
8.30(m, 3H), 8.64(d, J=6.8Hz, 1H) 



10 6 0 




)V\ -4- (6-*h*-> tf' J$?>-3 — f)V) *JV> 

6-:/nnE-4-*/'j;v h 'J7;^n^^>7.;^^-h 2. og> 2-*h 

-5- ihV-n-7?)VZ9~)V) t?Uv>3. 4 gjfc&H«m 54fcl2 

m©^^<kD#e>nfc6-7a ; 6-4- (6-^ h*-> fcfUv>-3— * 

y"J>5 1 OmgS»JS0!l9 0KfV\ 3- (4-7Mn7x-Jl/) - 1 - HJ 

5 L ;p-i//-4-tf7yu;p^D>gg (Sjg«f9 2 5ft^«) tRisa-e:sjitte:«t 

QWm&m 8 0mg**H6«itt«tUT»fc. 
'H-NMR (CDCI3) 

6 : 4.00(s, 3H), 6.78-6.88(m, 3H), 7.22-7.38(m, 18H), 7.48-7.53(m, 2H), 7.84-7.90(m, 2H), 
8.18(d, J=8.4Hz, 1H), 8.23(d, J=2.0Hz, 1H), 8.84(d, J=7.2Hz, 1H) 



10 6 1 
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6- [3- (4-7MD7i-;i/) -lH-\Z7*/-)V-4-'()V] -4- (6 
-£±£± H'Jy>-3--f;P) ±ZJ1> 

HJfi^ji o 6 o{c«fco#e>nfc6- [3- (4-7;^n^x-;w) -i-hj^ 
ji/-ii/-tf^\/-;i/-4— r;w - 4- (6-*b^> b!U^>-3— -ow * 

y U>7 0mg^Jg^j2 6 8fcfB«©^TTO^<i:iitM^ffV^^b^l 
6 m g *iffil*tLT#fc, 
'H-NMR (CDjOD) 

5 : 3.97(s, 3H), 6.90(d, J=8.1Hz, 1H), 7.03(t, J=8.8Hz, 2H), 7.41(m, 2H), 7.75(dd, J=8.6, 
2.5Hz, 1H), 7.96(d, J=5.9Hz, 1H), 8.16(d, J=1.6Hz, 1H), 8.20(d, J=2.5Hz, 1H), 8.28-8.30(m, 
2H), 8.34(dd, J=8.5,1.6Hz, 1H), 9.07(d, J=5.9Hz, 1H) 



H;6S0tJ 10 6 2 




5- (6- [3- (4-7)V*n7x.-)V) - 1 H-¥7*/-)V-4— i )V\ *J 
'J>-4— L?kl lH-fcT'JS?>-2-*->- h'J7Jl/tngma[ 

0 6 0 \Z&Y)me>rLtc6- C3- (4-7MD7X-J1/) 
;]/- l /f-t£9*/-;i'-4— ' OKI - 4- (6-* h*-> tf VzS>- 3-^)1) * 
;U>7 0mg$, 6NlH2 0mL, X*y-J|/2 OmL£>?l-&tj£ 1 4&fflft 

»cfc:«k9+»U »Kx5 1 ;PH«fc014tBLfe. J: Ottawa* 
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'H-NMR (DMSO-dg) 

6 : 6.41(d, J=8.8Hz, 1H), 7.10(t, J=8.0Hz, 2H), 7.34(m, 2H), 7.42(m, 1H), 7.52(d, J=9.0Hz, 
1H), 7.56-7.62 (m, 2H), 7.83(s, 1H), 8.09-8.14(m, 2H), 8.97(d, J=4.5Hz, 1H) 

nj&m o 6 o tmmzVT-#u>m%&z.zz.t\z&v)mMMi 0 6 3, njgey 

1 0 6 4©fc£«*<&jfcb&. 
» 10 6 3 



4- tfu> ? >-3— r;u) -6- (3-NU7;i/^-P^^;i/-l- 
h^^)l-lH-\f^V-)l-4-^)V) ^7U> 
'H-NMR (CDC1 3 ) 

<5 : 4.02(s, 3H), 6.92(d, J=8.8Hz, 1H), 7.14-7.38(m, 16H), 7.47(s, 1H), 7.68(dd, 
J=8.0,1.6Hz, 1H), 7.76(dd, J=8.5,2.0Hz, 1H), 7.95(d, J=1.6Hz, 1H), 8.14(d, J=8.8Hz, 1H), 
8.32(d, J=2.0Hz, 1H), 8.93(d, J=7.0Hz, 1H) 

IPJ 10 6 4 




F 3 C v-N 

jt>ICPh3 




C. N-CPh 3 



V=< /=N 
N A—k />-OMe 



4- (6-^h^-> e»J> ? >-3— fJU) -6- (3-*^;P-l-HJ5P;P-l 



'H-NMR (CDCI3) 
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6 : 2.30(s, 3H), 4.02(s, 3H), 6.86(d, J=8.8Hz, 1H), 7.20-7.38(m, 16H), 7.52(s, 1H), 7.68(dd, 



4- (6-^ h±>: tf u >^>- 3 — r;i/) - 6- (3-h'J7MD^f;v-iH 

mmmi o 6 3tij;o#e»nfc4-(6-^h^> tfu> ? >-3— ow-e-o 
- h u y)i^-a^^)v-i- h u i h- tr^i/-;!/- 4 — r;p) 3vu > 2 

•H-NMR (CDQj) 

5 : 4.02(s, 3H), 6.94(d, J=8.2Hz, 1H), 7.38(d, J=4.4Hz, 1H), 7.76-7.83(m, 3H), 7.98(d, 
J=1.8Hz, 1H), 8.24(d, J=8.8Hz, 1H), 8.35(d, J=1.8Hz, 1H), 8.98(d, J=4.4Hz, 1H) 

10 6 6 



J=8.0,16Hz, 1H), 7.88(dd, J=8.5,2.0Hz, 1H), 7.98(d, J=1.6Hz, 1H), 8.19(d, J=8.8Hz, 1H), 
8.38(d, J=2.0Hz, 1H), 8.88(d, J=7.0Hz, 1H) 



mmm 1 0 6 5 




W /=N 

N % >-^K>Me 2HCI 




4- (6-*h*-> tf'Jv>-3 — Ok) —6 - (3-^;t/-l H-M^^J- 



957 



WO 02/088107 



PCT/JP02/04156 



mmmi o 6 4\z&t)nt>nrc4- (6-*h*-> t°u> ? >-3— -ow -6- 

(3-/^;i/-l- MWP- 1 H-V?*J-)V-4-' ()V) */V>2 1 Omg 

Mtjlit^ Z. t laOMM 1 6 mg S»Ejl6H# t bT#fc. 
'H-NMR (CD 3 OD) 

5 : 2.48(s, 3H), 4.18(s, 3H), 7.37(d, J=7.6Hz, 1H), 8.06(d, J=6.0Hz, 1H), 8.28(s, 1H), 
8.41(d, J=9.0Hz, 1H), 8.50-8.56(m, 3H), 8.73(d, J=1.8Hz, 1H), 9.15(d, J=6.0Hz, 1H) 

10 6 7 



5- [6- (3-h'j7MD^;v-i /f-tf^y-;p-4— f ;u) *yu>- 

4— fJl/1 -l/f-h°U>?>-2-^-> 

HJfi«l 0 6 5fcctD#6tlfc4- fc!U5»-3— OW -6- 

(3-hU7;i/^-n^5 L ;i/- 1 H-t?^»/-;i'-4— -ow *y u>8 omg^ 

'H-NMR (CD 3 OD) 

6 : 6.73(d, J=8.8Hz, 1H), 7.53(d, J=4.8Hz, 1H), 7.72(d, J=2.4Hz, 1H), 7.84(dd, J=2.4, 
8.8Hz, 1H), 7.93(dd, J=1.6,8.2Hz, 1H), 8.06 (d, J=1.6Hz, 1H), 8.12-8.16 (m, 2H), 8.88(d, 
J=4.8Hz, 1H) 

10 6 8 
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\H-\m=jy-2—*y 

mnmi o 6 5££9#£nfc4-(6-*b^> eu^>-3— r — 6 — c 3 

-t^JV-l-hV^JV-lH-Td^V-JV- 4-^)1) ^U>8 5mg^ H 
0 6 2fcK«0*fet«fct)«iai/T*ia^-&«ll 6mg$IWibT 

•H-NMRCCDjOD) 

5 : 2.31(s, 3H), 6.67(d, J=9.5Hz, 1H), 7.47(d, J=4.6Hz, 1H), 7.81(d, J=2.7Hz, 1H), 7.96- 
8.04(m, 4H), 8.14(d, J=8.8Hz, 1H), 8.83(d, J=4.6Hz, 1H) 

HIS0iJ 10 6 9 



4- (3-;t5PJH > y*iJ-*./-JP-5--oi/) -6- ULzJi]lZ2k±R2i£2kz 
i-h'j^;u-i/f-tf5 % /-;i/-4-^ju) */u> 

«JS«9 3fcckO#6nfc6- (3- HU 7^:^*3^-1- hWP-lH- 
¥?W)V) -4-*y«j;W h 1 J7Mn^^>xm-h 2 0 0mg, 5- 
^f^- 3 - h 'J - n-7"f Jl/X^t-H VW 1 /-;!/ 1 7 0mg>Th7+7, 
hU7x-JI/7^-7.y>r >A7y^2»4mg, iV-^/^U^l/ATS K 2 0 
mL©I^5 0t:T?2 0ll«Lfc. E^«rM«i&lflU*&iJn*., ft 
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A - fc«fc D»«UMMt&« 1 6mg *%&<r>Wmih LT#fc e 
'H-NMR (CDCI3) 

6 : 2.42(s, 3H), 6.66(s, 1H), 7.14-7.40(m, 15H), 7.57(s, 1H), 7.70-7.76(m, 2H), 8.l6(d, 
J=8.4Hz, 1H), 8.40(d, J=l .6Hz, 1H), 8.98(d, J=4.6Hz, 1H) 



4- (3-^^JWfv^»i/-;p-5-^ 01^) -6- (s-h^yjv-tu^jy- 

\H-M^'J-)V-4:-^)V) 4vu> 

WlkWl 0 6 9 K:J:D»&nfc4- (3-^?MVW , /-Jh5-fJH -6 

- (3-h'J7;^n^5 1 ;i/-i-hij5 1 ;i'-iH-t?7V-;i'-4— r;p) 

U>1 6mgfr^!J&0iJl 0 6 5©*f^fc«kO«fiMb'&«l2. 8mg£i&£@ft£: 
'H-NMR (CD3OD) 

6 : 2.44(s, 3H), 6.96(s, 1H), 7.86(d, J=4.6Hz, 1H), 7.97(dd, J=2.0,8.5Hz, 1H), 8.14-8.20(m, 
2H), 8.49(d, J=2.0Hz, 1H), 8.97(d, J=4.6Hz, 1H) 

HJfeflJ 10 7 1 



JV, N~zy^)V-A- C-6- (3 - h 'J 7 )VOrU 1 - h 1 H 

Sgig0!l9 3 ££0 %*> tltz 6- (3-hU7;W*n^^/W-l-h»J^;i'-lH- 



HJfifll 10 7 0 
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If7!/>J;W -4-*SV)V h^Mn^^^M^-h 3 0 Omgt, AT, 

Ar-v^^-4-h'j-7i-y^;i/X^^r:;w>-if>7 > ;u^>7$ H3 2 o 
mg^e.«Ml 0 6 9fcffi*©2FftfcJ;0«Bfl;^tol 2 0mg£&S6©?fctt 

'H-NMR (CDClj) 

a : 2.80(s, 6H), 7.12-7.40(m, 15H), 7.56(s, 1H), 7.62(d, J=4.6Hz, 1H), 7.72(d, J=9.0Hz, 
2H), 7.85(m, 1H), 7.98-8.02(m, 3H), 8.32(d, J=8.5Hz, 1H), 9.45(d, J=4.6Hz, 1H) 
HJ&fll 10 7 2 



TV, N-v?^^-4- [-6- (3-hV7)V*U*7-)l-lH-¥5V-)l- 

Mfcm 0 7 iic«fct)#snfcAr. N-i?^^;W-4- [-6- (3-hU7;^ 
p^^- 1 - 1 H-tr^v-;i/-4— r;i/) */u>- 4 ^ 

. >-fe*>7.;^>75 H 1 2 OmgA^IIWl 0 7 0 JcBB«©^T*fefcJ; t)|Rjgft; 
£4fe6 2mg£&ftg|ft£UT#fc. 
'H-NMR (DMSO-dj) 

d : 2.67(s, 6H), 7.57(d, J=4.3Hz, 1H), 7.80-7.83(m, 3H), 7.91-7.95(m, 3H), 8.17(d, 
J=8.8Hz, 1H), 8.40(s, 1H), 8.99(d, J=4.3Hz, 1H) 
HJStfiJ 10 7 3 



N-*Y*zs*?-)V-N-*?-)l-4- 1-6- (3-hU7;i/^D^^;i/-l- 
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7$ P 

W&W 9 3 \Z <k X) % Zntc 6 - ( 3 - h U 7)V* □ ^ 1 - h U 1 H- 

tr^\/u;W -4-^yj;i/ hU7;i^n^>;ui^*-h 3 0 omgt, at 

- * h J* AT- * 4 - h U - n - 7?)1>X ? -f-)^ >x;p 
*>75 h*2 0 Omgj^Mtfill 0 6 9 fcEtt©^j56fcJ;0«jSft'&% 1 2 0 

'H-NMR(CDC1 3 ) 

6 : 2.90(s, 3H), 3.37(s, 3H), 4.72(s, 2H), 7.12-7.40(m, 16H), 7.48(s, 1H), 7.66(d, J=9.0Hz, 
2H), 7.70(m, 1H), 7.88(s, 1H), 7.99(d, J=9.0Hz, 2H), 8.16(d, J=8.5Hz, 1H), 8.96(d, J=4.6Hz, 
1H) 

gfflffll 10 7 4 



N-*?)l-4- [-6- (3-hU7J^n^^;U-lff-h°^'/-;P-4— f 
0 7 3fCi;!9#e>nfcA^-^ h*'>*^-Ar-/3Ml>-4- [- 6 - 

(3 - h u 7;^o^^;u- i - h u 1 //- tr? 4 -< r ;w =*v u 

>-4--f;U] ^>if>x;U^>75 h*l 2mgfr£HJ60!|l 0 7 0 tC|B^©^fe 
'H-NMR(CDjOD) 

6 : 2.61(s, 3H), 3.37(s, 3H), 4.72(s, 2H), 7.56(d, J=4.4Hz, 1H), 7.76(d, J=8.4Hz, 2H), 7.92- 
7.96(m, 2H), 8.04(d, J=8.4Hz, 2H), 8.17-8.19 (m, 2H), 8.93(d, J=4.4Hz, 1H) 
Hffiftl 10 7 5 
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4- [4- (1H- Cl. 2, 3] y}JT±-)kz±zdM 7i^l -6- (3 



®ljg0iJ9 3 fc«fcD#e*lfc6- (3-hU^;i/^-D^^Jl/-l-hU^;i'-l/f- 
b?7VU;0 -4-^yj;i/ h'j7MD^^>^M^-h4 6 0mgt, 5 
- h U ^^l/v^:^- 1 - ( 2 - h U ^f^>7ZJH h^'>^^;W - 4 - (4 

-hU-fl-»7^t-jP7xnjw - in- [i, 2, 3] hyyy-;P4 

0 Omgtf>&£«0gi 0 6 9©;fr8cfc«k»J»&nfc6- (3 - h >J 7)V*U*^)V 
-l-hU^-lH-lf^V-JU-4— f;W -4- {4- [5-HJ*3MVS/ 
(2-hU^W7-;Hb=!ri/^5 1 JW -1//- [1, 2, 3] 
hU7y-;i/-4— OW 7i-JW +;U>5 2 0mg, 7y^>J7A7 0m 
g, »tttt5mLOS^**MT?2 05J>M*#Ufc. h 
yOMc»»cK:«fc!)*»U »»x?;PfcJ;D«lffibfc. W&gfc&fn&J&zM;:.*: 

5A^n^h^7-f-IC«fcD»» L«flMfe-&4fe 3 2 m g fc UTfcfc. 
'H-NMR (CDjOD) 

6 : 7.53(d, J=4.4Hz, 1H), 7.65(d, J=8.4Hz, 2H), 7.90 (dd, J=2.0,8.5Hz, 1H), 8.02-8.06(m, 
3H), 8.09 (d, J=2.0Hz, 1H), 8.15(d, J=8.5Hz, 1H), 8.28(s, 1H), 8.89(d, J=4.4Hz, 1H) 
HJ60iJ 10 7 6 



2- (4-7;^D^>v ? Jl/) -5- [6- ( 1 - h U 1 /f- b: 

1$^/ [1. 2 -a] bf'Jv>-3— Ol/l -2, 3-^fcKa-rv 




963 



WO 02/088107 



PCT/JP02/04156 



>K-;u- i-*y 

3-^P^-6- (1 -hU5 1 ;i'-lH-4-lf^VU;0 -T^^V [l, 2-a] 
tTU> ? > (§Si£0O2 9 2<b£tl) 9 5mg> 2- (4 - y)^u^y^)V) -5- 
h'J^;i'X^-;P-2, 3-ytHn^y-f>H-;>-i-^> (M0II4 6 4 
te£r#) 1 o 0mg^e>HSS^j2 l £|ig$l©£J&k:J;D, S^t;^t;9. 3mg$ 

'H-NMR (CDClj) 

5 : 4.35(s, 2H), 4.83(s, 2H), 7.05(t, J=8.8Hz, 2H), 7.18(m, 6H), 7.32(m, 12H), 7.58(m, 2H), 
7.66(dd, J=9.2, 0.8Hz, 1H), 7.69(dd, J=8.0, 1.6Hz, 1H), 7.71(s, 1H), 7.84(d, J=1.2Hz, 1H), 
8.03(dd, J=8.0, 0.8Hz, 1H), 8.36(dd, J=1.6, 1.2Hz, 1H) 
«0iJ 10 7 7 



2- (4-^^;utfUv>-2— r;i/) -5- [6- (i-hj^-i h-^ 
>y-;u-4— r;io -rs^y [1. 2-a] gus?>-3 — ow] -2, 3-yk 

3- 7o^E-6- (l-hU^-lif-4-t!^7'j;W -f5^7 [1, 2-a] 
fc!Ui?> (§£51002 9 2fc£tt) 148mg, 2- (4 U 5?>- 2 — < 
;W -5-hU^M^-2, Hn-f V-f>K-;i/-l-*> (£ 
I«4 6 1 5 0mg^^lM2 1 tWMHOjRlfifcJ: 0, Mfc£tt4 

'H-NMR (CDC1 3 ) 

5 : 2.45(s, 3H), 5.18(s, 2H), 6.94(dd, J=4.8, 0.8Hz, 1H), 7.14-7.40(m, 16H),7.61(s, 1H), 
7.69(m, 2H), 7.73(s, 1H), 7.79(s, 1H), 7.88(d, J=0.4Hz, 1H), 8.07(d, J=8.4Hz, 1H), 8.28(d, 
J=5.2Hz, 1H), 8.42(s, 1H), 8.53(d, J=0.4Hz, 1H) 



Me 
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mm 1078 



0 




CPh 3 



2- (5-^aPfc°'J^>- 2— <)V> -5- [6- (1 - HJ^JU- 1 H-M=y 
"J-fr-A-'UV) IAI^JlL 2 -a] tf'J^>-3— ±M -2. 

3- ^d^-6- (i-hU9 i ;u-ii/-4-tr^yu;w) -rs^v [i, 2- a] 

tTUS>> (i5jt#J2 9 2<t£#l) 190mg, 2- (5 tf'Ji>>- 2 -- f 

ifi«4 6 SQ&m) 2 0 0mg*^|lii^J2 1 tn^kOKmz^V) , MMb&ttl5 

0 m g £$3167^:7 7Xi LT#fc. 

■H-NMRCCDClj) 

<5 : 5.15(s, 2H), 7.14-7.40(m, 16H), 7.47(m, 1H), 7.56(m, 1H), 7.61(s, 1H), 7.69(m, 2H), 
7.74(s, 1H), 7.79(s, 1H), 7.88(s, 1H), 8.07(d, J=7.6Hz, 1H), 8.42(s, 1H), 8.69(d, J=8.8Hz, 
1H) 

Hj&60<J 10 7 9 



2- (4-7;l/^-a^>> ? ;U) -5- T6- (1 Jf-bf^y-;i/-4— f Jl/) -fg 
n. 2-a] fcf'Jv>-3-^;H -2. 3 Ka-f V-f > H-Jl/- 1 

1^6008 0 tH«0*fe"Xf, 2- (4-7;i/^-o^>> ? ;u) -5- [6- (1-h 

u^;w-i/f-if9!/-jp-4— r/w -fs^y Ci, 2 -a] tru> ? >- 3 — r 
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)V\ -2, 3-yhFP'fVOMl'- 1 -Hr> (IMl 0 7 6it&®) 9m 

MSm/e(ESI) 424(MH + ) 
gffiffl 10 8 0 




2- U-**)V\LV 9 J>-2-' nV) -5- [6- ( 1 iJ- If 4 — f 

jkLdLS^/_LL, 2 -a] fcf'J>>>-3 — Ok] -2. 3-^bHD-f'K>H 

nsgflys o tmm<D%m-c. 2- u-^)v^j^>-2—ov) -5- [6- 

(l-hW)V-lH-VyV-)V-4-' OV) <i$?V [1, 2-a] fcTUS» 

-3— r;i/] -2, 3-5?kHo-fy-f>H-;w-i-*> mmwi 07 7{t& 

ft) 4 7mg*6, HsIHb£#J 2 2 m g II £ LT#fc 0 
'H-NMR (DMSO-dj) 

6 : 2.40(s, 3H), 5.20(s, 2H), 7.04(d, J=4.8Hz, 1H), 7.66(d, J=9.2Hz, 1H), 7.73(d, J=9.2Hz, 
1H), 7.84-7.98(m, 3H), 8.07(m, 2H), 8.31(m, 2H), 8.41(s, 1H), 8.77(s, 1H), 13.02(brs, 1H) 
MS m/e (ESI) 407(MH + ) 
«0J 10 8 1 




2- (5-^nabf'J>?>-2— f jl/) -5- [6- (i/f-tf^/-;l/-4-- f 

-rs^/n. 2-ai brus?>— 3 — 01/1 -2, 3-yb kckv-t >k 
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mmms o&m®#&T, 2- (5-£motry5?>-2->r;w -5- [6- 

-3— r;W -2, 3-5?tHD-fy-f >k-;p-i-*> qhmmi 0 7 sits 

®) 4 7mg*6, MM«1 5mg*«JH5tt»i:UT#fc. 
'H-NMR (DMSO-dg) 

a : 5.20(s, 2H), 7.68(d, J=9.2Hz, 1H), 7.75(d, J=9.2Hz, 1H), 7.91(m, 2H), 7.98(d, J=8.4, 
1H), 8.05(m, 1H), 8.1 l(s, 1H), 8.20(brs, 2H), 8.53(m, 1H), 8.62(d, J=8.8Hz, 1H), 8.79(d, 
J=0.8Hz, 1H), 13.08(brs, 1H) 
MS m/e (ESI) 427(MH + ) 
10 8 2 




6- [3- (2, 6-y7MD7x-^) - 1 ff- VJ JH - 3- [5 

- (2-^h^>Xb^fJl/) -[1. 2, 4]^»y77^-3--fJl/l 
15^V [1. 2- a] tf'JS;>- h'J7Mamifi 

S£M4 6 8T?#enfc6-^O^e-3-[5- (2-* h^>Xh^>*3^) 

- [1, 2, 4] ^^77-^-3-^^-^5^; [1, 2-a] fcf>Jv>> 
60mgi3- (2, 6 -*J7)\,*U7x.-)V) - 1 - b >J 1 H- 4 - tf 5 
V>j;W?o>» M2 11ft^) 158mg£l, 2->^h*i/X*>£ 

AKO PAK ODS*7A, : 7k/7-fe NX h U;i,/0. lXhU7JW* 
'H-NMR (DMSO-d^ 

5 : 3.24(s, 3H), 3.48-3.54(m, 2H), 3.68-3.75(m, 2H), 4.88(s, 2H), 7.14-7.30(m, 2H), 7.48- 
7.64(m, 3H), 7.81(d, J=9.2Hz, 1H), 8.27(s, 1H), 8.34-8.50(m, 1H), 8.83(brs, 1H) 
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MSm/e(ESI)453(MH + ) 



MM 10 8 3 



MeO^ 




6- [3- (2 -y)V*U7 *.-)],) -lH-4-K7';UJH -3- [5- (2 
h^ylf^y^^) -[1. 2. 4]^y7';-^-3--f;H-r$^ 
1/ [1. 2 -a] tf'Jy>- hjlZ2k£Dg£ljg 

HffiWl 0 8 2 tRttfcl/T6-^nt-3-[5- (2-^^>xh^>/5 1 
;W - [1, 2, 4] tW? 4 /-^- 3 --f JH--f 53^ [1. 2 -a] tfU 
¥> WJ4 6 8^» 6 0mgt3- (2-7Mn7xZJW — 1 — MJ 
?)\,-lH-4-¥ ; 5>VV)l#n>m. OWgflll 9 7<b£4&) 15 2mg^W 

MS m/e (ESI) 435 (MIT) 
HSfiM 10 8 4 



6- [3- (2, 6-y7MD7x-;i/) - 1 if- 4 - hf^/'J JH -3- [5 
- (2-^frU>-4— -[1. 2. 4imy7'/";i'-3-^ 
;UR$^7 [1. 2- a] fcT'JS?>' 2HJ7Jl/tPBi« 
HJ&0O1 0 8 2£R«fcLT6-:/ti i E-3-l5- ( 2 -^l/JfrU >- 4 — f ;i/ 

x^;w - [l. 2, 4] *3r-u-2>7»/-;i'-3--f;i/]-< rsyy [i, 2 -a] 

tTU> ? > (SiftM4 6 9ft:M) 50mgt3- (2, 6 -P7)V*a7 
-l-hU5 L ;U-lH-4-t^yU;^n>^ («jgfl|2 1 Ht£tt) 12 5m 
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g*6«Ift&«l3 0mg m&tMi) 
'H-NMR (DMSO-dg) 

5 : 3.00-3.33(m, 4H), 3.40-3.59(m, 2H), 3.61-3.76(m, 2H), 3.81-4.20(m, 4H), 7.15- 
7.28(m, 2H), 7.49-7.66(m, 3H), 7.84(d, J=9.2Hz, 1H), 8.28(s, 1H), 8.35(brs, 1H), 8.83(s, - 
1H) 

MS m/e (ESI) 478 (MIT) 
&%0» 10 8 5 



6- [3- (2-7Jl/^-D7x-;i/) - 1 H-4-E -3-[5- (2 

-^e;1/^'J>-4— Okr^;i/) -[1. 2, 4ia-^»s?7»A-;p- 3 --OWM 

|£^_LL 2 -a] fc°U5?>- 2hU7Mail«ft 

gj&ftll 0 8 2hWfc\Z.\s~Z§-7u*:-Z-\*>- (2 -^Wfr'J >- 4 — f;p 
X^;W - [1. 2, 4] **W7V-)l-3—i)V)-'( 5^/ [1. 2 -a] 
tfUv> (S«g0!l4 6 9{t£#l) 5 0mgi3- (2-7MD7x^JW - 1 - 

Mi?;p-i/f-4-rif7!/u;w?p>» mT&wi97<k&m i2 0mg^e> 

MS m/e (ESI) 460 (MH*) 
MMM 10 8 6 



l- (s-^aph'U v>-2— f Jl/) -6- [3- (2, 4-^y)^ayaL- 





F . 
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)V) -1- HJ^-l//-4-b?7»/U;t/) - 1 H-^y^J [d] -f $ 
6-Zfu=E- 1 - (5-^DPt!U^>-2 -^f;i/) -IH-^; [d] 
*/—JU mmM4 7 3 ik-fr®) 7 0mgt3- (2, 4-i>y)V^ruy - 

i-b^)v-iH-4-\f7\ri)Mu>wi m&mi 1 2<t&m 3 2 0mg 

'H-NMR(CDC1 3 ) 

6 : 6.80(td, J=9.2, 2.8Hz, 1H), 6.89-6.94(m, 1H), 7.18 (d, J=8.5Hz, 1H), 7.23(dd, J=8.5, 
1.6Hz, 1H), 7.25-7.38(m, 15H), 7.41-7.46(m, 1H), 7.59 (s, 1H), 7.67(d, J=1.6Hz, 1H), 7.72 
(d, J=8.4Hz, 1H) , 7.74(dd, J=8.4, 2.6Hz, 1H), 8.41(d, J=2.6Hz, 1H), 8.46 (s, 1H) 

mmm 1 o 8 7 



1- (5-^Dabf'J^>-2— f;i/) -6- [3- (2-7MD7X-JI/) - 
1 — h ' J 1 ff- 4 — b?:7 % 7'J )\A - 1 H-sQV ld~\ -f^Z-Jl/ 

6-r/p^-i- (5-^pptfu^>-2— r;u) -i//-^>y [d] -r^y 

l/-^ (ISM4 7 3^tl) 70mgi3- (2-7MD7iz;W -1-b 
1 H- l-V^W )V$U>W. (fitifitfl 9 7{fc£^) 1 3 2ragi^H 
»2 9 tl^«l<DS^CJ;D, mmit^mi 0 7mg«MitbTHfc. 
l H-NMR(CDCl3) 

<5 : 7.05(td, J=9.0, 1.2Hz, 1H), 7.05(dd, J=8.6, 0.6Hz, 1H), 7.18(td, J=7.6, 1.2Hz, 1H), 7.23- 
7.31(m, 7H), 7.31-7.41(m, 10H), 7.48(td, J=7.6, 2.5Hz, 1H), 7.60(s, 1H), 7.63(d, J=1.2Hz, 
1H), 7.66 (dd, J=8.6, 2.6Hz, 1H), 7.72(dd, J=8.6, 0.6Hz, 1H), 8.39(dd, J=2.6, 0.6Hz, 1H), 
8.48 (s,lH) . 
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AKN 10.88 



p 



HN 




2-7ji/^-p- TV- (5-^^;i/tfu> ? >-2— r;i/) -4- [6- (i-hu^ 

)V-lH-4-\Z7*JV)),) - 1 H-OV Id} d. 1 QUI ^> 

2-7;^n-4- [6- (l-hU^-l/f-4-bf^/"JJ!/) -l/f-^> 

v [d] -f5^v-;u- 1 — r;w (njfi«7 2 oft^»> loomgt 

2-75y-5-^^;HfU>?>4 2mg^e», HJS0tj4 7 7 &m®jKft£J; 0, 
«£fc#» 3 4 m g &&&&&& £ V T#fc. 
'H-NMR (CDC1 3 ) 

6 : 2.35(s, 3H), 7.19-7.24(m, 6H), 7.31-7.38(m, 9H), 7.43(dd, J=11.2, 2.0Hz, IH), 7.44(dd, 
J=8.4, 0.6Hz, 1H), 7.54(dd, J=8.4, 2.0Hz, 1H), 7.58-7.62(m, 2H), 7.66(d, J=0.8Hz, 1H), 
7.83(d, J=8.4Hz, 1H), 7.95(d, J=0.8Hz, 1H), 8.12(s, 1H), 8.18-8.19(m, 1H), 8.29(d, 
J=8.4Hz, 1H), 8.40(t, J=8.4Hz, 1H), 8.98-9.04(m, 1H) 

Hffiftl 10 8 9 




N-^>V [1. 31 ^^V-;i/-5— fJ^-2-7J^n-4- [6- (1- 
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hV5-)lr-lH-4-\Zy*SV)V) - 1 H-^>V [dj -± 5 & S J—)V— 1—^)V\ 
2-^;U^P-4- [6- (l-hU^Jl/-l//-4-t!^/ij;W) -l//-^> 

7 [cf] myv-jv-i—uw mmmi zot^m) 80m g t3, 

4-*5PP>^:*^>7^U>4 3rag^5, HJSM4 7 7 
8U§te£tl 4 4 m g £»fi&H £ iTffe, 
'H-NMR (CDC1 3 ) 

5 : 6.00(s, 2H), 6.82(d, J=8.4Hz, 1H), 6.97(dd, J=8.4, 2.0Hz, 1H), 7.19-7.24(m, 6H), 7.31- 
7.38(m, 9H), 7.40(dd, J=7.6, 2.0Hz, 1H), 7.43(d, J=2.0Hz, 1H), 7.44(dd, J=8.4, 1.4Hz, 1H), 
7.53(dd, J=8.8, 2.0Hz, 1H), 7.60(d, J=1.4Hz, 1H), 7.66(d, J=0.6Hz, 1H), 7.82 (d, J=8.4Hz, 
1H), 7.95(d, J=0.6Hz, 1H), 8.1 l(s, 1H), 8.31-8.38(m, 1H), 8.42(t, J=8.8Hz, 1H) 

1090 



1- (5-frPPbf'J>>>-2—ni/) -6- [3- (2, 4-y7MP7xZ 

Ji/) -i/f-4-H7^/U;u] -iff-^>^/ [d] $ j*V-ju • 3J£&i£ 

1- (5-^PPlfU> J >-2— r;i/) -6- [3- (2, 4-^7MD7xZ 

-i-hU5 1 ;i/-iif-4-tr7Vu;i/] -i//-^>v [d] -< 

(H^Jl 0 8 6{b£$l) 1 1 4mg))^»J7 9 &fo\Z £ K> > UBit 

^I5 8mg t LT#fe. 

'H-NMR (DMSO-dg) 

(5 : 7.21-7.27(m, 1H), 7.35(td, J=9.6, 2.4Hz, 1H), 7.45 (dd, J=8.4, 1.4Hz, 1H) , 7.52-7.58(m, 
1H), 7.77(d, J=8.4Hz, 1H), 7.99(dd, J=8.8, 0.4Hz, 1H), 8.10(d, J=1.4Hz, 1H), 8.20(s, 1H), 
8.27(dd, J=8.8, 2.4Hz, 1H), 8.49(d, J=2.4Hz, 1H), 9.51 (s, 1H) 
MS m/e (ESI) 408 (MH + ) 
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mmm 1091 



CI 




3HC1 



1- (5-^Datf'Jv?>-2— f )V) -6- [3— (2-7^D7x-^) - 
!H-4-tf5\/'JJM - 1 H-^yJ id) rlSj^Azikj 3jft»jt 
1- (5-£nnfc?y>?>-2 — r;P) -6- [3- {2-y)V^ruy^-)V) - 
1 — h U 1H-4- fcf^/U )V\ ~ 1 H-^>V [ cf] -f 5 ^/-^ (HJfi 
Ml 0 8 7 fc&lt) 1 0 7mg^^M7 9t»S0C<tO, Mfc£«l4 

'H-NMR (DMSO-dg) 

5 : 7.25-7.30(m, 1H), 7.33(td, J=7.6, 1.4Hz, 1H), 7.43(dd, J=8.4, 1.4Hz, 1H), 7.48-7.56(m, 
2H), 7.75(dd, J=8.4, 0.6Hz, 1H), 7.91(dd, J=8.8 0.6Hz, 1H), 8.10(d, J=1.4Hz, 1H), 8.17 (s, 
1H) , 8.24(dd, J=8.8, 2.8Hz, 1H), 8.47 (dd, J=2.8, 0.6Hz, 1H) , 9.42 (s, 1H) 
MS m/e (ESI) 390 (MIT) 

1092 



2 -7JU^n-N- (5-^^JPbTU^>- 2— f;i/) -4- [6- (1H-4- 
2-7;P^D-N- (5-^^l/tf'J> f >-2-<JU) -4- [6- (l-HJ^ 
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;p-iff-4-K5»/u;w - 1 H-^yv [d] 1 --on ^> 

K GUSMl 0 8 8 3 4mg^^»J7 9 fcR*OKiKft:J: D> 
1 9 m g t LT#fc 0 

'H-NMR (DMSO-dg) 

6 : 2.32(s, 3H), 7.78(dd, J=8.4, 1.2Hz, 1H), 7.77-7.81(m, 1H), 7.82(dd, J=8.0, 2.2Hz, 1H), 
7.86(d, J=8.4Hz, 1H), 7.91-7.98(m, 3H), 8.01(t, I=8.0Hz, 1H), 8.10(d, J=8.4Hz, 1H), 
8.21(s, 2H), 8.25-8.26(m, 1H), 9.26(brs, 1H) 
MS m/e (ESI) 413 (MH + ) 

10 9 3 




N-^>V [1, 3] ^^rV-;U-5— 1)V-2-y)V*U-4- [6- ( 1 Jf 

-4-tf^/'J;U) -ltf-^/ Cdl l$g\A=jkz 1— Ok] ^>X7$ P ■ 
N-*>V [1, 3] S J**V-)V-S— ()U-2-7)U*U-4- [6- (1- 

hu^;w- ih-4-wj;w -ih-^>v [d] 1 —on 

^>X75 H .(H2S09 1 0 8 9ffe£tt) 4 4mg^e»H^J7 9 ^^(D^tClck 
'H-NMR (DMSO-cy 

6 : 6.03(s, 2H), 6.93(d, J=8.4Hz, 1H), 7.18(dd, J=8.4, 2.0Hz, 1H), 7.44(d, J=2.0Hz, 1H), 
7.70-7.85(m, 4H), 7.89-7.97(m, 3H), 8.19(s, 2H), 9.09(brs, 1H) 
MS m/e (ESI) 442 (MH*) 
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at, xttfr«*»^»#na*aiai**u (r 4 ) t *&m±\sT*?z. 

0> 1, 2Xte3T&D> ni®filR 4 H MiiLT, AD^ 
>HC^ ->7/S> 7Ki!», 75 Cj.JMiH, Aoy>-fbC 1 _ 6 7;i' 

jv, at-s? (c 1 _ 6 7;i/^;p) 75 /a, c 1 _ 6 7;pa^^*. c 1 _ 6 7;^ 
;^;i^7 7-m a^/re-ows, at- (c 1 _ 6 7;^;u) bjww/ws, at, 
n—z? (Cj.j^ji/) j&jw/tt-owk 7x^«, ^ 

o7'j-;i/», 7iy^>«, Arpy'jn+yS, 7x-;uc 1 _ 6 7;i/^;i'75 

%mmmmm$,&, c 6 . 14 %mmmt*mm&&. 5 & * u 1 4 ASrSfta&sta 

(Z)n«, YfcJg£bfcnffl©Z*jjVr. n«0, 1> 2Xtt31?^D, Ztt, 
#*&£UT, (2)75 yg, (3)APy>RT, (4)*mS> (5)nh 

□S, (6)'>7yS, <7)75?K«, (8)*;i/5;V», (9) t Kd*->75 78, (10) 

tj^z^^S. (ii)^77yys, (i2)**va, (i3)c 2 _ 6 7;^n;i/S, 



(R 4 )n 




(I) 
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fcC,_ 6 7;Mr;u*, (17)Aoy>tec 2 _ 6 7;i^-;i^ (lM-M'-l^-M 
3 (^©M^tfM 8 !*, *n**U - (CH 2 ) m -, -CHR 5 CH 

R 6 -, - (CH 2 ) m -CR 5 R 6 - (CH 2 ) -CR 5 = CR { - -C = C 
-CR 5 = CR 6 -CO- - (CH 2 ) m -0- (CH 2 ) -O- (CH 2 ) 
„-CR 5 R 6 -, - (CH 2 ) m -S- (CH 2 ) -SO (CH 2 ) m -. -S 
0 2 (CH 2 ) m -> -CO (CH 2 ) m -, -COO- -CONR 7 - —CON 
R 7 CHR 8 - -CONR 7 -CR 5 R 6 -> -CONR 7 - (CH 2 ) m -, -NR 
7 -, -NR 7 CO-CR 5 R 6 - -NR 7 CO-CR 5 R 6 -CO- -NR 7 CO 
- (CH 2 ) m -, -NR 7 S0 2 (CH 2 ) m -, -SO z NR 7 - (CH 2 ) m -, - 
S0 2 NR 7 -CR 5 R 6 - -NR 7 CONR 8 - — NR 7 CSNR 8 — CbuIBiS* 
©n£J;tfmk^&*ffi:&bT0, 1, 2Xtt3^ JKf. 3 , XKL (19) ^tl^tl 

mmmmQ^^m\tn^4m^(Dmx'mm^nx^x%^ (a) c 6 _ 14 ^mm 

mity^mm^. (b) C 3 . 14 yi?07MM, (c) C 4 . 14 y^D7M- 

(d) 5&^li ^mmmmmm^m. fcu<& (e) 4&v*bi4^# 

M 3 «(i)*^^ (ii)^VS, (iii)AD^>fBK (ivbkmS, (v)75/ 
(vi)vT/S, (vii)-hnS, (viiOTv^S, (viv)~>7/», (x)#;i/# 
(xi) C^emm (xiU/NDyXbC^eT;^;^ (xiii)7j<& 

ax^^/STS&snfcc^^wi/g, (xiv) c 2 _ 6 .7;i^-ju*, (xv)c 

2 _ 6 7,M^;i^ (xvi)ApyMt:c 2 _ 6 7;i/^-;i,», (xvii) Aoy>{kC 1 _ 6 
7)ln*i/^ (xviii)-OR 7 , (xviv)-NR 7 R 8 , (xx)-NR 7 COR 8 , (xxi)-C 
OR 7 , (xxii)-CONR 7 R 8 , (xxiii)-SOR 7 , (xxiv)- S 0 2 R 7 , (xxv)-NR 7 
S0 2 R 8 > (xxvi)-S0 2 NR 7 R 8 , (xxvii)*^l/>e;:fr*~>gXte, (xxviii)X 

?u>v**i/m. $.tz\$, (xxviv)-?-n^nfims©Q^e»s«n^4{@^To 

STS&SnWTfcJ:^ (a) C 3 - s is?U7)l<*)m, (w c 4 _ 8 :>y-a7J^'^^~ 
;^x> (c) stt^Li 4m^mmmmm^m. (tic^^^mmmfcykmm^ 
(e) 5&^l 1 4%%mimmm&. m 7x;+yg, ( g ) Afoj'j o+yg, 
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(h) C 3 _ 8 ^D7;WW;*-^>g£^-to ) ^SSfcTftSg^U st&s 
g, -hO», TyKl, SOVX, ^l^^S, Ci-eJ;^;^ Any 

>{bc,_ 6 7;wi/S, 7i<msx«^7y»T«m$n^c 1 _ 6 7;w^ c 2 _ 

C 1 _ 6 7;i'n^->S, -OR 7 , -OCH 2 CONR 7 R 8 , -NR'R 8 , -NR 7 C 
OR 8 , -COR 7 , -CONR 7 R 8 , -SOR 7 , -S0 2 R 7 , -NR 7 S0 2 R 8 , 
-S0 2 NR 7 R 8 , *?-U>z?**i/&X\t. X.?U>i?**z/&*7jk-? 0 ; 

R 1 **, (l)7fc3tlH% (2)ADy>^, (3)7k$g, (4)-hPg, (5)~>7/S, 
(QAPyMbC^jmS, (7)*M*Sfctt^7y»lrg^$nfcC 2 _ 6 7;i/ 
(8)c 2 _ 6 7;Hr~;i^, x^^-l^l^l 3 (5£#, 1) l Hi, ^ 

- (CH 2 ) m -, - (CH 2 ) m -CR s R 6 - (CH 2 ) „-, -CR 5 = C 
R 6 -, -CH=CR 5 -CO-, - (CH 2 ) m -0- (CH 2 ) „-, -CO- (C 
H 2 ) m -, -COO-, -NR 7 -, -CO-NR 7 - -NR 7 CO-, — NR 7 
CO- (CH 2 ) m -, — NR 7 CONR 8 — CmfWB^On^t/m^O, 1, 2X 

&<kKa)C 3 _ 8 V£D7;WUa, (b)C 4 . 8 y^om-JH, (c)5&^L14 
fi#»S»«*atSS, (d)C 6 _ 14 ^S^{b7K^SC»feU<«(e)5fe^Ll 4 

2)L 2 «, - (CH 2 ) m -, -CR 5 R 6 -, - (CH 2 ) m -CR 5 R 6 - (C 

H 2 ) „-, -CR 5 = CR 6 -, -C-C-, -CH=CR 5 -CO-, -O-, - 
S-, -SO-, -S0 2 -, -S0 2 - (CH 2 ) m -, - (CH 2 ) m -0- (C 
H 2 ) n -, -O- (CH 2 ) n -CR 5 R 6 -, -CO- (CH 2 ) m -, -COO-, 
-NR 7 -, -CO-NR 7 -, -CO-NR 7 (CH 2 ) m -, -NR 7 CO-, - 
NR 7 CO- (CH 2 ) m -, -NR 7 S0 2 -, -S0 2 NR 7 -, — NR 7 CONR 
8 -, — NR 7 C SNR 8 — CWfBS^On^.ktXmttO, 1, 2X&3£, ^1% ) , 
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a, <d)c 6 _ ! 4 ^mmmit^mm^mh l < «(e) 5 1 1 4 jt$$ftK*9j&& 

3)L 3 tt(i)7jcm^> (ii)**VS, (iil)ADy>M^ (iv)*mS, (v)7$y 
(vi)v7/S, (vii)nhaX, (viii)y^K^ (vivh>7y&, (x)#;P# 

*->;ws, (xi) Cj.eTj^jws, (xinAny^d.ey;^;^ (xiii)7Km 
sx^vjysiramsnfcCi.eT;^;^ (xiv) c 2 _ 6 7;i^;i^ (xv)c 
2 _ 6 7,Mr~;!^ (xvi)Any>(bc 2 _ 6 7;^-;i/g, (xviOAnyxbcVe 

7JlO*->g, (xviii)-OR\ (xviv)-NR 7 R 8 , (xx)-NR 7 COR 8 , (xxi)-C 
OR', (xxii)-CONR 7 R 8 , (xxiii)-SOR\ (xxiv)-S0 2 R 7 , (xxv)-NR 7 
S0 2 R 8 > (xxvi)-S0 2 NR 7 R 8 , (xxvii)*^l/>^3-*vSXWu (xxviii)x 

^vyvtt*^ &it\% (xxviv)^en^nssi^Q^e>s«n^>4^^-ccD 

(c) 5&i^li 4M^mmmmm^ (&c 6 . 14 ^mm^it7nmm^. 
(e) 5&^ui 4M%mmmmma,&, (ny^y^m, (giAfaygn^s, 

a^Mbc 1 _ 4 7;wi/«*^To 

ft, ±IBR s :fc<ktfR 6 te, H-Xtt«oTl)7jc», 2)/\D^>I^ 3) 

y»TS^^tifcc x _ 6 7;i/^;^ k 3 . 8 ^d7MM, 8)»&ss¥q^ 

X\Z 10) R s &&ZfR 6 \m& LTH&Kl&o TrWf 3 C 3 _ 8 O 7 
±f3R 7 £«i:tfR 8 kiu l^-XlilSS^:oT7KiJlf, C,_ 6 7;i/*;l^ Any 

978 



WO 02/088107 



PCT/JP02/04156 



(RV 




VNAA/ 

* (II) AHtB5!ltt-i!ifc^oT9Xttl 0A-£Mtt£mNft*ll!£& 
*U (R 4 ) n £ff&»£LT:£T3 0 (R 4 ) „tti o, 1X&2-C&D, 

75 C^jT^S, Aay>ftc,_a7^^ c 2 _ 6 7;Hr^;m 

fr7>)V7 * at- (c,_ 6 7;ww 75 ys, at, at-s^ (Ci_ 6 7>Mr 
;W 75/s, c 1 _ 6 7;i/n+^ c^jji/^kfts, at 
- (c,_ 6 7^;i/) n, at-^ (c 1 _ 6 7jp^;w ajwt^-f 

^77^;^ 7i-;n, ^to7'J-;H, 7xy+vS, 

7 U -^t*yS, 7 xz:;i/C , _ 6 7)V*)17 5 / SXttAf D7U-^C,_ 6 7 

;u*,n/75/a£7KU AmxwxttB»s«irigi-«s^fcts^-r*. 
i.^R 4 #75ya, at— (c 1 _ 6 7;p+jw 75yg&tf/x&Ar, at- 

v (C 1 _ 6 7;Wl/) 75yST**»^tt> R 4 V V)Vm<D2&(Dl%=? \Z \* 
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e^bT-K (I) <DY\Z$H&?% 0 

3. -$5£ (I) \Z^X, Xtf. [1, 2 -a] tfU^>^», ^ 

4. -^(ii)tc^^T. mmm (r 4 ) n^o, 13U22T&9, ±m<D 

5. (I) fcfcHT, X#, [1, 2- a] HU^^S, ^ 

>x-t ^j-)vm&&. ^^j>m^&. +/'j>ssi, x«2, i-^> 

X4V**VJ-)imj£&T*&t). (R 4 ) ntfO. 1X&2T&9, 

75 ys, c 1 _ 6 7JW^ Any>ftc 1 _ 6 7;i'*;i/», iv- (0^67;^ 
7=-/S, x«c 1 _ 6 7;i/n^vXT^o, y#, c 5 _ 6 >'^P7;i/^;i/», 
c 5 _ 7 v^P7;uyn;i/S, ^xn^S, ±y^)V&, mmx\$~m<D5ftL^L l 

St 5 fctr> L 7 tM^SST^^lt^ 1 Xtt 2 S3«©^% 

6. (I) tfe^T, R 2 a*7jcfJtHC^ HJ^S, xh^hKDtr^- 
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7. HRSC (I) lc*^T, -fS^y [1, 2 -a] KU5»SIBQk ^ 

>x<i$w-)vma& *±vv>ma.m. */u>»5cak x»2, i-^> 

Y**, 0, l, ^fc«2ffl©^M^^ i boga?a^^Vi«^i*itio-a^^fe 

ait*oT, Y±©j&*B^X^*K¥&^LTXfc|g£U 

tt&S (R 4 ) n#0» 1X«2T?&0, ±iE£>«&»R 4 #, #*&3£b 
T, APy>HH\ *;W^-r;^ XWu C^^WPXtf&D, 

R 3 &7k.mm : m&%m?m 5 x« 6 t< x^^ne.®* 

8. RWl)**, (2)AP^>JST, (3)^ hag, (4)->7yS, (5)C,. 6 7 

(6)c 2 _ fl 7;i^-;vg, (TiAP^ftd^y^s, (8)7k®»£ 
fc«v7y*7r§m$nfcc 2 _ 6 7;^n;i/«, 0)-conr 7 r 8 , do) -nr 7 

R 8 , (11) — (CH 2 ) m R 9 , (12)- (CH 2 ) m -0- (CH 2 ) n -R 9 , (13)-C 
OOR 7 te*<Dn&£Ztm\$*tl?n®iLVTO. 1, 2X«3£, i£*<DR 7 $> 

;i/g*^u R 9 «E-xttffiftfcr>T**iGFF» C!_ 6 7J^;i/S> ?m&. *>7 

nwni^l) C 3 . 8 y^o7^JH, 2) C^gi/^a/J^Jl/S, 3) 7 

xn;ws, 4) 5^^li os^s^ms^s, 5) 5u^L6M.^mmmmm 
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om^mmmmm^.m, (d)7^-)mhv<\t. (e)5^n og%mmwm 

^7/g, -hn£, 7V 5 Fg, '>7ya, *;^*'>;wa£, Cj.sTM^S, 

a oy >{t c x _ 6 7;ww3k *»sx«$/7 y mrmmzntz c l _ 6 7;u^», 
c 2 _ 6 7;^n;^ c 2 _ 6 7;^n;i/S, APy>tec 2 _6 7;i/^;i/S, ad 

y>-fbC 1 _ 6 7;i/r3^'>a, -OR 7 , -NR 7 R\ -NR'COR 8 , -COR 7 , 
-CONR 7 R 8 , -SOR 7 , -SO z R 7 , -NR 7 S0 2 R 8 Xfl -SO z NR 7 

r 8 ^(OR'&kzfRmm-xtete&te-iT&mm^ c^yjv&mxtt 

C 3 . 8 y^D7J^MSt) IMiP 2 tt-CH 2 NR 7 R», -OCH 2 
CONR 7 R 8 , -O- (CH 2 ) m-R 10 , -NR 7 COR 10 , -NR 7 COOR 1 . 

+->i, 7x;m Afn7'JD+yS, ^fl/>y^ySm X^U> 
^sM^Sfc^-r (5£*©m»(K 1, 2Xtt3§, R ^cfctl^R 8 &IhI— X&JiH 

fcoT7k*BB\ c 1 _ 6 7;m i ;i'Sx«C3_ 8 ^i7P7;WP*^L^ r 10 «tK 
5 u 7 ©v>-rn^ i mmmwk&yob u < «*■©&» x«^-ne»© 

9. (I) fc^HT, (Z)n#, Yk:i|g£Ufcnfl©Z£jKU nteO, 

1, 2X«3T?$^ Ztt, S^Ml/T, (I)tK^JI^ (2)75^S, (3) A □ 
y>M^ (4)7K^S, (5)nhDS, ®*/7J&s (7)7^H*. (8) *;i/=UI/8, 
(9)kHD4y7$7S, (10)^^7 7^^ (11) ^7/ (12)**V 
(13) C 2 _ 6 7;Udrn;i/«, (14) C,_ 6 7;W3*v^ (15)C 1 _ 6 7;V^;PtH 
□ ^y75 7S, (16)Aoy>^C l _ 8 7;WP*, (17) AD$*>fcC a _ $ 7>$r 

(18) c 3 _ 6 7;^-;psx«, (19)5£- j-r 11 (S;+©Jtt, 
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- (CH 2 ) m ~, -CHR 5 CHR 6 - - (CH 2 ) m -CR s R 6 - (CH 2 ) 
-CR 5 = CR 6 -, -C = C-, -CR 5 = CR 6 -CO- - (CH 2 ) m -0- 

(CH 2 ) n -, -O- (CH 2 ) „-CR 5 R 6 -, - (CH 2 ) m - S - (CH 2 ) n 
-> -SO (CH 2 ) m -, -S0 2 (CH 2 ) m -> -CO (CH 2 ) m -> -COO 
-CONR 7 - -CONR 7 CHR 5 -, -CONR 7 -CR 5 R 6 - -CO 
NR 7 — (CH 2 ) m -, — NR 7 — > -NR 7 CO-CR s R 6 -, -NR 7 CO-C 
R 5 R 6 -CO-> -NR 7 CO- (CH 2 ) m -, -NR 7 SO z (CH 2 ) m -> - 
S0 2 NR 7 - (CH 2 ) m -, -S0 2 NR 7 -CR 5 R 6 -, -NR'CONR 8 -, 

— NR 7 C S NR 8 — mmft t P<Dn&£tfm\Z&*®.iLLT 0 , 1, 2X\$3Z, 

R s ^^R 6 \m~x\m^fsiox i) 7mm?. 2)^0^^, ws, 4> 

£ft£:C 1 _. 6 7;Wl'g> 7)C 3 . 8 i/^07J^M, 8)«&»$f=Q>6Mn3 3 

i!(o&rmm^nx^x%^5fs.^L6M.^mmmmm^^-rf)\ x\t io> 

R 5 £ cfctfR 6 LT-^C^o T7»T3 C 3 - 8 a 7)\,*)V& £^T<, R 

) r 1 Hi, Aay>if, tKM, ^>7y*, 

& C 3 . 8 *>^07WS, C 3 . 8 yi'D7;^-JH, 7x"M. 5ftVil, 
6M^#&&if&St5£g, Xtt, 5fcV*b6a#3¥#K«*»5tS (fc«U C 3 _ 8 
y^D7^M, C 3 _ 8 i/^o7;^-;i/S, 7i-M> 5fc^L6£3m»s 

*va, /\py>nB\ 7xms. 7sys, -xrya, -hp«, 7^hs, ->7 
y*, *j^*->;ws» c 1 _ 6 7;w^ AP^>-fbc 1 _ 6 7;w^ 7mm 
x\^7ymxmm^nrcc 1 . 6 7jv^)V&, c 2 _ 6 7;uy-;^ c 2 _ 6 7^ 

J\uy>itC 2 . 6 7)^~)^ AP^*MkC,_ 6 7^3^->S, -OR 7 , 
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— NR 7 R 8 , -NR'COR 8 , -COR 7 , -CONR'R 8 , -SOR 7 , -SO 
2 R 7 , -NR 7 S0 2 R 8 XH -SO a NR 7 R 8 , (5£«F0R 7 :i3j:tfR 8 Km-X 

\mg-&ox*mm^ c 1 _ 6 7;ww»xttc s _ 8 >'^D7;u4 i ;uss*T) £, 
5&v>b6£^#»as*st5£2k 5tLHL7g.#%mmmm&* c 3 _ 7 ^a 

m 5 u 8 wrnfr i to*©^** u < x«-en e> ©*?ati. 

10. HRS (I) £&V>T, RWl)**, (2)Any>ff, (3)~hag, 
(4h>7/«, (5)C 1 _ a 7;P*^«, (6)C 2 _ 6 7;U^r-;|/S, (7) AO^XbC j_ 
t7)V*)V&* (8)7i-;H> (9) 5fcV>L6a##i*85fcSi5££, <10)5fcV>b7 
£#^«ffi*!85S£ (££U (8)7i-m (9) 5fc^L6S»*«*St5£ 
(10) 5 L 7 I#W$SSIB, P 5 ^ &»S:LTa«n5 3 

75/S, ~>7/«, ~hnS, 7v f HS, y77«, #;M^>Jl/«, C,. 6 7 

Apy>ft;c 1 _ 6 7;MrJi'g, *^sx«s>7y«Tgm^tifcc 1 _ 6 

7)V*)V&, C 2 . 6 7)V>r-)im. C 2 _ 6 7;Mr~;i/S, ?\u?yikC 2 ^7)Vf 

ADy>^c 1 _ 6 7JU3^FS/S, -or 7 , -och 2 conr 7 r 8 , -n 

R 7 R 8 , -NR'COR 8 , -COR 7 , -CONR 7 R 8 , -SOR 7 , -S0 2 R 8 , 
-NR 7 S0 2 R 8 XH -S0 2 NR 7 R 8 (^©R 7 ^«kytR 8 «IH-XM^ 

■oTTkmm^ c 1 . 6 7;wixac 3 _ 8 y^ n7;^ji/i^st) mmm 

i£P 6 «, C 3 - 7 y^D7M;i/S. C 4 . 7 y^n7J^H, 7x-JP*, 5& 
V*U6^S&«*j|t5«k 5 7i^L7M#5fS^*^», C 3 . 7 y^D7Jl/ 
+M^yS, 7i;+y|, ^07'J-M+yS, ^5=-U>v ? ^+vSXtt, 

R 2 , R'Rtf R 4 #**IR^T**«ra&K 5 L 9 O^»m*»-3«E«C0fl:^#i 
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1 1. HK5£ (I) fc$3V*T, Xifi, [1, 2-a] fcf'J ^>StS£&T? 

tfu^s, ^x-;ps, ^tvlups, tr^/u^g, 

1, 2, 4-^7^7!/U^ 1, 2, 4-^^77U;US, 1. 3, 4- 
^7^77>J^S> 1, 3, 4-**if-$?7!/U;Hk X«^>X^7l/U;P»T 

truswak ^x-jps, 7u;ps, -isrvvjut* x^vvjum, i, 3, 

4-^7v>77*'J;i'S* 1. 3. 4-^u-^7yu;PS, t^us?-;^ tf^ 

1 3. — jRaS; (I) T?*Sn5ft^*J#, 
6- [3- (4-7M07I-JI/) -lff-4-tf^\/U;H -3- [5- 

^;i/x;u^x;v> - 2 -fizjn ] 5 [ 1 , 2 - a] tru s» • &mi&> 

6- [3- (2, 4-y7;^a7x-JW — 1 ff— fcf :7 x /— JU— 4 — OH -3 

- (5-^^;i/7 > ;^n;P5 i ^-7x>-2-'r;i/) ^s.yv ci, 2 -a] true? 

X 6- [3- (2, 6-77MD7I-JW - 1 if- bf^V*-;U- 4 — ( )V\ 

-3- (5-^^;^;^-;^77-jw-2-'f;w -f*^/ [1, 2 -a] v 
us», 3- (5-->^Dyptr;i/ [1, 3, 4] #*u-$>7 % ./— ;p-2-' ow 
6- [3- (2, 4-^7Md7i-W - 1 t^7-;i'-4 — r;w <5 

M [1, 2 -a] fcf'Jv'X 6- [3- (2, 4-?7MD7i-;W - If/ 
-t!7\/-;U-4-<;H -3- [1, 3, 4] *W3?7!/-;U 

-2— f;U) <f5^l/ [1, 2-a] H'Jy>, 6- [3- (2, §-iS7)\,*U 

7i-;w - 1 ff-tf^7-;p-4-^;W -3- (5-*h*v [i, 2, 4] 

**Vz?7V-)V-3-'()V) -YS^V* [1, 2-a] tf'J^X 3- (5-v£ 
P^nt!jU- [1, 2, 4] OrttV7V-)V-Z-<<)V) -6- [3- (4-7 
MD7I-JW -1 f/-4-e^V*U;U] -< S^/ [l, 2-a] tf'J> ? >- 
111, 3- (5-v^n7Dtr;i^- [l, 2, 4] Hr*WTV-)V-Z-'()V) 
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-6- [3- (2, 4-y7MD7xz;W - 1 H- 4-\ZyW)V) — 

V* [1, 2-a] tfUS?>- 3J£$J&, 3- (5-^pyntf;i/- [1, 2, 4] 

^^7V-;i/-3— r;P) - 6- [3- (2-7Mn-4-/h^7x- 

)V> -iH-A-MyWM — (s.yvn, 2- a ] wv> • zmmm, 3 

- (5-v^nyPhf;i,- [1, 2, 4] ^it>?TV-^- 3 — T^) - 6- [3 

- (2-7M07XZJ1/) - lH-4-¥?VV)l] — f5^V [1, 2-a] 
tfU> ? >- 3J£B£:&, 6- [3- (4-y^P^M4y-2-7Mn7x 

-\H-4-M7WM -3- (5-^{7U-fa^)V- [1, 2, 4] ;t 
^^ 7 ^/_;i,_3_^;i / ) ->f 5 ^/ [1, 2-a] tTU ^> • 3J|^ 3- 
(5-^^oyntf;P- [1, 2, 4] **W7*/-)l- 3-^)V) -6- [3 

- (2, 6-y7MD7x-;0 - 1 H- 4 - \t?W)V\ — f$;yV [1, 2 
-a] tf'Jv>- 3i»&, 6- [3- (2, 4 -i?7)\,*U 7 - 1 H- 
4-EyVV)ll -3- (5-^7;^n^^- [1, 2, 4] 
^-3~OW [l, 2-a] fcTUS»- 3ffi^, 3- (5-^7;U 
*P*3\>W- [1, 2, 4] **-VV7V-)V-Z-^)V) -6- [3- (2-7 
MD7x~;W — [1, 2-a] tf'J>>>- 
3i&m&, 6- [3- (2, 6->?7MD7x-JP) -\ H- 4-\L?W)\A 

-3- (5-i?7;i/^P^^- [l, 2, 4] ^ifv7y-;p-3—f;u) - 

-YS^V [1, 2-a] HU>>>- 3ili iVl- [ (IS) -2- (4-7J1/ 
t07xz;V) - 1 -*3-)V-2-**VJL?-)V] -2-7)V*U-4- [6- (1 
H-4-tf^/U;0 -f5^/ [1. 2-a] K'J$»-3— OW] ^>X75 K • 
ATI - (2, 4-^7MD7x-;W - 2 - - 4 - [6- (1 

H-4-tf7 , /u;w -fs^v* ci. 2-a] trus^>— s — ow ^>xy$ h • 

ATI- (5-^DD-2-lf'JyJl/) - 2 -7J^P- 4 - [6- (1H 

-4-tf^yj;w -ys^v [i. 2-a] try v>- 3—01/1 ^>xrs k • 

2&Bfc&« AQ- (4-^^-2-tfUv;U) -2-7JU^D-4- [6- (1 

/f-4-tf^7u;u) -f s^y ci. 2-a] trus?>— 3 — r/p] ^>xrs h • 

2&6fi£. A/1- (2, 4-77MD7x-JW -2-#DD-4- [6- (1 
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H-4-V5*/»M -fS^ytl. 2- a] trU$»-3— f;W] "OX7S K • 

mm. ni- (5-tfn;i/-2-kru^;w -2-7^0-4- [6- uh 
-4-tr^yu;u) -rs^v [1, 2- a] t?U5>>-3— r;w ^>X75H- 

/VI - (5-x^;i/-2-tfU5?;w -2-7;V^D-4- [6- (1 

if-4-tr^yu;w -r^i/ci, 2 -a] tru^>-3 — r;w ^>xjs. h • 

2J£jg&, 6- [3- (4-7Mn7i-,lW - 1 f/-4- t^l/U/W -4 

- [5- (^^j^;u*-;w -2-^x-;p] *^/u>- 2^jg, 6- [3 

- (2, 4-i?7Mn7xzjw - i//-t!7y-;i/-4— r;w -4- (5- 

/5 : M^-;i/5 : t7i>-2-^;W ^/U>> 6- [3- (4-^DD- 
2-7MD7I-JV) -lH-lf7^-4-<JW -4- (5-^3MI/7Jl/ 

jfc-;i/^7y-^-2-^;P) *^/U>, 4- (s-i/irnzfnwi [1, 3, 

4] ^1^^7y-;W-2— ()V) - 6- [3- (2, 4-y7Mn7i-;W 

-\H-\f.y^-)V-A-^)V\ WJ>, 4- (5-^n7ae;p [1, 3, 

4] ^75*7V— 2 --f JW -6- [3- (2, 4-y7MD7i-JW - 
\H-\f.y^-)V-A-^)V] WJ>, 6- [3- (2, 6-77MP7x 

-ih-^/-)1-4-^M -4- [l, 3, 4] 

1H>7*A-;i'-2--fJW +^l/'J>, 6- (lH-fc?5 > /-;i'-4-'f;!/) -4 

- (4-ij2-h>j;nf^7> f >-i— r;u) • 3 h u 7;w*na?Bt*, 
4- [4- (3-^5 1 ;P7 l ;i/^-;i/7xn;w) tr^^^>-i— r;w -6- (i 

H-tf7 , /-;P-4— fJW 3f^/U>- 3hU7MDiiI, 4- [4 

- (3->^D7nt!M^-ji/7i-;i/) vivvy-i— <;W -6- (i 
i4. »*jhi&v»li 3icE«an*-«a (i.) T^^n^b^^^r 

3 © K^Tffl &TE-$5£(III)^£ nzitGMo 
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p-om-^pwi^jk-t. 

R b fcJU (l)ig^, (2)nhoS, (3)~>TyS> (^C^eT^^S, (5)C 2 _ 6 7;i/ 
(6) 3M&'V<D7ymmj-'VW&i<tl1tC 1 -t7JU*)V& (7) tK^ST 

«m$nfcc a _ 6 T;i/^s> (8)*;^>mc 1 _ 3 7J^;ux^xJ^ (9) 

3)5&V»b6M*^#*«Siat^as^U R bl tt> (ii)AD$*> 
(iii)xhpg> (iv) ->7yg, (v)c 2 _ 6 7;Hrx;i^ (vi) c^-^^n*^ 

(viOAnyMbCj.eT^^WS, (viii)C 1 _ 3 7;i/3*$/C 1 _ 3 7JWV:* 

C 3 _ 8 y^o7MM, (c) 5&V>ly7fi#£#fc**St5££* (d) 7iZM, 
(e)5ft^b6l^SifiI^ (f)7i^yS, (g)Af 
(h)C 3 . 8 >'^n7MmyM^t) T&tfSSfcjKT. 

Q 7 «, (l)An^>gf, (2)nhPS, (3)y7;S, (4)C,_ 6 7MM, 

(5)c 2 _ 6 y;u^-;i/^ (6) sffl^T^^^^TT-M^^nfec^eT;^;^ 
(7) TK^STgm^ tut c ! _ 6 7 jwua, (8) * >m c ! _ 3 7;Mf ^x* 
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(■?> 




yy;s, zkm*. 7$/&, c^ 6 7)^)V&. }\uv>\kc x _ 6 7)\, 

*~)\,7=ijm. C^ 6 7)V^r)V^)Vy^~)Vm, N- (C 1 . 6 7)V^)V) 75/ 

;^;V77-M, *;w^-fjps, n- (c^ 6 7)^)i) n, 

N-iS (C^jTMiW fcJWI^/Wk 7,)Vyy^)^ 7x-JH, ^7" 
n7U-M, 7i7^>S, AfD7Uo+yg, 7x-;i/C,. 6 7;W75 

;ix«atp7U-;k 1 . 6 7)i*)i7 5 y u x s statues- 

(Z)ntt, Y£if£-&L;fcn<l©Z£^-f. n«0, 1, 2X«3T^I9, Z«, 
§*Ml/T, (1)**®^ (2)75 7*, (3)ADy>Hf, (4)*$*, (5)~h 
□S, (6)->7yS, (7)7vK», (8)*;U=Ul/S, (9) tHa*y75 7l, (10) 
*;i>:7 7*-OWfc [\\)#7JVJ&. (12)**vak (13)C 2 _ 6 7J^-JU», 
(14) C 1 _ 6 7Jl/3+vS, (15) C 1 _ 6 7mtHo^y75yS < (16)APy> 
{fcC 1 _ 6 7;U^;i/S, (17) /\n^>itC 2 . 6 7)V^r~)m. (18) 5S-M 1 -M 2 -M 
3 (^©M^cfctfM 2 ^ ^tl^*n, - (CH 2 ) m -, -CHR 5 CH 
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R 6 -, - (CH 2 ) m -CR 5 R 6 - (CH 2 ) -CR 5 = CR 6 -, -C = C 
-CR 5 = CR 6 -CO- - (CH 2 ) m -0- (CH 2 ) -O- (CH 2 ) 
»-CR 5 R 6 - - (CH 2 ) m -S- (CH 2 ) -SO (CH 2 ) m -, -S 
0 2 (CH 2 ) m -, -CO (CH 2 ) m -, -COO-, -CONR 7 - -CON 
R 7 CHR 8 — , -CONR 7 -CR 5 R 6 -, —CONR 7 — (CH 2 ) m -, -NR 
7 -, -NR 7 CO-CR 5 R 6 -, -NR 7 CO-CR 5 R 6 -CO-, -NR 7 CO 
- (CH 2 ) m -, -NR 7 S0 2 (CH 2 ) m -, -S0 2 NR 7 - (CH 2 ) m -, - 
S0 2 NR 7 -CR s R 6 -, — NR 7 CONR 8 — , — NR 7 C SNR 8 — CWfB^f 
©nMM^^ilTO, 1, Tjkto 3 » X\t, (19)-en^tl 

«zK^5i5$X, (b) C 3 _ 14 v^P7;i/^;VS, (c) C 4 . 14 Z'?nT)l>r~ 
(d) 5&V>L1 4M.%mimmm&^ hV<\t (e) 4&^U14^# 

M 3 «(i)7Km^ (ii)**7g, (iii)Aay>M-?> (iv)TK^, (v)75/ 
(vih>7/S, (vii)-f>Dg, (viii)7i>K», (vivh>7/S, (x)*;^ 
^S^WS, (xi) C^^Wl^ (xiOAO^^kC^eT^;^ (xiii)7)cm 

^x^vzySTgm^tifcCi-gj;^;^, (xiv) c 2 _ 6 j;^-;^ (xv)c 
2 _ 6 7;^-;^, (xvi)AD^>^C 2 _ 6 7;py-;i/«, (xviOAPyMbd.e 

7;W3^r->*» (xviii)-OR\ (xviv)-NR 7 R 8 , (xx)-NR 7 COR 8 , (xxi)-C 
OR 7 , (xxii)-CONR 7 R 8 , (xxiii)-SOR 7 , (xxiv)- S O z R 7 , (xxv)-NR 7 
S0 2 R 8 , (xxvi)-S0 2 NR 7 R 8 , (xxvii)^5 L l^>> J ^vSX«, (xxviii)x 

?i/>m->s, (xxviv)^n-€ f n«^apQ^e>MJin^>4i@^i?<3D 

gTfi&SftWT&J^la) C 3 . 8 -/^D7M;H, (b) C 4 . 8 ^D7^r: 
(c) 5&^L14H*3S?#«a*ai^ (d)C a _ 14 3Sf*»l«fl3**|RajK, 

(e) 5^^li Am^mmmm:^ (f)7i;+vi, (giAfayuD^s, 
(h)c 3 _ 8 s^D7;u*;i>:**vg£^-r 0 ) T?*fosn****u 
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6 7;u^--;^ c 2 _ 6 7;i^~;i/S, ;\a^>itc 2 . 6 7)V^)^ /\uy>it 

C l - 6 T)Vn*i'&, -OR 7 , -OCH 2 CONR 7 R 8 , — NR 7 R 8 , -NR 7 C 
OR 8 , -COR 7 , -CONR 7 R 8 , -SOR 7 , -S0 2 R\ -NR 7 S0 2 R 8 , 
-S0 2 NR 7 R 8 , ^^l/>y^->SXtt, ^U>P^>m te$<DR 7 && 

r 8 o t;Jc*jbB\ c , _ 6 « c 3 _ 8 v' ^ □ rjwv 

R 1 ^, (l)*iHf, (2)ADy>If, (3)7j<m*, (4phoS, (5)^77*, 

(6)ADy>-fkc 1 _ 6 7;wi/», (7)7jc^»sfc«>'7ys-esm$nfcc 2 _ 6 7;i' 
(8)c 2 _ 6 7;i/^rn;i/S, x^w-l^l^l 3 i) l 1 ^, ^ 

- (CH 2 ) m -, - (CH 2 ) m -CR 5 R 6 - (CH 2 ) „-, -CR S = C 
R 6 -, -CH=CR 5 -CO-, - (CH 2 ) m -0- (CH 2 ) „-, -CO- (C 
H 2 ) m -, -COO-, -NR 7 - -CO-NR 7 - -NR 7 CO-, — NR 7 
CO- (CH 2 ) m -, — NR 7 CONR 8 — CtufB^© n£J;tfmfcj:0 , 1, 2X 

A^mmmmm^m. (d) c 6 _ x 4 ^mmit^.mm^.m t> u < &(e) 5 & i> l 1 4 

£tkU ;2) L 2 &, - (CH 2 ) m -, -CR 5 R 

6 -, - (CH 2 ) m -CR 5 R 6 - (CH 2 ) „-, -CR 5 = CR 6 - -C = C-, 
-CH=CR 5 -CO-, -0-, -S-, -SO-, -S0 2 -, -S0 2 - (C 
H 2 ) m -, - (CH 2 ) m -0- (CH 2 ) „-, -O- (CH 2 ) n -CR 5 R 6 -, 
-CO- (CH 2 ) m -, -COO-, — NR 7 — , -CO-NR 7 -, -CO-NR 
7 (CH 2 ) m -, -NR'CO- -NR 7 CO- (CH 2 ) m ~, -NR 7 S0 2 -, 
-S0 2 NR 7 -, — NR 7 CONR 8 — , — NR 7 C SNR 8 — OnrlBjS^ron&J; 

tfmteo, 1, 2xfi3§, TF-fo 3 , x«, «^^Q^e»s«n^4fi^-eo 
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< »(e) 5 1 4A3?mmmm&m> ; 

3)L 3 tt(i)7K^M^ (ii)sMrV«, (iii)Any>mT, (iv) tKS». (v)75/ 
& (vi)~>7/**, (vii)r:hDS, (viii)TvH*, (viv) ->7/g, (x)#;M* 
(xilCL.TWS, (xiUAnyXbCj.eTJW^ (xiii)*Bt 

sx«^7ySTffm^n^c 1 _ 6 7;w^ Ui?)c a _,r;^=;p«, (xv)c 

2 - s T)V*-)V&* tori)/\n?>fcC 2 - B T)Wr=.)V& (xvii) Any>flsC x _ e 
7;!/3^>X, (xviii)-OR 7 , (xviv)-NR 7 R 8 , (xx)-NR 7 C.OR 8 , (xxi)-C 
OR 7 , (xxii)-CONR 7 R 8 , (xxiii)-SOR 7 , (xxiv)-S0 2 R 7 , (xxv)-NR 7 
S0 2 R 8 , (xxvi)-S0 2 NR 7 R 8 , (xxvii);*^U>$WfS'gXte, (xxviii)X 

^vy^-t^m. *&tt, (xxyiv)-€-n^ti«ftS#Q^6atfn-&4fiST0 
;ps> (c) 5&i>bi 4M*3Sr j s«a[*ais«, (d)c 6 _ 14 ^sifeKft:7K*ats5;*, 

(e) 5 & b 1 4 *^ W^^^S;*, (f)7xy^ (g) ^07UD+ 
(h) C 3 . 8 y^D7^M^yS^t) T?»t)Sn*3l&^r ; 

i*a, ±taR 5 *i:rjfR 6 tt, H-xjj«si^Ti)**if, 2)ADy>gf, 3) 
e>g«n& 3 m^T'<Dmx'mm^nx^x%^ 5 &i>b 6 M^s&n^sta 

£^1"J&\ X\Z 10)R 5 *«k^R 6 H^bT-^t^oT^-r^C3_ 8 ->77 D 7 
16. MfB-j£iUI) {£43V>T, X**TE-«!^ (II) T^t»^n^)^^^ 
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(R 4 )n 




it (II) AltBIft-il:*:oT9Xttl 0I^$^^»H^1S5: 
*U (R 4 ) 1 $iIitLTlr^ 0 (R 4 ) „&> 0, 1X&2T&D, 

±fB©fi&£R 4 te> #*$£2:bT, tKSSJR^ AO^>ff, ->7V£» 

75 yak C!. 6 7jvm AnyMbCLj^s, c 2 _ 6 7;wr~;i/», 

;i/x;P7^n;i/», n- (c 1 _ 6 tvMt;W 75 /s, at, at-v* (c^r;^ 
M 75 /a, c a _ 6 7;m+^s, c a _ 6 7j^;^«, *;wt i e-f;wk at 
- (c,. 6 7m) #;wx*-oi^ at, n-p {c x - t 7)V*M tuvn^ 

7 >j ^>S, 7;^;P7 5 7 tt^T- P 7 U C ! _ 6 7 

TfeO. &OR 4 #75/«, AT- (C 1: ,7MiH 75 J SW/XttAT, AT— 
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